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(57) Abstract: Because of having 
an effect of controlling CXCR4, 
. Y fr\ Y ( Q \ Y (II) compounds represented by the 

* ' following general formulae (I) and 

(II), salts thereof, N-oxides thereof, 
solvates thereof or prodrugs of the 
same and medicinal compositions containing the same are useful as preventives and/or remedies for various inflammatory diseases, 
various allergic diseases, acquired immunodeficiency syndrome, infection with human immunodeficiency virus, etc. and agents 
for regeneration therapy: (I) (II) wherein the ring A represents an optionally substituted nitrogen-containing heterocycle; the ring 
B represents an optionally substituted homocycle or an optionally substituted heterocycle; Y represents an optionally substituted 
hydrocarbyl group, an optionally substituted heterocyclic group, an optionally protected amino group, an optionally protected 
hydroxyl group or an optionally protected mercapto group; and T represents the ring A or an optionally substituted amino group. 
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(4) ^i^\.io(DmM1^mz.m•r^o 

3Ei!^mX(DS!m.mSk(Dl^W}i^. m-rm^m^^^^^^X. a GM (Aorta Gonad 
15 Mesonephios ; :k.mm ' • f^W) ^jiJfllASfl&JSJif ^i^tx #11 

S D F - 1 (Stromal ceU derived factor-l ; 7. h D— *^$fflflaft^@^- 1) :J3<i: 
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^j»^tS^4<h^C:||#bTV^§Cl ilAS^^^n■rV^^ (J. Immunol., 165, 
6590-6598 (2000))o CI A^7*;i/"x' C:^ J^43V^T ^fe C X C R 4 Pl^^ 

Immunol., 167, 4648-4692 (2001))o x' 'j;;^ 0 V AM^m7ijll^ffi^5*;i/J3 j3V^ 
Jn;CXCR4tn;#:ttJi*P^Mtcma-rs$f^:^i&^M^U m?i?©«C'l4^ 
iiPi!l b fz. (J. Immunol., m 499-508 (2000)) o 

s D F - 1 }L^(o^m^'^tb^ c X c R 4 }im#jilfla®#ft'r-®«i3^i:: 

10 m^36i:i^I#^bTV^^C:^'fe#^^nTV^^ (J. Exp. Med., 185, 111-120 
(1997)s Blood, 97, 3354-3360 (2001))o bfe^s^Tx S D F - 1 43 J;tJ«C X C 

sDF-i:i3j;"a«cxcR4ttfL^N ntmm. ^pm^j&ifom®^^ 

15 flagill::||#bT:fet) (Nature. 410. 50-56 (2001V Cancer Res., g2, 1832-1837 
(2002). Cancer Res., 62, 5930-5938 (2002))s S C I D x' X^CD b h fL^^SS 

^5fecD^x^7';^^-*5v^T^^;c X c r 4 jn;f*:msm®Ji$-^®te^^«JSiJ b 

(Nature, 410, 50-56 (2001))o Sfe t ^#Pm±iS^4®5^^C43V^T S D F - 1 
^jsi^^^i-r S d l:: J: t) . ff^M'l4JilJiait^j5|«flacDm«^iS5i bTlB^^^ 

20 ^C:M#•r§#il^^^^^la©«lI§^la^bs®5^^5g^»JbTV^^ (Nat.Med., 
12, 1339 (2001))o ^^^>fc:#N3^i^:^>y >>''?JffiifflJia©Jim> ^l&t-M#U t 

Ts tn;CXCR4in;i$::6sja3Sm©Jim^ffil^JU vii7;^CD^t:^^aJc#b 
(Cancer Res., ^ 3106-3112 (2002))o 

25 s D F - 1 :fe j;tKcx c R 4 \±w^>L^m\c>smom%n^wmmm(b 
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(Development, 129, 4249-4260 (2002) x Trendes Neuiosdence, 25, 548-549 
(2002)) o 

m'p^"^. Mmmm^cDmf^ i su+Bmm^^mi^^-^rc (immunology, m 

222-232 (2002))o * t h mmMity^—^ T- S D F - 1 ifimmM b> Sk'hU 
^m^^^^fa (Ore. Res., gfi, 131-138 (2000))o 
^feSDF - 1/CXCR4>' y^T-J? h x''i7X®3®ll*^?)s SDF - 1 

t, ifim $ tvT V ^ -5 (Nature, 382, 635-639 (1996)> Nature, m 591-594 (1998)s 
Nature, m 595-599 (1998))o Z<DZtti'^. iltl^CD^momMK^-^hX 

(o^-fX (AIDS) tmttlXi^^^o) tt> 
C D 4 l^liJ^JSSKlH I VcD^^AS-MfiKi;^^ i:. H I Vttll#©f*:|*IT*Ji 
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TmM<Dm±izmmLx\^^^mm&c-D 4^mm-r^z.tiit. 1 9 s s^j: 

D^^^^TV^5 (CeU,52,631(1985))o CD 4^^tt4 3 3MCDT^ ^^^^ 

1 9 9 6^l::CD4^^Jii^®HI V^^t::*^A^t>SH^i:bT7— >:^> 
15 (Fusin) llli^omM^mBlfimM^nrc (Sdence,2:^872(1996))o Z:CD7— 
SDF-1CD^^#:> ^^t)t> CX C R 4 T'^§ C ^AsgEBJ^ 
nfeo MK:. -YV- trhD (invitro) T'SDF-libSs TjffllSJglqH* (X4) 

H I v<Dmk^<\^m&i}^nmt^!i t'hmm^tirz. (Nature, m 829 (i996)s 

Nature, 382, 833 (1996)) o ■r:fefc>t.^ S D F - 1 A^H I V J: D C X C R 4 

20 fcij^'^-rsiiiiici.fcoTs HI v^sm^c^^•rsfei^)®M»3^)^?)^fellv^^ 

*fel^blS^ SiJ®-^^5!j-f >^^f*:T-fe ^3^ RANTE Ss MI P - 1 
MIP- l>5®g^#:-e$)?>CCR5%. v^n^T— i^JilRltS (R5) H 
I Vi&s^^-r Sl^tC^Jffl^nS d ilijS^B^tLfe (Science, m 1955 (1996))o 
25 ti5eoT> HI Vi:CXCR4^CCR5*^V%-&ac:i:®-e§S*®s 
^v^{iHI v«^7-r;i/;^i;:ig'^U ^'i7^;v;^AscxcR4-^ccR5Hije-^ 
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R 4 CD jgirL^-t? ^ ^ CI i: ifi^ ^ tltcm * ^ (Nature Medicine, 4, 72 (1998) ) o 
10 ^CD@6*J^^tf#WO-r > • bn (in vitro) ^tclt-O - tf^}^ (in vivo) 

i^mmm^ ^myrnm^m (gvhd). m0i. mm. mm^. # 
20 mmim. mm'&zkm^i. ^u-ym. mm^m^^oi^^^if^. mmm 
m. ±m'&m^m^ (sirs)> ^m^nm. mmmtj^h^-tfimn^^ti^o 

25 ^i4^if§?^jS^^ (AIDS).* >i^^m. itj U -t?-^ b p{ :^fn -^7 

)V7.mm0i. i^TT^t^mm. m^v>^m. :r.-(xmm. mm^mMmtcnififi 
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^m. y-<-^^^yi^ms nm^. mmm. mmsk. x/ut^A,. m^'m^m^. 

-Wt^ (A) 

X2A.X1A 

r1A_(qA)^_(CR2Ar3A)^_TA_/ Z^-rSA (A) 

H I vm&. ±^ikmm^j:^(Dmm\^mmx:h^ tiRi^^fix\i^^ 

(WOOl/14333 ■^/-?:^:7 1^5. h#flS)o 
(B) 

2Q 

-m^ (c) 
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(C) 

zC-CyBC-(R3C)„c 

X A 2 mmf^m^mt^ c t ifi^m^ nr v^ s (.mm^ 6-192235 ^^m.^m)o 

N- [4- (4-^;w4^u-;v) -2-dF^yu-;i/] -1, 2-jc^> 

5 i^T^>-— Jfi^m (CAS No. 59870-53-0) N, N-^:n^;i/-N* - [2- 
( 1 - tfn U -4-^±^/U-;i/] -1, 2-3:-^>i^'r^> (CAS 
No. 59870-50-7) :feJ:tJfN, N-i?ai^;i/-N* - [2- ( 1 - tTD U i^-;i/) 
_ 4 -^:^V^ i; -1,2 -o^^VS^T^ > • r^mm^ (CAS No. 

59870-51-8) tfisimmm.mi¥m^mir^z}iifim^:^tix\^^^ (^a^^^^ 

10 3,956,495 ■^B^ffl«#M)o 

N, N-i?p<5^;i'-N' - [2- (4-7a^:n;i/- 1 -tf^i;^^-;v) - 
4 - tf U ^ ^— -1,2 - U >VT X > (CAS No. 131039-38-8) 
»J^m®II^W^bT|Bil^tl'rV^^ («ltlB¥ 3-14568 •^t&$g#M)o 
N- [(3, 4-i^b Hn-2H- l-^>^/l^^>-2-^;i/) 
15 -N* - [2- (l-l^^Ui^:=^;i/) - 4 - tf U ^ -1, 

/1>S^T^> • $^i^7Km (CAS No. 169747-23-3) t^mmm^f^-^M-t ^ 
Z. }L ■m^m ^ tlT V ^ S (WO95/05383 ^n^y^V-yY 0m) o 

m^ftmBMi^^m^tix^^). ^o^izi- [4- [4, e-tr::^ (-.^ 

b-n- 1H-T-I?tf>- 1— f;i') -1,3, 5-hVTi^>-2-^ 
20 T^>'-2H- 1, 2, 3- h UTy— ;V-2--r;i/] -3-7 3iri;i/ 

- 2 H - 1 -'^yy brv>- 2 -;^> (CAS No. 19695-38-6) >bS|B^^tl-tV^ 
§ (^4@i|^fPmiSg^lll794396-^BJjffl»#M)o 
N- [4- (^^-y-fcKn-lH-T-lfl^V-l— f;i/) ^^-J^v' [3, 2 
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-d] ^P>-2-^ )]/- 1 , 4-':r^l/pTK> (CAS No.31895-98-4) 
ASfBig^tbTV^S m^&BS 51-9759 ■^^^#M)o 

^(Dftes N- [(3, KD-2H- i-^>\/tf^>-2->r;i/) 

fc b*D- 1 H-T^fif>- 1 --f ;v) -N- [3- ( 4 u r 

0 tr;i/] - 1 , 3 , 5 - h U Tt?>- 2 -T^ CAS No.295344-71-7^ 4 

- (^^sp-y-tb-D-iH-T-iftfy- i--f;i/) -6-^^;v-n- [3- 
(4-^;i/:^DrL;i/) rni^;i/] -1,3, 5 - b U T>:^>- 2 -T^ >As 

10 CAS No. 332167-02-9^ 4 -^DU- 6 - ('Ndr-y-t Kn- 1 H)-T-lf tf >- 
1— f;v) -N- [2- (4-^;V5i^'J::i;V) -l, 3, 

2 -T ^ >*s CAS No.337484-66-9^ 4 - (^^1?-tl K D - 1 H-T 
-ii\^y-l--(J\^) —6-^ h^iy-N- [3- ( 4 -^;V3i^ U ITD 
br;V-l, 3, 5- h Ur^>-2-T^>ASCASNo.384845-62-9 ^Ut^ 

15 f)nTV>5o 

20 mmsi t vxmm-^$> d ^ s^^fe c x c r 4 i^is^j£Dis^:&s^si^ tiT o 
:*:^0^#^t*s cx CR 4 fzm^'r^<t'^^M.m-r^<mmm^\^rc:m 

(I) :i3J:tJ« (n) -e^^ttS<b-^> ^(DN-::i-dpe/b* 

i^%\^<it^0mmmm. *fe«^n^®rn h'^^;/^AscxcR4®#ffl 
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[ 1 ] IBi8cD^b^> 

[4] 



bT v^•r % J; v^ 4 - 7 «^^^^m^^at> b^ wtymm"^. 
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5 ^^fc-To) •t?$»Slu]® [1] IBm©'^b-^^ 
[6] -18^(1-2) 



t>iro) -x^^mm [1] mmoih^. 
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15 m.mm^^t>\^s 
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5 (^ifs Rn±. (i) 7J<mM^^ (ii) i'^5m(DR''>izx^xmm^tix'h 

J;V^C 1~1 5T;1/^;K C2~1 5T;i/'5r-;v%b<ttC2~l 5T)l^ 
l'-5^@®R3^c:g:-:>Tgil^tlt^<kv^C3'-8^m^^ (iv) 1 

^M?:feJ:t>V^feJ*lffiCD«KMM^*^#-rS5-'l 5M®^m^> (v) 
10 COR^ (Sft»N R^Jd:Ci~i 5t;i/^;k c 2 ~ i 5 t;!/-^— 0 2 — 
1 5T;i/=¥^;i/^feJ*:7a^ri;v^^t>t- o)s ^fei* (vi) COOR« (Sff^s 
R^ttCl — l 5T;V^;W C 2 - l 5 C2~1 5T;Vdp-;i/^ 

15 t)U 
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L{±s (1) m^^^ (2) C l-'87';W^l^X C2-'8T;V'^^V>*)b 

5 Qttx (1) NR»R2 (m^^ R^^^UR^li^fl^nmALVX. (i) zkS 
(ii) l~5McDR^n::J:o•rB^^$nT*c}:v^C 1~1 5T;v=3r;v> 

C 2~1 ST;!/-^— b<ttC2~l 5T;V=3r— ;V (m) 1^5m<DR^},Z 
J:oTam$tlT^)J;V^C3'-8^^^ ^fett (iv) 1 - 5<SCDR3idd;o 

10 fe{*li@CD«SM®?^^^f ^5-1 5M0m^^^^t)'ro) (2) 

^> 1-2 M®^^M^43 <fc tJf/* 1 <Ha)am^^^^ bT % J: V> 4 

-1 5m(Dmmm^Mt>v. mc\,ii^5m<DR^i,zj:-Dxmm^tix^ji 

15 ^^(DR^tts ^tt^n^AbT (1) ci~i 5t;v^;k 02-1 5t;v 

-;^^il~5M®Rl°^c:cI:o-cgm^tll:'feJ;v^o)^ (2) ;r=^v. ^fett 
(3) R^°*at>U 
m.^OR^'^lt. ^n^m*3ibT (1) 0R^^ (2) OCOR^\ (3) O 

20 COOR^\ (4) NR^''R^^ (5) NR^«COR^\ (6) NR^^CON 
R»*R^^ (7) NRi«COOR^\ (8)C00R*\ (9)C0R^\ (1 
0) CONR**R*\ (11) SOzR^\ (12) S0R2\ (13) SOg 
NR2^R2\ (14) NR^«S02R^\ (15) B (OH) 2. (16) SR 
'\ (17) Mn>5^>Jg^, (1 8) ~hn, (1 9) >>T^. (2 0) 

25 (±fB®«4'x R'M* (±)7kmm^s (ii) Cl-IST^V^M C2 
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\ COORi\ Sfett3tD^c:J;oTSil$^^T*J:V^o)^ (iii) 
R*\ R^\ Ri\ R^«43J;tJ«R^«tt> ^n^tUtelSlbT (i)zk^M^> 

5 (ii)^Dlc:<J:-3Tg|g|$n-t*)J:v>ci-'i 5t;v=¥;v> C2~15t;i/^ 

-;i/%b<«C2~l 5T;i/^n;K (iii) ^D^at>U 

^Dtt. 03-1 5#^. ii^*)b<ttH^^Mm^> ^fe«l-'4M®M 

10 ^D{*. OT© (1) - (2 2) :b>e>?llR^n^ l'-5ia®»t::«J;-Q 

(1) C 1 ~ 1 5 t;v=3p;k C 2 ~ 1 5 7-;!/-^-;^* b < «C 2 ~ 1 5 

C0R2\ 0C00R2\ NR24R2^ NR^ecOR^^ NR^ecONR^ 
15 *R^^ NR26C00R"^ COOR^^ C0R2\ CONR^^rz^ SO 

2R22, SOR22, S02NR24R2\ NR2eS02R^^ B (OH) 2^ S 

R2^;^D>5»•>®^,rl^Dtfetti/Ty^cJ;o■r®m^nT^)J;v^o)^ (2) 

:4-^V. (3) 0R2^ (4) 0C0R2\ (5) 0C00R2\ (6) NR^ 
*R25, (7) NR28COR2\ (8) NR^e CONR^^R^s^ (9) NR^e 
20 C00R2\ (10) COOR23, (1 1) C0R2\ (12) CONR^^R^ 
^ (13)S02R^\ (14)S0R2\ (1 5) S02NR24R25^ (16) 
NR28S0 2R^^ (1 7) B (OH) 2^ (18) SR2\ (19) Mny> 

m^. (2 0) ^hD. (2 1) -yry^r^it (2 2) i±m<Dm^. 

Mi (i) 7K^M^> (u) COR^\ NR2*R2«%b<«^Elc:j;-:?TB^ 
25 ^nT*)J:v^ci-'i 5t;i/^;k 02 — 1 5T;V'Jr-;vt,b<ttC2-'i 
5T;i/^-;i/Sfc{i (iii) ^E^mtou 
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(ii) SllE^;:J;o•cfgg|$tlT%J:v^C l~l 5t;v^m C2~1 5t;V'5^ 

b<{i 0 2-1 5 7';1/^-;K (iu) ^E^at>U 

1 5 McD#^. nm'h b < (i=^icit^^^at» 

Sfex ^Ettl — S^© (i) :7ai-;i/i3j;-pTail^nT*)J;v^C 1~1 
5T;V^;K (u)/ND'!f>M^s (iii)7 3:zi;K (iv) C 1 — 1 5 
(v) (vi) T^y^m. (vii) (c 1'-8t;v^;i/) T^^m^ 

10 (viii) (C1-'8T;1/^;V) T^>'»^CJ;o-tam^tlT^)J;V^o) 

mB^'it. l'-5M©R^lc:J:oTail$tlT'fe<fc<s 
R J; tJ^R "It^ ^ti^tm^ bT R ^ K^^M^tm b^^^tJ-To 
15 fel^U OTCD (1) - (6) (Dih-^^mi : 

(1) N- [4- (4-^;i'7i^y-;V) -2-:3El:^^/lJ -1, 

(2) N, N-S^p<^;i/-N* - [2- (4-:7ai;::;i/-l-tr^U^^— 
-4-l^U -1, 2-Ji^V>S^T^>> 

20 (3) N- [(3, 4-i^t. KD-2H- 1 -^>\;tf^>-2--r;V) 

-N* - [2- (1 -tf^';i^-;v) -4-bfU -i, s- 

(4) N- [(3, 4-i^b KD-2H- 1 -^>ytf^>-2--f';V) 

;H -N' - [2- (i-if'^^u^:^^;!/) - 4 - >; ^ -^:=:;i/3 -i, 3- 

(5) N, N-e^3i5^;V-N' - [2- (l-l^nU:^:::^;!/) -4-^:^^/ 
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(6) N, N-i?ai5^;V-N* - [2- ( 1 - If D U 
y -1,2 - >i^T^>' —mMMo) 

[8] -JiS^d-B) 



10 7-1 5a©ia«i*fettiM®iia«§-^&^wr5^N — 



(^tfis ^Z{*C5~10 b < tt— ^i^j^^^^ feli 1-2 

m=jr. 1 ffl®^mM^43<tt>v* fctt 1 mcomnm'^^^m b-c <fc 5 ~ 

15 1 0M®#^% b<ttz:^^^m^*^t)U ±n^<D^mtMA^h(om^ 

t-o) 
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fe:^cU iixro (1) - (7) <Dih^m^^< ; 

(1) N- [4- i^^Vt. h-n- 1H-T"lftf>- l-'T^V) ^^^^ [3, 
5 2-d] \fV^i^>-2->f)l^l -1, 4-':f^>i^T^> ' =iiMBMs 

(2) 7- [4- [4, (^:?r-9-b: b-n- lH-T-ifbf>- l->r 
-1, 3, 5-bUTi^>-2--f;V] T^^-2H-1, 2, 3-h 

UT^— ;V-2 -3-7ni— ;i/-2H- l-'^>\/tr^>-2-~:4- 

>> 

10 (3) 4-x.hdF-S/-6- (^^-tJ-b h*n- 1 H-T4f tr>- 1 --f;!/) - 
N- [3- (4-^;i/5M)::i;v) rDtr;v] -i, 3, 5-bUTS^>-2 

(4) 4- (^:3r1^t h'D- 1 H-T-^tfV- 1 - 6 - P< - N 

- [3- (4-^;1/71nU-;v) rni^;v3 -1,3, 5-hi;Ti^>-2- 

15 T ^ >> 

(5) 4-^nD-6- (^=3{^1Mil<n- 1 H) -T4ftf>- 1 --f;i/) - 
N- [2- (4-^;i'J^';-;V) -l, 3, 5-hVTiP>-2- 

(6) 4- (^^i^fc HD- 1 H-T-l?bf>- 1 -'f ;V) — 6-;»« h^i^- 

20 N- [3- (4-^;i/7^u:=^;v) rnt:;v-i, 3, 5-b';7'S^>-2- 

(7) N- [4- b*D- lH-T-iftf>- 1— f;V) [3, 
2-d] bU ^t^>-2--i';V- 1, 4-:5^^>i^T^ >o) 

25 fe{±-ene>07'D b-^y^, 

[9] (1) N- (4-T-if/i>-i — r;i/t^>; ^i^>-2 — r;i/) :e:^ 
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(3) 4-T-i^>'i>- l--r;i/-N- ((3S) - 1 -e^^n^^^';n^n u 

(4) — r;i/-N- ((3S) - 1 -^>s^;nfnijs^>- 

3 — trU ^i?>-2-T^>^ 

(5) 4-T-lf/1>- 1— f;i/-N-- [(3S) -1- (2-Ji^;V>^5^;V) 

tr^Ui?>-3-'r;v] tru ^ j^>-2-t^>x 

10 (6) 4-T-lf/1>- 1 --f;i/-N- [(3S) -l-^^U^=^i/)\/\f^V 

(7) 4-T-if/t>- l-'f;V-N- [(3S) - 1 -7" t. Kn- 2 H- 

tr^>-4--f;n:f^i;$^>'-3--f;i/] t:u ^^>-2-t^x 

(8) 4-(3S)-3 - [(4-T^f.'i>- i—f ;i/tf>; ^$^>-2--f;i/) 

(9) (3 S) -N- (4-T4f/1>- 1 --r;H^U 5.i^>-2 - 1 ' 

- ($/^5'D^:^^>;i/:5b;i/jJf— -1, 4* -tn^^U $^>- 3 -T^ 
feStfl]® [l]> [7] [8] IBi^®'^b^^ 

[10] -listed) 



20 




[1 1] cxc-RAmmrn^-^^n-m, cio] lBiecDgm«afi^t^^ 
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[12] CXCR4Sii5^JAsCXCR4SJn;^JT-&SMM [1 1] H3«® 

:^ [1 2] nmoommmm}. 

3] l3«®g^J^^> 

[15] n^mmmm'(;$>:bmm [ i o ] g3f^©m^JM^^^ 

[16] mg«sffl^fl*sj^*ig3^ffl^jt-^stu]g [15] mmommmm, 

10 [17] -m.^ (ji) 



S^at)U ^Ai«:S [1] l3iK®IB-^i:lRlDmi*^^t>"ro) 

15 ^Bt> b> 

[18] CXCR4^i5^JAsCXCR4^gJn;^J-t?$)§HU^ [17] IBtK® 
20 IPJ> 

[19] -j|g^(I-3) 
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m(Dmmm^^^mu ^^ici-sMcDMmM^s i'^2m(Dmmm^^ 
it^m^^mm^miiD ^ a ^ i ~ 5 r * j; ^ t sm^ n-r % j; < s 

[2 0] CXCR4^tm\X:&?>nm [1 9] IBIgCDCXCR 4iagi5^J. 

[21] t^mni ^z^mo-isi^ ( i - a) x^^ti^^ih-^. ^(om. 

15 [2 2] CXCR4igJn3|!lT?$.St5]S [2 1] 13^® C X C R 4 ligffMx 

[23] [ 8 ] iznmo-m^ ( i - b ) t-^^ ns^b^tjs 
>&3S}j^:S-ii-r s c X c R 4mmm. 

[2 4] CXCR4JgJrL^jTab^BffJi [2 3] IBtK® C X C R 4 iiljS^J, 

20 [25] iJ^iE • ft^&.mim. T u})/^-&.mm. ^mm. h i v^^% l 

t± [19] IBlg©CXCR4iigiSMs 

25 jis^j-efe^tm [2 5] mmocxcR 4:mmm. 

[2 7] H^gj^ffiT-fe^gyJ^ [1 7] Sfeii [1 9] iBm(DCXCR4 
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[2 8] mm ci3n E7]^ [8] ^tcit [17] $m<Dih^. 

5 CCR4|glitII. CCRSIStn;^. 7i--:?3>MII> HIV-l®a® 

[2 9] mm^mmmmmifi. yKr>:^>x ^^^r^^^^Vx •tf;^$/^l^>^ 

x^5':r5^>^ ^^:rs^>^ T>'^:!bif;K T7*:7;i-t:M s^tr5}?:3^i^;K 
10 hUi^i^t:>^ 7"y7:tb:;K ^t^^t^>^ :i:77'b:v>»:^ 
43<j;rjf*r^'^-< u>A^^^#^^ns lS*fett2@^^;±•??$»^gf:^[2 8] 

[3 0] roT^T— HfPM^As^ -f>5^:Mf;K 'J h:^b:;K 

15 misi^M im^tcit2m&.±'t!^^mm [2 8] m^(Dmms 

[3 1] -j^^ (n) 




f^T®f3-^J*Buii [1] 43J:t>* [17] IB«B®S3-^^llDmi*^ 

[3 2] cxcR 4i^tfm\^mm.-r ^tci^cD—m^ (n) 
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-t^XOtA^ltrnm [1] 43<fct>* [1 7] SB«®|3-%^|^Dlcl5|c<& 

[3 3] -m^ii) 



5 




43«fct5 (n) 




i^^. f^-c®fB-^ttiu^ [1] :fej;t>* [17] mm<Dm^tm\:^M\^^ 

15 Lx\^^x>h^\^^^mmmmmj izisi,^^ ^^mmw.mmj tit. -m^ (i) 
0mA\z:i5\^^xmm^tix^^^mmm'=P&^^\^. Mmm^. mmm^. mn 

it^m^m^m^mt>iro ^^^mmmj tvxit. m^it rs-i 
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X ^U^i?>x tfnu>x 'T^^yu^x 7^h7\/U>x 

T^h^b h*Dtfvi^>. i^b Kni^U ^e^>s -T^h^b h*nb»J 
bKDbU^e^>> 7^ h^b Hnb';yi^>x :^bKDT-ifb>s T^b^b 
KDT-l?b>s 5^b FD$^T-lfb>x T^h^b Kns^T^fb>. i^bKD:^- 
:3!r"9-V^~;V> 5^b b'D-f V:t^'9-V^— ;K S^b b*n5^T\/— ;K i^bKD-f 
10 V^T^J—JK i?bh*D7^if>. i<?b Hn:?J-=3^'9->:;'Ty— S^bHn:^ 
:^"9-S^>x i^b KDi^t^ap-y-S^Ti^^s ^\i}^u:t^V^\f>^ 5^h^bKci 

i^b KD^Ti^T\/— ;w i^bKD^TS^>s t^b b'n5=-TS^Ti:^>s $^b 
Hn5=-T-l2ftr>x i?b KD5^T$^THfb>> -t" h ^ b b'n^T^THf b>s 

15 'f^KUVs -rV'TVKU^s 5^b Kn>r S^bh*n^yU>> 
5" b ^b h-DdFy U >s i^b Kn-f U 7^ b h*D-r V^y V >s 

$^b h*n7^^i^>x T^b^b b*n7^^i^>x i^b h*n:h7^U -^>x 7=- 
h^b Kn:h75^U$^>> ^^b Kn:3p>':^1tU >s 5^ b ^ b h'D^y :3rl^>; 
P\i}fu:3(-i-^JV>s T^b^b ^•D:^F:^^;'; X i^b l^ns^vy U>s 

20 7^ h^b Kni/>y' U >> i^\i}^u^y^J:t^^P>^ -^bbn^yy^T 
j?>s tr^$^y^;v3}NU >^ ^b Hn^>v^;4-=3p-9-\/— ;k e^bh*n^>\/ 
^TV^— ;k i^b Kn^>y-r ^^t/— ;k :^b KD^>\;T"l?b>> 
^b KD^yyT-if b>s s^b b-D^>y5^T-^b>x -T^b^bKD^Vl/ 
$^THfb>s S^b b'D^>\/:t:api^-lf b>x 7^ b^b Kn^>y;r^1^-'lfb 

25 >x b h* D *;wiy— 5^ b ^ b K n 5^ b K n u 
b^b bnT^^ ^:^1?-b HnTV^i^X ^^i^bbOTv^- 
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5 y^h^^JVi^>^ br^^/'ji^>^ tr^us^^s tr^^$^>x /I— tl^• 
;K5=-T^TyU$^».5^ b^b Hn5^TS^>.5^ b^b h-D5=-Ti^TS^>. 
7" b^b HD^T-eb>x /I— b KD5=-T-1f b>^ /I— b Kn5^Ti^T-lf b 
15 X ^;V5t^U>s 'J >> 71— b KD-fvy^;— ;w 71— bKDdp 

71— b Fn-f v=¥yi; >> 71— b h*D:7^^s^>s 71— b^*^:^:7 
71— b h*D:3p>':ap-y-U >^ 71— b b*n^:^V^U X 71— bKnS/ 

71— b ]«n^>\;:r^t?-\/— ;k 71— b Kn'^>\;^T\/— ;k 

71— b |«D^>\/-r 5^^/— 7K 71— b KD5!3;wi\;— ;k 7i— b Fdt^ 
20 Ui^>s 71— b h*nT^/— >> 71— b ^'DT-^fi^>^ T1f'^7>7^pb>> Tif 
K7*?tj>s T1fb';7**>> rif7^h^7*:5ijx T1f^>^7^:itjX 71— b 
Kni^TV^e^Vx 71— b >N 71— b yTifii^ 

if^Vt^^^ijjjy^ 71— b HD-r > K— ;Vn 71— b h*n-f v-i'>I^— ;K 71— 
25 b Kn->0-5!37VsJ?»;x 71— b ^•^7 3::^5^>^ 71— b b'n^aiy^Ti^ 
>^ 71— b Kn^aiy =3p-t?-i^>^ 71— b KDy' b 71— bb*n 
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7ai:^>h^U>^ .'I— t KD^U T-^y^i/^ti [3. 2. 2] ^ 

:^>^ Tift:$^^j7n [3. 3. 2] TifbTS/^D [2. 2. 2] :^ 

^^>^ T-tftr>>^D [3. 3. 3] ii7>7^*X Tiftr^^^D [4. 3. 
3] Tiftfi^^D [4. 4. 3] h>j7^p!3X T1fbf>>^7D [4. 

5 4. 4] 7^h^7**>^AS^lf^tl^o 

^AT'^^n^ ^'^m.mw.mmA ^bT$f*b<{±^ rs-i om^^^^ 
>^ byTyu>> if^v^ux i^fc b-ntfUi^^s t^y^ 

b>> 5^b^b ^•^::r^■l^-^:^T■^ftr>^ 5^b KD5^T:i?TV— ;K i^bKn 
20 ^TVy^ i^b b*n^T^:^Ti^>> S^b D5=-T-lf b>> 7^b^bKn5=-T 

-Ifb^s S^b ^•D^T^T•^fb>^ T^h^b h-n^Ti^T-ifbX -f > K U 
'fV'f^h'U^s :yb b-n-r V^y— ;v> -^bKndpyU>> T^h^b 

KD^^pyiJx S^b Kn-r V^y U>s 5^h^bKn-f v:3py e;tK 

n^^J'-^S^^x b^b HD^^^^^s i^b bD:h:75^y T^h^b 
25 Kn:^75^y$^X 5^b l>'D:3py':?p-9-U>> 7^ h ^ b K u df^-^- ij X 

b ^'^:^r•^v^U>^ 7" h^b Hn^:^\;'; X i^bb*D^>yU>> "tY^p 
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^UT^/U5^>^ 5^h^\;yt?>s b^yus^>^ tr^Ui^>, 

b^^e^X >'i— b Hnb'; ^S^X /I— b Knb'J^r5^>^ v'l— bKDT 
•^b>> >'i— b b'n^THfbX /I— b l«DT^/e^>^ T^h^b Kn:t=3pi^ 
10 'J—)V {:t^D-'J U 5^ »s 5^ b ^ b K D V;t^1^-^;— ;v V;^-^"tJ-V^ U 

— (-fV^T^Ui^vK 7^h^bKn:7^ifx h^b Hn:t^i^$^T 

V-i^Ti^>^ /I— b KD:4-^-9-lfbX b h-D;t^t>-^T-lf b>s 5^ h 
15 -^b ^•D^TS^T^/— ;i/ (5=-Ti^TyU^^>X T^h^bKn^Ti^X 5^ b 
5 b KD^TS^Ti^^^/l— b ^•D5^T^2b>^7"^— b D5^TS^T4f bX 
^;i/4^U i; >^ b Hd-T ;k b Kn^py u 

>^ 71— b Kn-r v^^' y >^ /I— b Kn:7^5i;>^ 71— b 

/I— b KDipy >^ 71— b KD:3p:^N;i; >^ 71— bh*n>>>y 
20 u>^ 71— b Kn^>v^:t^-y-\/— ;k 71— b KD^^^/f^TV— 71— 
b Kn^vy^ ^t^\/— ;K 71— b KDry—^s 71— bKnT-lfi^X 71 
— b KD$^T\/i^>s 71— b h*D$^T^/— >N 71— b h*n$?T-if^>s 71— 

bh*n-r>K— ;k 71— b KD-r v-r > K— ;k Tifb^e^n [3. 2. 2] 

y:^>s Tifb$/'^n [3. 3. 2] 7^:trX T1fbi/iJ7D [2. 2. 2] 

25 e>nso 

a bT$f ^ b < 71— b h*DT-lfb>^ 71— bKDTy$/ 
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5 i:bT{*^ rs^^^'fbxKmj mifim-f^ti^o r^^^^bzk^j iib-c 
n^>^X i/^a^7'^>> $/^n:;4-^^>^ S/^ny 

X /I— b ^•D•:^:7^l/>^ /I— t ^*D^7•^^>^ :^trD [4. 4] 
X XtfO [4. 5] y^ba [5. 5] 'j7>7*:^j>. \£iy^U [2. 

2. 1] bTi/^D [3. 1. 1] tTi^^n [2. 2. 

^>y^>^ i/i7U^^^>^ i/^U^ZTy^y^ i^^U7t^^>^ t^^u^> 

$/^D^dpit$;3i>^ >>^^^:r^5^Jl>^ i/^n:t^'^s^3i> 
T>h^-\zy^ bi/^D [2. 2. 1] -^rr^- 2 trex^D [3. 

1. 1] ^7•^57-2-J^>^ b$/^D [2. 2. 2] :r^^-2-j:>^® 

25 rs^ 1 sm^mim^m^tT^mj mifimif^n^o 
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it. m^it ra-i 5M^iasi#^x =:M^rciit^m^m.mmj. r3~i 5 

X tf^e^x tru^^^>^ tru^i^x bUTi^>x T^ftr>^ i:^T^\^ 

ypy. ;t^'fet^>^ 5=-:t7x>, 5=-:tlf>, :^ 

"pi^y. yy^Vi^y. ±y^^}^jy. ^y^v-vy. ->yyv 

y. ^y^J:t^-bKy. ^y^j:t^D-M\fy. ^y^J:t^'^i^T^\^ys ^ 
y^j^x-i^y. ^y^j^T-^iy^y. ^y^J^TVT^\f,y. ^y^JT^yf-y. 
20 ^>y>^T^ft^>^ ^>\/7^-tf>v ^^y^^TS^Ty— ;k 

i?y^ yjiy^^^-^y. f-Tyy.uy. y^i^yhVt^y. y^±yhu 
^)y. ^v^i^y. tfn -r ^a^\/u>> vvT^J^y. 'rh'p^Jvy. 
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ni^T-tfb>^ t;th*n7^>^ S^tKnb^X KD:^^-feb>. 
h^b ^•^;^-^-fet:>^ e^b i^b KD5=-;tb^x ^bK 

5 D^aib>^ 7" b^b KD^oilfX S^b Hn:t^"9-y— ;K e^bKD^V 
:t^V'J—)K b b* n ^T^;— ;k b K n >r v — ;w b b n :7 
^1f>x i?bKD;r=¥1t5^Ty— ;k ^^b h-n;t^-9-^>s -:^b Kd:^:^1?- 
i^Ti?>x i^b FD:t^-9-tfb>^ 5^ b ^•^;^-^1?■^?b>^ i^bKn:;^- 
:3f-y->:^T-tfbX5^b^b Kn^t^^Pi^-i^T-tfbX $^b Kn^^Ti^Ti/— ;k 

10 $;bHn5^Ti^>> i^b b-n5^75^Ti^>> -:^b Hn^^THf T^b^b 
b'n^T-l?t:>x $^b Fn^TS^THf b>> 7" b^b b*D5='TS^THfb>s . 
-r>b•U>^ 'fV-r>b•V>^ S^b b*n^>y7^>s S?b ]«n>r V^>\/ 
7 7>> i^b b*n^>\;5^;r:7ai>^ yb bn-f v^>^/5^:t:7 ai>s S^b 
b'n>r ;K ^bbn^^yUX 5=- b^b bn^y U >^ i^bbD-f 

15 viiryi;>^ T^b^b bn>f v^y U>s -:^b bn^^J^^s^^^ T^b^bb 

D7<$'^S^>^ S^b bn:h75=-US^>s 5^ b^b b^:^7^Ui^>^ i^bb 
u^^^VV>s 7^ b^b bn^ydr-9-U >^ S^b bn:3p:^^/U >> T^b^ 
\i\fU^±^JV>^ s;bbni^>y';>N T^b^b bD5/>yU>^ 

20 >^ b^^>y:;r^1^^/— ;k $^b bn^>\/5^Ty— ;k 

yb bn^>\;-f ;k s^b bD^>yT^fb>^ 7^b^bbn>^> 
\;T^fb>^ s^b bD^>\;e^T-i?b>x -T^b^b bD^>ys;THfb>s 

^>^/i?;r^-fe>'i>s i^b bD'^V^/^t^-y-lf t:>^ 7^ b^b bn^>^/;t 
:^ti-ifb>s -:?b bn*;w^\/— ;k 5" b^b bn>t3;w?v^— ;w i^bbn 
25 -/?-:!!j;v:^y >s 7^b^bbn-/?->f7;vJi?';>x ^^bbnr^Ui^x 

7^b-7b bnT;5'>;s^>> i^b b^e;^>\/:7v>^ i^b bns^^vy^^:^ 
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'Ji^^T>^ 6, 7, 8, 9-v^b^fcb*n-5H-lfUK[4', 3':4, 
5] tfDD [2, 3-b] t;Ui^>N 2, 3, 4, 5-7^b^bKn-lH 
5 -t;UH[4, 3-b]'r>h*-;K 6, 7, 8, 9-7^b^bKD-5H 
-bU [3% 4' : 4, 5] bno [2, 3-b] bU^^X 



Ti^ViPy^ bn«;i?x -f^^^/us^>^ 

>^ t HDT^/i^>x ;r^>>^X :t^42^>N 7^h^bb*D7^X 

^b h*D:r^1?'S^T^>s ^1— b l«n;r^1^"ifb>s b KD:r=^l?-5^T 
20 ^?b>> -T^h^b bn^re^Ty— ;v T^h^bKD^ 
Ti^y^ 7^ h^b h-D5^Ti^Ti^>> .'1— b ^•D5^T^f b>s >'-^— bKn5^ 
TS^T-lfbyx ^;V4^U>> 5=-:i-^;V3j^ U X ::r^'9-5^T>x v'l— bh*n^ 

71— b h'D^ V^>V^f^:t:7 3z>> >'i— b HD-<><srvr— bh'D^^p 
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>'i— b ^•^T^Ui?>^ >'i— b KDi^^vy^^X b 
5 H n > 1/^:^:7 31 >^ J?3r-:^rV^>> 5^:t=^r-9->s S^^T 

i: {yX0^ b < tts rgj^^^;t bT v^-c <fc v^^^m^m^J As^t:f 
bD-;K 'f^^^z-^K hUT^— ;^^ T^b^y— ;k b^>;^-;K 

15 bU5^>N b^S^>s bU^i^X bU^5^S^>^ ^UT5^>^ T-ifbVs S^? 

T'ifb>. :t^-y-\/~;K ^ v:t^ify— ^Ty-;K ^V5=-Ty-;w 

>s ^7^y>;^>s ^y^J-^ir^'^ 
T-ifb>s ^>V^i^T-lf b>^ ^>y7^1f>^ ^>\/5=-TS^TV^— ;K ^ 

>^ yjiy^Ti^y^ yx.yf^v-i^>^ y^^-^yhVi^y^ y^^i-yhuv 
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X t;D«;>s -f^^5^\/U>^ hUT^UX T^b^^/UX 

bKDbUy$;^>N T^b^b KabU^i^>x 7^ b^b h UT^>^ 
5 bb-DT-ifbX T^b^b KDT-lfbX i^b b*ns^T-l?b>^ T^b^bb* 
ns^T-lftrx >:^b bn:t^itv^— ;k ^^b b*o-r V:r=3p"9-y— ;K i^bb' 
D^ry— ;k ^b b*D>r V5=-TV/— ;K S^bb*n7^if>> i^bbn:^:^ 
-ti-e^Tv^— ;k -:;'b b*D;r^'9'S^>> $;'b bn:r^i^s^T$^>s -:?bb*n:r 

:^1^•^?t:>^ 5^b^b b*D:t:3pi^-lfb>. i^b bn;^-:^r1^S^T-lfb>'^ 5^ b 
10 ^b b'n:^dp-y-i?T-eb>. i?b bn^TS^Ty— ;k i^bb^^Ti^>^ 
S^b b*Df^T5^Ti?X 5^b bD5^T-lfbX 7^ b^ b bD^T-lf b>s 
b bn5^T$?T-l?b>s T^b-^b bn^^Ti^T-ifbVs >f>b*UX 'fV-f 
>bU>^ i^b bn>r ;w $^bbn=¥>";>s T^b^bbn^pyi; 

i^b b'D'f v:^y 7^ b^b bn-f v^P>";>^ S^bbn^i^'^i^ 
15 >x 5^ b^b bD:7^^i^>> e^b bD:^7^';s^>> 7"b^bbD:h:7^ 
Ui^>^ i^b bD:3pydf--y-»; >s 7^ b^b bn^ry :3p^>; $^bbn=3f^ 
\/U>> -5^ b^b b*n:ap:^yu >^ S^b boi^^^' U >s 7^b^bbn$/> 
i^b bn^>y:^:ar'tJ-$;>^ S^b b^^>^/^T$^>^ b^s^y'^ 
;V5t;l;>^ :i^b bn^>>y:;t^-tf\/— ;K e^b bn^>\/5^TV^— ;W i^b 
20 bn^>^/-f ;K ^b b*n^>yT-l?b>s 5^b^bbD^>\/T 

-tfb>^ $;'b b^^>^;i?T^fb>^ T^b^b bD^>\/$;THfb>s i^b 

bn^>\/:t^'9-H2fb>s 7^ b^b bD^>\;;^de-t?-ifb>> S^bbnpb;!/ 
/N'v^— ;K 5^ b^b bn:tj;wt^/— ;k -^b bD-/?-:?b;V7}?y x T^b^ 
b bn-/?-:i7;v;J?U>s i^^bbDT^Ui^X 5^ b^b bDTi^ U S^V^ 



25 
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m^it\^uvp>s ^^y^J^)^j>. ^UT^;';e^>^ tr 

tr^U-^x tr^^s^Vs b Knif' J ^i?>> v'l— tKn 

5 S^Vs 7^h^bKD:^:^1^-y— ;v (;r=^-9-\;>;s^». 7^b^bb-D-f v:r=^ 

^b^bb*D-f V^T\/— ;i/ (-rv^TyUi^»s 7" h^b h'n^^ifVs 
5^b^bKn:t:¥"9-$^T\/-;i/ (^^-^-y-i^TV U 5^ h ^ b K n 
S^>s T^h^b KD:t^1^-i^TS^>s >'i— b Kn:t^'9-1fb>^ bKn 
10 bX 5^ h^b ^'□5=•T^:^T^/— ;W (5=-T$^TV^';i^»s 7" b 

;v^ ^'i— b FDdpy u >> .'1— b KD'f v^>^ U >^ >'i— bh'n:7^^ 
^'i— b h*n:^7^Ui^>> yi— b KD^^r^^l^U X bh*n^:^ 
15 >^ /'I— b h-ni/^y U >^ b Kn^>y^:^l^-\;— ;k b 
n^>y5=-T^/— ;k b h-n^>y-f ^^J'*^/— 71— b ^•^:^3;v/^'^/ 
— ;K /I— b F n - ^ - >tj;i//J^ >; >^ >'^- b H d t ^ U 5) tiSo 

mm^j ?)ti^o re-i im^mm^M. t.fc\-^=M^mMmA t 
20 bTtts m^ini re-i i«:iFia^#^s SfeJi-^^^^js re-i 1 

bU^i^^s bUTi^X T-lfb>. S^T^fb>. ^^-IfS^X :^^-9-5^T 
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7^u-:^x :^7^us^>s =3r±yux ^>>^ux 

^vv^T-iftrx ^>y-;^THftrx ^>^j^t%>t^j— 

^IJT-:^>^ i^bKDT-lfbVs 5^ b ^ b KnT-lf b>^ S^b h'Di^T-tfb 
T^b^b b*ni;T-»?b>^ S^b Kn:t=3pi^i^>, $^b h-n^T^-y-^^T-:? 
10 >^ S^b h*n;t^-9-tf 7^ h^b KD:4-^-t?-tfb>^ ^:;b b-D:t^1^'i^ 
T-lfbX T^b^b l«n:i-dp'tl-i?THfbX i?b^•D^TS^>^ i^bKo^ 
T'^T^c^^^ S^b KD5=-THfb>^ b^b KD^T-lfb>^ J^bKn^T 

e^bHD^v^y— ;k s^b bpdpy ij>, T^h^b bD:5ry';>> s^bi* 

15 D>rvdp>";x 5^h-7b h-n-f V^^y U>> S^bFD:7^^S^X T^b^ 
t:b*D7^^e^>s i^'b h-D:^-75^Ui^>s b^b h'n:h:75^Ui^>x 

h^b h*D:^:?-\;U>^ S^bKDt^>yU>> b^ b b'D$/>>' U >s ^ 
t b*n^>^/;t^t»-e^>> >:^b b'^^>^;5^TS<'>^ b^i^y ^;1/51nU >s 
20 s^b b*n^>y;*-=3pit\/— ;Vx i^'b bn^>y5^T^/— ;i/s $^bb*D^>\/ 
'f^^v^— ;k 5^b I'n'^vyTHfb^s 5" b^b b'D'^^i/T^ftr^s $^ 
t Kn^>^/i?T-1f bx 7^ b^b bn^i/V^S^T-lfbV^ $?bbn^>\; 
:t=3p-9-lf 7^ b^b b'D^>\;^:^r-9--ifb>. 
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>J^UX >'i— b KD'f ;K /I— b h-ndpy; >s 71— bKn^V^ 

^•9-U>^ 71— b ^•Ddp:^^/lJ >^ 71— b Kni/>y' U X 71— bKD^> 
^J:t^V'^J—)]/^ 71— b Fn^>y^T\/— ;k 71— b KD^>^/-f ^^v^ 

>fv:ap bu^5^>^ y'h'^\i\'u^±^jv>. 




15 YT'^^ti^ ^a^^^^;§b-CV^T'fe<kV^J^'^fci7J<m^J l^l^Slt^ Tj^'fbzk 

^Sj JibTJdis «?!I^«^^;k :ii^7K rnb;K -rvrntr;Vs 
-ivy^ys/^ s-y^)\/s t-y^-)^/^ ^>^;k ^^2^;k 's:r5^;K 



35 



wo 2004/052862 



PCT/JP2003/015718 



m« (1) -hn. (2) 7j<^S. (3) :rd^V, (4) ^:^^Vs (5) 
5 i^TJs (6) >b;w^^-r;K (7) N-:r^;VT^>'5Jj;i/3if-;v, N-i^^ 

(8) (9) m^i:^^ h:?ri/p!7;i/5l^-;K 

10 cD^^^l'-4cDT;V'n:^ri/-5b;i/3i^rL;K ( 1 0 ) (l 1)«?!|^{S^ 

:7y^^ 3^m(D^\u^>s (12) ^^^^^^ ^ b^e-x ^i^b^ 

-'8®7';i/Hdpx (1 3)m«S^^D^=3f^t^;i/:r^i^#®j^^fU3'-8® 
15 t^^UT)V:3^t^. (14) 7ai>':^X (15) o-^ m-^fe«* 

y 7 oiy ^X (16) ^J;l«> p« 5=-;i/5=-;ts 3l5^;^^:r^ n-rn l^;l/5=■:4-^ 
-rvrnif;v^:;^-, n-y'^;]/^:t. t -:/^;l/^:t^cD^^glCl:fev^b4 
<DimLT)]y^)V^:t^ (17) 7ai-;i/5^:rs ( 1 8 ) ^J^{^p<^;i/;^;V7 >f 
20 — ;w :t5^;vx;i/7^:::i;v^cD^^|gji'-4©i£giT;i/^;v;^;i/7^-;K 

(19) m^it^ p« Ji^;VX;i/5i^::i;i/^CD;^^|fe 1 ~ 4 CD 

iffiaT;V^;i/X;i/7jNn;W (2 0)T^ys (2 1)0!|;1«. T-fe^^-^VT^^s 
rDl^:t:::i;i/T^y^CDj^mi&l-6©{gii^7'i/;i/T^ys (2 2) m^it. 

25 n-r^;i/T^ys $^^n^:3|rS/;i/T$ 

1 -:^3;w^•^-f;^- 2-i/^D^dp^';i/3i5^;i/T^y> N-r^;v~N 
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5 (2 4) ^>\;>r;W (2 5) (a)^?!I^«^ 7^}/^. MM. 3^m<D7\U 

tttffiacD ^mh^m^j i:l^bl(i**^t>-ro)x (c)«?iJ;t«o-x m-* 

m bT v^r % 0: v\ m^\-s. 2 - * fet* 3 -^3i-;k 2 - sfett a - 7 >j ;k 

3- . 4-*fe«5-tf^yU;K 4-7^ h-^ t KDtr^n;K 2-. 4- 
*fe{±5-5^T\/U;K 3-x 4-*fe«5-^ V^T\/U;K 2 4 - 

15 Sfe{*5-:r^1^^/y;K 3-. 4-*fe{i5-'f V;2t-^1^\/U;W 2 

4- ^fc(i5-^ ^<5^\/U;K 1, 2, 3-*fe(il, 2, 4-hUTV^'; 
;K lH*fe{i2H-7^h^V^U;K 2-x 3-^fe{*4-l^US^;W 2-s 

4-*fe{i5-tru ^i^;v> 3-*feii4-i^';^5^-i^;K =^>";;k -rv 

<DmMWLl--10(Df\U7)}/^)\/m. (2 7) t b*Ddr^>'f (2 8) 

(29) >^;V7 7^'f;vax {30)m^\-S.^ :^^)VT^^7.)\/ii'^='))/ 
25 ^(DmihTiam^'Cmm^titzT K J x;i/7i^-;K (31) m^\^. V:^^y\/7 
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(3 2) m^its ^^j\^:^j\^yt^=^)VT^^m(Dmi\j7mmr'mm^ti 

Mj «s mm (1) (3 2) A^^igJSns l~5M®miglS*WbTVN 
V r D tf;w y^'^Ji^mommm 1-4 ®iBar;i/dp;i/^g|^^i: bT 1 ~ 4 

15 mhVXlt. m« (1) gilS*:tbTV>T*)J;V^;^fb7j<mS. (2) NR 
^R2 (dCIT'R^ R2f±|fjiB^|lbm^^t)-ro)s (3) l-SiiCDR^l? 



■ro)^ (4) — G-f-J N— W (^fp, 1--<^TCD|B-^ttBu|3i:llblcl*^ 



{;i43Jt^ ^UmMj tvx<D ^giilSSWbTV^•t%J;v^^'^bzKmSJ tttS 
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S(-CH2-).iSil^**b■CV^T%<fcV^^mM^(-NH-), -CO-. 
-0-. -S-s -SO-s -SO^-tf^^Mi^ti^ 1^3mi^fotj::b2mM 

-CO-. -0-. -S-s -NRi°6C0-. -CONRi°«-. -NR^ 
°®C0CR^°*R»°5-. -CONRi°8CR*°*Ri°5_ (^cf,^ R^^^^R 

^ o 
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hUT^/UX T^b^Wx tf^yu^. i^bKDlfU^X 

U^i^>> -T^h-^b KDt^U ^i^X i^bKDtrU^i^X 5^h^bh*Dt: 

T^h^t ^*^s;T-etr>^ S^b Kn;^-:3!r-9-y— ;w $^b Kn^f v:^-:^tl-^/-- 
;K e?b Kn5^T\/— ;k ^^b b'D>f v5^t\/— ;k s^bbn>'^if>^ 

10 b Hn;r^-9-i^T\;— ;K i^b ^•D:t^1:^S^>^ :J^b KD^zT^^Fi^-i^Ti^V^ 
i^b h-Djt^-y-tfbX T^b^b KD:;r=aF-tl-^f tr>^ i^b KD:t=¥i^i^T-lf 
tr>s 7" b^b KD:r^1?-i^TH?b>^ i^b bn^Ti^T^/— ;k i^^bKn 
5=-T$^>> ^^b h'D5^TS^Ti^>s i^b h*D^T-lf b>s 7^b^bb*n^T 
■tflf>s ^b HD^TS^T-l?b>s 5^ b^b HD5^Ti^THf b>^*s#{f 

15 tV^o 

nus^>, 'T^^^/UJ^X bUTVUi^x 7^b^v^U^:^>s b^>>^>;>:^ 
>^ tr-^U:^>> tr^^i^>^ /I— b b'nbu ^i^X /i— b bntru^s^ 
>^ .'I— b bUT-lfbX 7^— b b^i^T^2fb>^ -T^b^b bD;t^1f\;— 

20 ;K:t:af^-9-\/ U b v b b* n-f v:^^-^-^/— ;K>r V;r^-b*^/ U 

T^b^b Kn^T^;— ;v (^Ty;^:^»s 7^ b^b b'D-f v5=-ri;— ;v (-f 
V^Ty;s>>K7^b"^b bn^^lfX-T^b^b b*D:^-drthi^TV^— ;K;^- 
=3^-9-^^^^ U 7^ b ^ b b n X 5^ b ^ b b D:t^-b-i?Te^ X 
y'l— b Kn;^-ip-9-^fbrx >'i— b bn;t^1^'$^T-lf bX -T^b^bbn^T 

25 ;i/ {^T%^T^J^)vy\ 5^ b^b bD5=-T5^>. T^b^bbn^T 
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mJtVX^^izm-^l,<1,t. T-^^i^>^ t^^^;S^>^ If^Ui^X >'1— 

Wi: bT^«f ^ b < «7Jc^Md=^* fettm^^^^^ bt v>T % J;v> C 1 ~ 8 

15 ^>-4 — r;l/^As^?*bv^o 

-SS^ (I - 1) If cD^A^-e^^ns ^g^^S^^b•cv^-t^J;v^5~l 

mmj — (i-i) ®SA^^3:fev^TS^^^^Tv^§^^M^^^il^ 
>s ^^^^J^)i^>. vvT'JVi^y^ 5^^^^;u5^>^ if^\;';s^>> tf 

25 }fU:t^W—)]/ i:t^'^^J^)py)s b KD-T V:t^1^•^/— ;v ('TV 
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10 ;k y'l— t FD^vy^^Ty— ;k v''^— t. h*D^>\/^ ^yy— ;k b 

-OF— ;k Tlfb^>^n [3. 2. 2] y±>s Tiftri^^n [3. 3. 
2] 7*;tJ>x Tlfb^^^D [2. 2. 2] :4-^<S^>^A5We>nSo 
15 r 1 m(Dr:mm^^^^ir:h 5 1 0 M^^^^^^j t m^lt. 

bnu>> -i'^^*yu>N ^UTy;>^ •7^b^yu>> b^y;>. 

^b KnbU^S^^x T^h^b ^•DT'^fb>^ T^b^b KDi;TH?b>> 
b b-n:t^1^y— ;K i^^b KD-r V:t^1^-y— ;K S^b Kn^T^/— ;Vs 5^ 

20 b b-n-f v^T^— ;K i^b HD7-^-tf yb h*D;t^1fS^Ty— ;K 
b FD:^-dpiJ-$;x i^b K^:r^•t^5^T$^>^ b^b KD:t=^Pit-lf b>s 
5^b-5b b'n3h:3e-tfi^T'^b>^ i^b l^n^Ti^Tl/— ;k S^bHn^TS^ 
>s i^b b'n5^T$^Ti^>s -7" b^b Knf^T-lf 5^ b ^ b b'n^^Ti^ 
^:3p■t^b KDT\/i^>N ^^-y-bKnTV— X ^^^-y-bKni^ 

25 TV^S^^/'x ^^t^b h'ni^Ty:=^X b KDT-tf 5/>> :t^7-^bKn 

T -If >^ As^ff n ^ o 
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^JV>. IfU^e^V. ^:h\/U>s 7^h^fcKn^:^\;i;x 



10 mBHti^BMoR'' (R'^itR^ tm\:^m\^^mt>L. R^itmmtmi:^ 

TtJ;v^4~i 5«®#^. -m^tcit-m^^mmrv-ji^^t^it^cD- 
20 m<Dmmm^:^j:v'/'^rciitim(Dmmm^^^m\yXi>j:\.^ 4^1 sm® 
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M®^mJi?*5 1 momnm^^-^^ b-c % j: v^ 4 - 1 5 

^l/US^X hyT\/';>s hVT^JVi^y^ "rV^^JVy. y=-h^^JVP 

h'Dt^U^i^x h^t h-Di^u ^$^>. /I— t KnifU s^tb- 

T-lfb>. T^b^b KDT'lfb>x bKDT^fbX bKnT^/^> 

e^b Kne^THfbX T^b^b KDi^T-^b>s /I— b bDi^T^f bV^ 
i^b b^:^-:3p+^^/-;^, 5^ h^b b-p:t^-9-y— ;i/ (;r^1^^>^Ui^»> S^b 

b n V rt^i^-^y-;^ b ^ b b D V — ;v (^r V U 
15 >)s i^bbn^ry— ;k b^b bD5=-Ty— ;v i^b 
bD-f V5=-Ty— ;k 7^ b^b bn>i' vf^Ty— ;i/ (-Y v^ry';i^»s 

bbD7^1f>s T^b^b bD7^if>s $^b bu;^:3p1^-:?7'\/— ;W b 
^b bD:t=ar-9'$^:P\/'-;V i:t^^t^TW^>\ ^\i\'X2:t^1)-i^y^ 
b^b bn:r^-9-i^>s S^b bn:t:^-9-i^Te^>s 7^ b^b bD:^^itS^T 

20 S^b bD;t=^r-y-lf 7" b ^ b K n;^- =3^-9-12? 71— bbn:^^ 

it-J?b:>> $?b bn;r=3p-9'i^T^ftrx 7^ b^b bn:4-^r'y-e^T^f tr>> /1 
— b bn:t=3p"9-S^T-iftr>x :^b bD5^TJ^T\/— ;K 7^b^bbn5^Ti^ 
TV^— ;i/ S^b bD5^T-:>>s T^b^b b^5^T^^>^ 

i^b bn^TS^Ti^X 7^ b^b bn5=-Ti^T$^>x $;bbo^T•^fb>^ 

25 T^b^b bn^THfb>>>''«— b bn^T-l?bXi^b bn^TS^T-lf bx 
7" b^b bn^Ti^T-lf b>> ^'l— b bD^Ti^T'^?b>^ ^;i/3l^U>s 5^ 
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;t^;V5j>i;x -T^KUX ^fV-Oh'UX S^t Kn^f ;k 
n:^yU>N Hn-r V:3p>"JX ^ h^t Hn^ v^y U >^ h h* 

— b ^•Ddp:^^;UX S^bh-D->>>'i;x T^h^b Kns^^y' U>> >'i— 
bFDi/>y>;x i?b Hn^>^/;r^-9-i^>s -:^b D^>v^^Ti^>^ 

10 b^s^y^;^5^^^;>^ i^b KD^>y;^i-=¥t^v— ;w .'i— b b*n^>^/:;^^ 
•9-^/— ;k e^b b*n^>\;^Ty— ;w b Kn^^v^^Ti/— ;k i^b 
Hn^v^'f ;K ^'I— b KD^>\;-f M $^bh*a^>\; 

T"lfb>x T^b^b KD^>yT-i?b>, $^b KD^^^/i^T-lfby^ 7^ h 
^b Kn^>\;s^THfb>. 5^b K^^>^/;t:3F1^-^fb>^ -T^h^bKn^ 

15 >y:r^*9-ifbx s^b h*D*;w^v^— ;K T^h^b HD:ib;W"?\/— ;k ^''^ 
— b h*n:3b;WN*^/— ;k $^b Kot^ U S^^X b ^ b Kdt^ U ^✓'>^ 
— bKnT^US^X ^^-y-b FDT^/>>>^ ^^^ri^-b KnTl/::iX 

i^^b KDi^T-tfi^>s z'-^— b ^•DTy^>^ b h*DT-lfi^>s T1f'> 

^7*:5bX $^T1f^>^7^:3!j>s b Hn-f > h*— ;k bh*n>fv-f 
;K b }«D-/?-:;b;i/7i^U>> >'i— b KD7ai:^i^>> b b* 
25 b Kn7 jiy^lfS^X b Kn7 3i:^> b Ui^ 
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5 ommm'?^ ^'^2M<Dmmm'^:^j:v^/^rzitim(Dm.mm'?^^^Lx 

M<Dmmmi^^^v^y^rzitim(Dmmm^^^mLX'bx\^^5-^i 5*® 
10 mm. =:^m^rcit^m^mmmTv-ji^tvxit. m^it. 

t^U^S^>. hVTP>. T^)iy^ VT^Yiy. ^^^-j^ 

-f>K-;K ^'v>f>K-;K -r>h'us^x ^y';>s 
v^yux =3py rux 

^>'^"9-»J>s ^i-^JVy. iy>yv>. ;W ^>^J^T 

y:suj^^^jy^ 7al:^>^^;s;X 7al:^>^D^;X ^'J ^J^>5fe^AJ 

25 i!>«c<^%lM®MmM^*^;&U ^^fcl-S^cDM^jg?, 1~2 
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>s hUT\;u>:^x ^^b^v^u^^x tf^ 

5 $^tKni^^e?>^ T^b^fc KDtr^e^Vs -:^th*Dbr 

UTi?>s i?b b*nTHfbX 7^ b^b KDT-lf bX b b'DT-lfbX 
J^b b*D$;T-^b>s 5^ b^b b^$;T-^f b>> b Kni^T-lfbV^ 
10 b b*n:^^lfV— ;k 5^ b v b b*n:t=3pity— ;i/ {:t^V'^J V i^>\ i^b K 
n -f v:t^ity— ;K 5^ b ^ b K n V:^-^1t\/— ;i/ (-< V:r:¥-9-\/ D »s 

>:;>b b-n^^TV— ;k T^b^bKn^Ti/— ;v j^^bb-n^r 
V5=-Ty— ;k 5^ b^b b*D-r v5=-t^/— ;i/ (-f v5^Ty;i^»s e^bbn 
7^if>^ 7^b^bbD7^ifx ^:^b b*n3r:3M^->:^Ty— ;k T^b^bb* 

15 UT^r^-^i^T'J—)]/ i:t^^i^T'JVi^». S^b Kn:t=3PtJ-:^>. T^b^b 
b^;^-=¥•9■i^>^ e^b b•^:t=¥t^i^TS^>^ 7^ b v b Kn:t^-9-i^T5^>^ 
-;?b bn;t^-9-^fb>s 5^ b^b b^;t^t^•^f bX /'i— b b*n:^:3M^-if b 
X $^b b'D:;r^i^-2^T-gb>x 7^ b^b b'D:^dp-i^-5^7'-lf b>^ y-^— b b* 
n:t^"9-S^T-if bX S^b bn^Ti^TV^— ;K 5^ b^ b b*n^T5^T^/— 

20 ;i/ (^T5^T\/>;t^>')> i^bbD^T^Vs 5^ b^b bD5=-Ti^>. S^bb 
D^TS^Te^>x 7^ b^b b•^f-Ti?Te^>^ S^b bn^T-lfbX T^b^ 
bb*n5^THfb>> b bn5^T^fb>s S^b I'D^TS^T-lf bX 5^ b 

^b bD^Ti^T-if b>. /I— b bD5^T$^T-ifb>^ ^;v7j^';>. 

;i/;tN «; >s > b u >> -r V 'f > b b b u >i$^y— ;k b b 

25 n-O^y— ;k i^bbD^Fy'UX T^b^b bndpy i; >^ z"^— bbn^F 
yU>s i^b bn^' v^y; >^ 7" b^b bn-r v^y' U >s bbn-f 
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5 KD:^:^v^U>> i^bKDi/V^UX 5^ b ^ b b-D->>y i; >s b b* 
ni/>>'i;>^ i^b bn^>y:t=^-9-i^>s $^b b*^'^^>^/5=•Ti^>^ b^ 
5^y^;i/2}NU i^b b*D^>\;;^-i\r1?-y— ;K >'1— b b*D^>\/:^:^i^y 
— ;k i^b b'n--^>\/5^Ty— ;k /i— b b*D^>\/5^T\/~;K s^bb'n 
^>'J-( ^^^J—)W b Fn^^vv^-f ^^S?'^/— ;K ^:^b b'n^vVTHf 

10 b>s 7^ b^b KD^>\/T-lfb>, i?b b*D^>yi;T-lf bX T^b^b 
b•D^>^;s^T^fbX i^b bD^>\/;^-i|r1t-lfb>^ 7^b^bb*D^>y 
:^■dp•t^^fb>^ S^b b*D:t/;v>''?>7— ;k 5^ b vb Kd?!7;wn'\/— ;Vs b 
bD:to;wty-;K $^b Kn->ff-:j!j;i/7jf b^b b'n-^-:i7;V3j? 

U>s b bn-;5-:^j;V3j?i;x :i?bHDT^U^X T^b^bKnT 

15 /I— b bOT^Ui^X 6, 7, 8, 9 -5^ b ^ b Kn - 5 H- 

bU b C4', 3' : 4, 5] bnn [2, 3-b] bUS^X 2,3,4, 
5-7^b^bbn-lH-bU b [4, 3-b] -r>b-;K 6,7,8, 
9-7^b^b bn-5H-by b [3*, 4* : 4, 5] bDD [2, 3-b] 

bu-:^>s 



^mm<D-'m^ (I -A) tf's :§AAtz<fcoTSt)^tv§il>:fe< IMcD 
25 ^i^x bn';>, bnus^x -(^^^JVi^>^ hVT^J 
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hUT^Ui^X 7^b^yU>s y'h^'JVi^y^ tr^v^u>> tr^ 

s^b KD^T^/— ;k T^h^b Kn^T\/— ;i/ (^7'^/U$^»^ 
S^b K D -r V^T\/— ;k 7^ b ^ b b' D V^T^— ;i/ V^T^J V V 

10 s;bb*n7^1f>^ h^b ^•^7^1f>^ i^b Kn:t^1fi^T^/— ;k 5^ 
b^b b*n:t=¥1^S^TV^~;i/ (it^-y-^^TV^U-^^vX -:^b Kn:t=¥'9-S^>x 
T^b^b b*D:t:^"9-e^>> -:^b bD:^dE^1J-J^Ti^>> b^ b b'n:^dF-1f^ 
Ti^V^ 7^ b^b b*D;t^-y-tfbX b b*D;r^i^'lfb>^ T^b^bH 
ti:t^1)'i^'r^\f>^ b bn;r^-9-$^THf $^b bn^T^^TV— 

15 ;K 7^ b^b b'D^TS^Ty— ;1/ S^bbn^Ti^X 
5^ b^b bnf^T^^X i^'b bn^^TS^T-S^VsT^ b^b bn5^Ti^Ti^>> 
T^b^b b*D^T-1fb>s 71— b bn5=-T-lfb>s b^b bn^^TS^THf 
/I— b b'n^TS^THfbX ^;V3j^U>x U >N /I— bb 

D-r>y\;— /i— bbn^yu>s yi—bbn-Yv^y u>^ >'i— bb 

20 71— b bD:^75^^;s?>'^ 71— b bDdr>':3p-y-U X /I— b 

bn:ap:^v^i;>^ 71— b bni^i/y >; >^ 71— b bn^>y:t^t»-\/— ;W 
71— b bD^^i/^T^— ;k 71— b bn^^^vJ^^r ^^\/— ;^^ 71— bbn 
*;wiv^— ;K 71— b bDT^ US^X ^^t^b bnT^^/'X ^dp-b-b b 
nT\/— X ^^-y-b bni^TVS^X ^^i^b bn$^T\/nx ;r^^b 

25 b'DT^fi^X :^^^b bni^T-ife^X 71— bboTi/— X 71— bbn 
T-^-». TV^yy'tiy. T1fb7^5bX TifbU7^:3tJX Tif^^b^T* 
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/I— b KnS^T-lfS^>s S^T'lf'^VT'jb^s i^T1fh*7**X t^TWVy' 
yi-b KD>f v^>K-;K >'i-bKD-/?-:j!j;i/5t^U>s .'i-bKn^ai 

2|s:^l90-J!a^ (I-B) ffJ^ ^ASlc:J:oT^i>^ti«iI>:&< l-OcD 

10 /Sfe{ilM®eg||;g^^^WbT'feJ;v\ 7~1 5flcDlgfp^fci*lf@cD 

^bb-DT-lfbX /i—b KDT-lfb>s 7^b-7b Hn-:;T-lf bX b 
Hn>:^T'^fb>^ /I— b h-DTi/i^Vx -7^ h^b KD;t:ap"y-€b>^ y'l— b 

15 ^fb>^ -T^h^bh-D^T^ftr^^ b KD^T-lfbX 7^b^bb'n5=- 

bKD:^ ^'i— b h*n-r vdpy u>^ /I— b KD7i^^$^X b 

bKn$^>yUX ^'i— b KD^>y:r^-b-^/— ;K /i— b b-D-^>y5^T 
20 ;k /I— b h*n^>\/>r ^^y— ;k /i~b Kn5b;wi\;— ;k /i— b 

bKDS?T^fi^>^ /I— bKDTy— >^ /I— b b-nTHfi^>s T1f'i7>7* 
25 /I— b KD^TV^S^X 71— b Kd$;tv^— Vs b KDi?T-lfe/X 
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5 «::j3±tB®— JJS^ ( I - 3 ) if® A^ — jSS:^ ( I - A) ^<DA\ —Wc^ 
(I-B) it>©A^lcJ;o-C^t>^n^zi^^^^^j3{i> ^1tb;fez:^^^ 

2. 2] 71fb->^D [3. 3. 2] "rtsy^ T^\fi^y^X2 [2. 

2. 2] T1fb->^D [3. 3. 3] fy^'r^y^ T-tfbi^^n 

10 [4. 3. 3] Tifbi^^D [4. 4. 3] h';7=:i7>> Tifb 

S^e^n [4. 4. 4] 'rY'py'ti^iail^t^m-f^Mo ^^ibfczi^^m^ 

(I-B) EfJ. ^B^{±^ ^z^$i-^UT'feJ;v^b>;^i^ 

5>^D^>7^>, ^^D^:^-bX i^-^n^r-T^^, 
^n;4-^7^X S^^D>';^X i^^D7*-fe>N i^^i? d^>^S?j:>^ ->^D 

TXlxX -r>7*>^ -r>^X i?bKn:^7^V>s 
bT ^ J; V^ 5 - 1 0 M®#^* fetizi^itmm^T U 
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tf'Mi^X IfU^e^X THftrx S^T■tftr>^ tr^X :^=3r-lr 

X :^dp-y-s;Ti^>s ;r=3p-y-iflf>. :t^V'i?TM\^>. ^TVT'J-JK 

Ui^X =^>'=¥'9-yx =¥::^^/U>x e^>^u>x ;k ^ 

HDtru ^i>>x -T^b^b h-ntru b*Dt^iJ^5fi;>^ 5^ h 

^\L}^u\fVyi»^ S^bKnT-ifbX 7^ h^b b'DTHfbVx S^bKn 

20 e^T-^b>x -7^ h^b h*DS^T-lf b>x >^bKn7^>x -:^bb*nb^>x 
S^b b*n:t^-feb>x 5" b^b Hnit^sp-feb^x ^bKn5^:t7aiX $^b 
h*n^;rb^>s i?b KD5^:iib>x b^b KD^3ib>x S^bKD:t:^r 
•t?-y— ;K b K d -Y V;t^-9-\/~;K b n 5^T\/— ;k b K n V 
5=-Ty— ;K $^bKD751f>x S^b Kn:*-dpl^i?TV^~;K -:^bKD:4-=3^ 

25 i^-S^X S^bKD:^-:^1^$;T^>x 5^b KD:t:3p-y-ifb>x 7^h^bKD:t 
dF-y-lfb>x 5^b KD;t=ap-y-i^THf h ^ b Kn;r^-9->:^7''lf bX 



52 



wo 2004/052862 



PCT/JP2003/01S718 



i^b Kn-r ;Vs S^bKndpy^i;>^ h^b Kn:3py U X 

b HD>f V^^ry' y >> 7^ h^b HD'T V^y U >^ ^^bKD7^^$^>s 5^ 
h^b lfn7^^S^>s-;^b Kn:^7^';s^>s7^h^b KD:h7^'Ji^>s 
i^b KDdpy:^'y->;>s T^h-^b KDdf^^dp-tJ-UX 5^b Kn:^:hyi;x 
10 -T^b^b Kn:ar^\/U 5^b b'n5^>y U >^ ^ b^b h*n->>y >^ 
^vy^r-^Jpit^TX i^b Hn^>^/;tdp'y-i;x :$^b h*n^>\;^T5^X 
b^i^^^;v7j^U >N $^b Kn^>y:t^1f\/— ;k i?b Hn^^v^^TV 
— ;k i^b KD^>^/-r ;k s^^t^^p-y-r >^>. ^>^J-y:t^v->^ 

rnbl^X ^y^f-Uy^ :t 

7*obv>^ rr^^'i^^s ^r5=-i'X 
25 rnb^>> ^r^i/>s 
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rntr— ^>'^=.v>^ ^^r^— 

^^^B^ffs L. R ^ R 243<fct>*Rnc J;oT^t»^n^ C 3 - 8^m^^{d:^ 

5 /iVs i/^ni/iJ'y^ i/i^n^y-^'X i/^n^dpi^x i^^u^-^^y^ 
>>^n;t^^>> i^^n^>7^>^ ^^n^^pHzv^ i/^n^7'5^X 5/^ 

>^ i/^o:^-^5^^5^^^>ai>^ ^>-lfX br>>^n [2. 2. 1] bT 
S^^D [2. 2. 2] :t^^>13iif:&mt>-ro 

^>^;K ^=3ei^;K ^T'f^^K :t^5=-;K ;K 7^i^;Vx e^^T^i^M 

■^mm^i^ C2~l 5T;v^-;vi:}*N ai^-;K rni^-;K ::^^-;w 
^>^-;v^ ^dp>>-;v^ ^T*^-;!/, ;k -;w ;w 

^ e> 1 ~ 2 MoM^M^s 1 ~ 2 <fc tj^/s fei* 1 m(Dmm 

25 ^^^U $e>tc:l-'2^<D^^J^^. l-2M®^M^43J;thV*fett 
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5 ;w tru^x tr^-:?>, tr'Mi^x try^$;x THfifx 

J^VrV>. ^:^yux S^>y'JX ;W ^>^J^T^J 

15 /tv^— ;k i5-*;i/5}?u>. T^Ui^x :7a::^$;>^ ^^pi^-Vt^x y^^^ 

m(Dmmm^:^^ux^rc:\t i ^©«se^m^^^* lt % j: v> 4 - 1 5 m® 
X bUT^/us;'>> T^b^^/'jx 7^b^v^us^>> tf^\/u>. tf^^>r 

25 ^b h'Dtf U ^'i—b Knbi; $^bKntrU^5^X T^b^ 
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;K 5" h.^ b \^u:t^V-'J—;]/ (:t^V-'JV $^b Kn-f V:2^-^i:^^/— 

5 — ;k 7^ h ^ b K n^T\/— (^^-tV U b K n V5^T\/— ;k 

^b KD^-^-tfys i^b Kn;^-:^l^i;T^>r— ;K -t' b ^ b KDsT^-y-^Ty 
-;K:t^"9-e^Ty U S^b KD;^-dpi^$^x 7^ b^ b KD:r=^P-9-^>. 
^:^b Kn:4-:3p1^e;T^X b^b Kn:r^1^S^Ti^>s S^bKn^^-y-lf 

10 b>s 5^b^b Kn:t#i^-ifb>^ b bD:t^i^-4f b>s i^bKD:^:^^ 
t'-^^'T^fb^x -T^b^b KD;t=^ri^^T-ifbX b KD:^-dF-i?-i;T-lf b 
>x S^b b*D5^Ti?T\/— ;K T^b^b b*n^TS^T\/— ;i/ (5^Ti^TyU 
i^bbn5^TS^>. 7^ b^b b'n5^Ti^>s i^\i}^u^TPTi^y^ 
T^b^b b*D^T>:^T-:^>s >;^b b*D5^T-lfb>s7^b^b b*D5=-7-izfb>. 

15 >'1--b Kn^T-ifbX S^b b*n5=-T$;'T-lfb>x T^b^b b'D^TS^T-i? 

b>s b bD5^TS^T-ifbx ^pt^^v^Jn u 

> b- U >s -f V-f > b U X S^b bn^ ><5^V^— ;k b b*n-r 

>x ^:^b bn-r v^F-y'yx T^b^b bn-r v^yu^s bbn-rv^r 

20 yjx i^bbn^^^i^X 7^ b^b bn^^^i^X yi— bbn:7^^ 
i^b b*D:^75^i;$^X T^b^b b^:^75=■^;i^>. ^'t— bbn±7 
^y2^>x S^b bD^y'dpi^'Ux T^b^b bn:ap^:3!r-9-»J>> /I— bbD 
=^y^-y-U>s i^b bnif^:h\;UX b ^ b bD:^:^^ U /l~bbD 
^:^\/U>x S?bbDi/>>'i;x 5^ b^b bDi/>y U >s /I— bb'D^ 

25 >y»;>x ^>y:^^"9-5^TX 2^b bD^>y:t:3!rl?-i?x i^bbn^> 
y^T^^x b^yy^;!/^^!; S^b bD^>^/;r^1?-v^— ;k >'1— b b 
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b Kn^V^T-if tr>s 7^ b KD^>yT-^b>s i^bKD^^v^i^T 
^fb>s 7^ h^b KD^>yi?T^ftr>^ ^>V^S^:^^-fe7iX ^bKD^ 
5 >^/:*-dFi^-ifb>s T^b^b KD^>\;:t:3p-»^-tfbx j^b l«^5{7;w^^/— 
;l/^ 5^ I- ^ b K n :tr;w?\/— ;k /'I— b h* d :j!7;wt^>^— ;k b K d U 
S^X 7^ b^b b*DTt57 Ui^X b h-nr^ ^:^•t^bKDT^/ 

10 >'^— b h-nT4f>>>s T1f'i7>7^p!7>. T1fh*7^?tj>^ T1fhU7^;f3 

K n -r > b*— ;K .'I— b H n >f V > H— ;k b H d -*;i//J? U >^ 
15 /I— b Kn7 3i:^$^X b HD^^iy /i— b KD:7a:>' ^f-tJ- 
b Knr7ai:^> h Ui^x ^'i— b Kn7a::h> h n >; >> ^i— b 

^w^s 5-15 m(Dmm. -m^h b < it^m^mmmT v bTt^^j 

25 bn— ;k -f ;k hUT^/— ;k 5^h^y-;K b^\/— ;k 

b';$;x b^s;'>s b>;^5^>^ buy-^^x THfb>^ $^THfb>^ :7 
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■7>> e^>^ :4-=Jp-febr>^ ^:^7a:>^ ^a^tr>^ 

^r^^p-y-^ftfVs :t^Vi^T'^}f 
>s ^T$^Ty-;Vs ^TP>^ ^TPTt»^ ^T-^l^y^ ^7VT'^\f. 

^T^U^^s iry^\)V'y^ ^i-^J^)>. ^> 

^^m-r^ 5 ~ 1 5 M©#^. b < ttH^Si^^T U -;KD-g|S* 

h^\/ue^>s if^N/ij^^ tf^\;ui^>N h'Dtru^:^>> T^h^bK 

nbUi^X tr^>;$^>> t^bKnb^e^X 5^ b^b b*nb^i?>s b^ 
i^b h'nbU ^i^X 7^b-5b KDbU /i— bKobU^ 

S^b b*nb';^i^>> 7^ h^b HnbU^i^>x bKnbU^S^ 

25 >s i^bh'DTHfbX 7^ b^b KDT-lfb^^ v'l— b K DT-lf b>s i?b 
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;w T^b^t Kn-f V5=-Ty— ;v ('f V5^T\/Ui^>K $^bHn7 
5 ^1f>N 7^ h^b b*n7^1f>^ 5^b b*n;t^1^e^TV^— ;W T^h^bKn 

n3r:3piti;>^ i^\i\iu:t^'\)'i^TP>^ h^b h-D:^^'9-i^Ti^>s 
bKn:4-i!r't?-lflfX7^h^b KD:tdp'y-^ft:>s ^i— b KD:^-^-9-if b>s 
e;b b*D:t^-9-i^T-lfbX T^b^b KDr^-^^p-y-i^T-lfb^^ z"^— bKD:t 
10 bx ^:^b b*n5^Ti^T^>^— 7^ h^b Kn^Ti^TV— ;i/ 

Ti^T^JVi^»^ S^bb*n^TS^>s h^b h*n5^Ti?>s ^bKD^T 
"T^b^b KD^Ti^TS^>s i^b KD5=-T-lfb>. T^h^bKD 
5^T-t^b>s b Kn^T-lf bVx S^b HD5^Ti^T-lfb>s T^b^bK 
n5=-Ti?T-lftr>. 71— b h*D^TS^T-if b>^ ^;^;i^U>^ 

bKD^yi;>s $^b h*D-f v^y U>^ ■5^b^bHn-rv=3p^ »J>'^ 7i— 
b bn^f Vdp^ ybKD7^^i^>s h^b KD7^^S^>^ 7i— 
b b^n:?^^^;^^ h^}^Yu±y^Vi^>. /i 

20 — b^•^:^7^>J^:^>^i^b ^•^:3j.y^1^-';>^7^^^b h•^:3py:3^•t^U >s 
71— b b'Dde>'^i^-U>s i^b KD^:h\/U>s -t^ b ^ b ^•^:3p:^^; U 
71— b b*n^r:^\/i;>s s;»b b*ni^>y U>N b^b b*ni/>y U 7i 
— b b*Di^>>"J >^ ^y^J^^v-^Ty^ e^b b*D^>^;:t=3^•t^-:^>^ ^ 
b bD^>^/^T5^>^ b^s;?y >s s^b b'n^>\;:r^i^>/— ;k 

25 71— b b*n^>^/;4-dpif>^— ;K J^b b*D^>\/^T\/— ;K 7i— b Hn^ 

i^b bn^^^/'f ^^^/— ;k 7i— b bD^>v^>f ^^v^ 
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If ^nSo 

i/'^n^^^S^x i'^^D^:3r-9'X ->^D^r^>^ iy^u-^i^-^ 

e^^D^^-feX e^^n^^T^ys e/^o:t^7^>s i^^n^v^^ 

'TyT^y. /I— b b-n-f ^>^>> ^:^bKn:h:7 

7^ b^b ^•D:^7^^>x b bD:^7^ U>x ^r^^U^x 71 
— bKD^r^l/>x b::7ai:=^l^>x as— f>^-fe>> s->f>i^-fe>. 

T>b^-fe>x Xbn [4. 4] y:^>x XbD [4. 5] v'ijy^ XbD 
[5.5] bi^^n [2. 2. 1] ^r^X bS^iJ?n [2. 2. 

1] ^r<$^-2-Ji>x \f.i/^u [3. 1. 1] bi^^n [3. 

1 . 13 ^r^-2-ai>x \^i/^U [2. 2. 2] ;^i^^>s bS^^D [2. 
25 2. 2] :;^-^i^-2-a:>, T^-^yif^^ )\/Ty^y^:yW3i}^ifim'f 
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M^i^^ :t^^J\^:^^i^^ ^ zz)V:t^t^^ y'iyJV:t^i^^ ^>y^U)\/:t^ 
ai5=-;i/T^>'^ 

10 :^mm<^. mE(Dmm^'^$>^i^ ( c i 8 r^/^^ti^ 

—t^tcitm-^^ 2m<DC 1 — 8 cfcotglH^tLfeT ^ ^&^mt> 
U «»J^«s -:?rntr;i'T^^. 

i^^^iyjvT^y^^ i^^y^juT^y^ s^:^ 
^5=■;^T$y^ Jl^;^p<5^;l/T^>'^ ai^;i/rn tr;vT^Vs ;»i5=-;i/rDt: 

*^B^4'^ CXCR 4mmmh{^Xit. ■^4-CSfe{*CXCR4CD 
U:«r>K (mtix SDF-l, gpl20«cif) b< ttH I Vi:^^b 
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>Y m^it. sDF-i^) ^KivcDm^^mm-r^nhifi'^^^ih^ 
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BM. ?L^^s i^^-^^J^s vi/-f 

-C{*^ ^J;l{^7j<s -rjvn—jmmm ^f:^©^I^SJi^;bs# 

bdp->pt7;i/:^-;V'fbs b^b KD7^-;Wb> i^n u $^;^;>^^;Wb^ b.'^ 
25 ;Hbx T;i/^;Wbx ^)>mih. 7i->^mit^tir^<h^ m^^^^ -flSt^ (i) 
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(m^i^. —m^ (I) T-f^^n§'fb'^tf®*;i/5j?:3E^i^SA5ai5^;i/ai:^7^;i/ 
^;Vaz;;^7^;Wb^ ^^>'^D^;l/:^-:^^;/^5^;^3:;;^5-;Hb^ ^ h^t/;!j;i//}f-;i/ 

^>>:«7;i/7r?— ;vjc5=-;i/ai:;^7^;Wb> K-fb^tife'fb-^^jfeir) 
10 ^(:ff>n§o ^n^O-fb^tJiiS^i^&^cD^^^lcj^oTMait-^CiiijijST-t 
So Sfcx — JiS^ (I) -C^^nSYb-^cDT-n H^y^{izk^%43j;t;c|^ 

-ISiC (1-3) •^^^ns^^^B^^b'^tJoat.s ^A2J:bT{±^ ^j>5fe< 

^ ^> 1 bs ^ e> c 1 ~ 3 mo^mm^s 1^2 o®^^ 

20 X /'^-hh-DT^Z-X /^-tKDT^f>>X [3. 2. 

2]y:^X S-TiflfS/^^D [3. 2. 2]>':^>, 1 -TV\^>>^u 12 . 
2. 2] ;t^7^57>43J:rK2-T1ftfi/>>n [2. 2. 2] ;t^^^>^AS^e^S 

25 $ttT*)<fcV^C 1^4t;1/:^;K ORl^ OCOR*\ NRi^Rie^ NR^ 
«CORi\ NRi«CONRi*R»^ COOR^^ COR'\ CONR^* 
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(1-3) l?^^ns*^g9<b-^i^©^'^> ^B2i:b-C^*^ ii>55:< 

±mvrz6m<om.mmtLr\t. \^^i^>. }^vKt^y. vv 



^■^bfe^M^i^o^-^ii^^ij-ro) ^^^SbV^o 
"rg^^l^^^T^fe)<tv^c i~4t;i/^;k or^\ ocor^\ nr^'^r^^^ 

20 NR^^CORi^ NRi«CONRi''Ri\ COORi\ CORi\ CON 



15 
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:^^m^. -m^ (I -A) -T^^^tl^ih^mcDo^. mA^^hl^Xit^ptJ: 

10 ^m^:{)S$f * bV>o 

—m.^ (I -A) -e^$tlS'fh-&<^CDd-&> SB^iibTtt^B 




*^R§t*»s — fig^ (I~B) •^^^^^S^ti-^CDa^»^ ^A°i:bT{*ii>5fe 
m®^43«fct)«/*fe{±l<H<D?J!EMm^^^WbT*)J;V\ 7~1 5M0|gf[i 

20 ^tzitimoumm^^'^mt^mm. =^mt.tcit^m^mmi±^^rti^ 
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v\ 7-1 omofm^tciitimcDr.m.m'^^^mir^^^t^it^-m^m 
5 -jiss: (i-B) •??^^n§>^b-^cD^t»^ ^B^i:bTttv^-r 

^ bt^^S b < {*s 0 5-7 mi^l^mm^tcit 5-7 MCD#^^m^ 

2|s:||0^fti> Li:b•r{*v^•r^^%^?^bv^o J:l3^?*b<{*^'a-^> Cl- 
io 6T;i/^i^>43a;th*C3-8^^^^-efe^o ^e>{c^8^*b<«?e^^^ c 

1 - 4 >:j3 J;tJ«C 3 - 7 ^m^^"^fe§o 

2|s:^0J*x Qi:b•rttNRlR2j3J:tJ^^C©V^ftl*^?^bV^o 
:^mm^. Q^mt»■rNR^R2®at.^ R':fecl:t^•R2i:bT$f^b<{*^ 
zKmM^^ R^°lc:«fcoTeife$nfeC 1 — 1 2T;V:3p;K C2— 12T;i/'ir 

15 ^Dirj;oTmig|$nfeC 1-1 2T;i/:ap;i/43J;t;fC2 — 1 2t;v>^ 

tT'^US^X ^;V5J>>;>N tr>^^-^>^ i; t. Hnr^f tr 

So 

2|s:^H^cf>, ^Di:b'r^?*b<»> C3-1 0M^^43J:tJf5-l 5M® 
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c 2 ~ 1 0 t;i/:¥-;k R ' ° Jc: J; orei^^ tife c i ~ i o t;v^;k 

COORi\ 0R^\ NRi^R^\ COR^\ CONRi^Ri\ ^ET-$> 

So 

5 ^IC^^B^ffJ, R^f*»®R^°i:bTi?*b<tt^ COOR^\ 0R^\ NR^^ 
R^^ COR*\ C0NR14R1^ ^E"^fe§o 

^^B^ffJ^ R''i:bTJiv^'rtt*)^e^*bVNo J:^)^8^Sb<^i7Jc^M^^ CI 
-'8t;1/:^;K 7a:n;K COR\ COOR^-rfeSo 

(I) •e^^n§'fb'&tKDdt»> ^?^bV>'fb'&^i:bT{i> 
10 (I-l). (1-2). (I-3)s (I -A) 43d; t;t (I-B) -Vm^Mit 

— /ISSi (1-3) -(?^5^nsYb-^®a"6.> ifFSbv^'fb-^iibTJ*. 

-^fS (IA-1) 




15 (^^4»^ •r^xom-^itmmtm\:>Mm^mt>-to\ 

■ HISS; (I A-2) 
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-flSa: (IA-3) 




(iA-4) 




(I A- 5) 




-flSiC (I A- 6) 
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-m.^ (I A- 7) 




5 (i?;t*»s •r^T6DiB■^^d:t5ia^l^Dl^I*^Sfc1■o)^ 

-jaSS^ (I A- 8) 




HiiaiK (IB) 
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H 



(IB) 



5 ^tl^o 

(1) N^- (4-T^f>''«V- l->r;i/-5, 6, 7, 8-5^b^ti h'D:3f.:^ 

(2) N^- (4-T-lf>''?>- 1— f;V-5, 6, 7, 8 -y" h^M 

V^y >-2— f;i/) -N2-(2-3:g^;vr^;V) -N2-^5^;vait$'>-- 1 , 

(3) N^- (4-T-lf>''?>- 1 — f;i/-5, 6, 7, 8-5^h^t.Kn^± 
15 ^/U>-2— r;i/)-N2-p<^;i/-N2-y:n;i/ji^>- 1, 2-i?T^>. 

(4) N^- (4-7'-if/l>- l-'T^lz-S, 6, 7, 8 -t" b ^ t b*ndp:^ 

yy>-2--<;i/) -N2-^5^;i/-N2- [2- (^f^^v;^;!/^^-;!/) 
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(5) N^- (4-T4f>'1>- 1— r;i/-5, 6, 7, 8-y=-h^\i\^U^i- 

(6) N^- (4-T-lf>'i>- l--f;i/-5, 6, 7, 8 -7^ b ^ t 

5 yu>-2-'<;v) -N^- {4- [3- (s^p<5^;vT^y) rn5}?dp>>] 

(7) N^- (4-T-lf/1>- l->f;i/-5, 6, 7, 8-y^h^\lYU^± 
^JV>-2--()V) -N2-p(^;v-N2- [(3-7ai^;V- 1H-If7\/- 

;v-4--r;i/) ^^>-i, 2-5;t^x 

10 (8) N^- (4-T-l2r^i>-l-'1';i/-5, 6, 7, 8 -7" b ^ t K D:3p:^ 
^;U>-2-^;^) ~N2-p<^;i/3i^>- 1, 2-$^T^>s 

(9) 4-T^f>'i>~ 1 --f;v-N- [( 1 -^^;n^DUs^>-2-'r;v) 

-5, 6, 7, 8-7^h^b Kn3p^yi;>-2-T^>s 

(10) 4-T-if/i>-l--r;i/-N- {[1- (2-3i5^;i/:/5=-;v) i^nu 
15 $^>-2— r;H -5, 6, 7, 8-7^h^t Hndp^^vry >-2 

(1 1) 4-T-if>'i>- l-'Y;i/-N-[(l-y— ;vtfnu$^>-2--f;i/) 

-5, 6, 7, 8-7^h^t ^•Ddp:^^;l;>-2-T^>^ 

(1 2) 4-T-if>'i>- l->f;i/-N- ({1- [2- (p<^;vx;i/:7T-;i/) 

20 l^Di;e^>-2— fM -5, 6, 7, 8-7^b7bKn 

:3p±\/>J>-2-T^X 

(1 3) 4-T-^/^>- [(i-^>^;i/trD';$^>-2— f 

- 5, 6, 7, 8-7^h^t h*ndp^V/U>-2-T^X 
(14) 4-T-lf>'1>-l— f;p-N- [(1- {4- [3- (t^^^Jl^T^ 

25 >») roTi^^aE^s^] trDiji^>-2-'f ;i/) j><^;i/] -5, 6, 7, 

8-5^ h^t Kn^:^yU>-2-T^>^ 
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(15) 4-7-lf/1>- l-'r;V-N- ({1- C(3-7 3i-;i/- IH-l^ 

^y— ;v-4-'f ;v) v^n >;s^>- 2 --f -5, 6, 

(16) 4-T-if/i>- i-'r;i'-N- (ifn us^>-2--f ;v^^;v) - 

5 5, 6, 7, 8-7^b^h ^*^:ap:^^;y >-2-T^>. 

(17) 4 -T-if/iv- 1 ->r;i/-N-C( 1 -pt^;i/tr'^u 2 ;i/) 

• -5, 6, 7, 8-5^h^t Kn^:^yi;>-2-T^>s 

(18) 4-T-^f>'1>-l-'f;V-N- {[1- (2-ai5^;v:p^5^;v) if^y 
S^>-2--r;i/] -5, 6, 7, 8-7^h^t KD^:^yU>-2 

10 

(1 9) 4-T-if>''?>- i--f;i/-N-[(i-y^;i/t^^»;^^>-2--r;i/) 

-5, 6, 7, 8-7^b^t. ^•^^:^^/U>-2-T^>^ 

(2 0) 4-T-feV'?>- 1 --r;v-N- ({1 - [2- (^^;i/;^;i/7T-;v) 

tf^US^>-2--fM ^^;i/) -5, 6, 7, 8-5^h^t.Kn 
15 :^[;:^y;>-2-T^>> . . 

(2 1) 4-TM/^y-l--()V-N- [(l-^>i^;Hf^';i^>-2— r 
;i/) -5, 6, 7, 8-7^b^t Kn:¥:^yU>-2-T^>. 

(2 2) 4-T"^>'1>- l->l';i/-N- [(1- {4- [3- (i^p<^;VT^ 

y) :rD7j?dp->] \f^Vi^>-2 — r;v) -5, 6, 7, 

20 B-T^b^t. b*ndr^y>;>-2-T^>s 

(2 3) 4-T^f>'1>- l->r;i/-N- ({1- [(3->'ain;i/- lH-1^ 

;v-4-'r;i/) i^^>;s^>-2— f;i/} p<^;v) - 5, 6, 
(2 4) 4-T-i?/'?>- 1 --r;v-N- (if^'J$^>-2->f;i/^5=-;v) - 

25 5, 6, 7, S-T^b^b Kn3p:^yiJ>-2-T^X 

(2 5) 4-THf>'"?>-l-'f;V-N- (l-^^^l/tfDUi^^-S-'f;!/) 
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-5, 6, 7, 8-7^h^fc^*D:^r:^^J^U>-2-T^>^ 

(2 6) 4-T-if>'i>- i—f ;v-N- [1- (2-3i^;i/::^5=-;i/) trnu 

^^^V-S—f -5, 6, 7, 8-7^b^b KD:3f.::hN/ij>-2-T^>x 
(2 7) 4-T-t2f>'i>- l-'<;i/-N- (l->'-;vtfnU$^>-3— 
5 -5, 6, 7, 8-7^h7bKn:^-:)-vri;>-2-T^>s 

(2 8) 4-T-<f/i>- l-'T^v-N- {1- [2- (^5^;vx;v:7 T-;i/) 
Ifn Ui^>-3-'f'M - 5, 6, 7, 8 -5^ b ^ fc K D^^:^\/ U 
>-2-T^>x 

(2 9) 4-T^f>'1>- 1 -'r;v-N- (l-^>5^;VbfnUi^>-3--r 
10 ;!/) -5, 6, 7, 8-5^h^t b*D^^yU>-2-T^>s 

(3 0) 4-T'lf>'l>-l-^;i/-N- (1- {4- [3- ii^^^)]/T^ 
J) •yuif^^^y'\ — r;W -5, 6, 7, 8 --7^ 
h^b h*D^:^\/';>-2-T^>s 

(3 1) 4-T-lf>'"?>- 1— f;i/-N- {1- [(3-7 3i-;i/- IH-lf^ 

15 \;-;i/-4— 1";^) trn i;^^>-3->f M -5, 6, 7, 8-5^ 

(3 2) 4-T-tf/1>- l--f;i/-N-l^ny5^>-3-'f;i/-5, 6,7, 

(3 3) 4-THf>'"?>- 1 -'f;v-N- (i-p<^;nf^>;s^>-3-'r;v) 

20 -5, 6, 7, 8-7"^^b^•□=^r:^y;>-2-T^>^ 

(3 4) 4-T"^>'i>- 1 ~>r;i/-N- [1- ( 2 -3i^;vr^;i/) tr^u 

e^>-3— r;V] -5, 6, 7, 8-7^b^ti ^*a:^^:^^/U>-2-T^>^ 
(3 5) 4-T-tf>'l>- 1 --f ;i'-N- (1 -y-;i/b^i;>:;?>-3--f;i/) 
-5, 6, 7, 8-7^ h^t ^•D:ap:^^/^;>-2-T^ >^ 
25 (3 6) 4-THf/1>-l-> f;v-N- {1- [2- (p«^;V>^;i/7T-;i') 
l^^Ui^>-3-'f;i/} -5, 6, 7, ^-'rY'y\LYXi^±^J^) 
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(3 7) 4 -T-if i-'f;i/-N- (i-^>i?;vtr^';e^>-3— f 

;V) -5, 6, 7, 8-7^h^t h'D^-^y»J>-2-T^X 
(3 8) 4-T-tf>'1>- 1-W;V-N- (1- {4- [3- {iP^^JVT^ 

5 y) yx2^^^->2 ^>t^M tr^Ui?>-3— f ;v) -5, 6, 7, 8-5^ 

(3 9) 4-T-if>'1>- l-'f ;i'-N- {1- [(3-7ai-;V-lH-lf^ 

v^— ;V--4->r;v) tr^y-:^>-3— f ;v} -5, 6, 7, 8-5^ 
10 (4 0) 4-T-*f>'"?>- i--r;v-N-tr^Ui^>-3--r;v- 5, 6, 7, 

(4 1) N^- (4-T'if/1>-l— f;V-5, 6, 7, 8-7^h^bKndp 
:^^/l;>-2->r;l/) -N2-^5^;i/$><^o^3f.-9->- l , 2-S:^T^>s 

(42) N^- (4-T-if/1>- l--(';v-5, 6, 7, 8-7"b^tiKndp 

15 :^\;u>-2-'f;v) -N^- (2-3i5^;v::^^;v) i^^n^dp-y-v- 1, 2 

(43) N^- (4-T-if/1>- l--r;V-5, 6, 7, 8-5^b^bb'Ddp 
:)-\/>;>-2--r;i/) -N2->'-;i/tr^i;$^>-2, 3-i?7'^>^ 

(4 4) N^- (4-T-i?>'l>-l-^;V-5, 6, 7, 8 -t^ h t b'Ddf- 

20 :^yu>-2--f ;v) -N2- [2- (^5^;i/;^;v7T-;i/) i^^U 

(45) N^- (4-T'lf/1>-l— r;V-5, 6, 7, 8-7^h^t:KD:3p 
•:^^/U>-2 — -N2-^>i;;i/t:^>;i^>-2, S-i^T^X 

(46) N^- (4-7^fyi>-i-^;V-5, 6, 7, 8-7^h^tKD^ 
25 i-^JV>- 2 -N2- {4- [3- (i?^^;!/^^^) ^D^^dpi/] 

^>i^M l^^U>:^>-2, 3-^:^T5.>. 
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(47) N^- (4-T-e/l>-l->r;i/-5, 6, 7, 8 -5^ h ^ b h-n:^^ 

(48) N- i4-TM^^>-l-^)],-5r 6, 7, 8-v^h^tKn^ 

5 ±\/y >-2--r;i/) ->^D^:3ir"y->- 1, 2-$^t^x 

(49) N^- (4-T-€/1>--l-^;i/-5, 6, 7, 8-7^h^bh-ni^ 

(5 0) N^- (4-7''1f/i>-l-'f;v-5, 6, 7, 8 -7^ b ^ t |?n:3(^ 
■:^y';>-2-.Y;i/) -N2- (2-3i^;v:r^;i/) i/^D^>^>-l, 2 
10 -Z^T^>^ 

(5 1) N^- (4-THf>'^>-l-^;i/-5, 6,7, 8 -7^ h ^ b HD:3f- 

(52) N^- (4-T-^^^>- 1 --f )V- 5 , 6, 7, 8-5^h^bh-D^ 

:^y>;>-2-^;^) -n^- [2- (p<5^;vx;v7 7-;v) i^^n 

15 2-$^T^>. 

(53) N^- (4-T-^J^>-l-^)]y-5, 6, 7, S-^h^bKn:^ 
:?-\/U>-2 — r;i/) -N2-^>^:;;i/>>^n^>^>- 1 , 2-i^T^X 

(54) N^- (4-THf>'^>-l— r;i/-5, 6, 7, 8-7^b^bHn:^ 
:^yU>-2— f;V) -N2- {4- [3- (S^^5^;i/T^ >') yuvT.^i^^ 

20 $^^n^>^>- 1 , 2-$^T^>s 

(55) N^- (4-T-e>''^>- 1— f;v-5, 6, 7, 8— T^b^bKD^ 
±VV>-2-'i)],) -N2- [(3-7 3i-;v-lH-b^^/-;i/-4-'f 

(56) N- (4-T-€yl>- l--f;v-5, 6, 7, 8 -5^ b ^ b b'D:3^ 
25 :^y;>-2-'r;V) i^^D^>^>- 1, 2-i^T^>^ 

(57) N^- (4-T'lf/i>-l->f;i/-5, 6, 7, 8-7^h^bh'nb 
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UK [4, 3-d] }fVKP>-2-^)]/) -N^, 
1, 2-i^r^>. 

(58) N^- (4-7'-lf/'^>- ;V-5, 6, 7, 8-7^h^tKDl^ 
UK [4, 3-d] \^V^t^>-2--()V) -N2- (2-a^^;i/:r5^;i/) - 
5 N2-^^;V3i^>- 1, 2-$^T^X 

(5 9) N^- (4-T^f>'l>- l-'f^V-S, 6, 7, 8— T^b^tKDlf 
UK [4, 3-d] tru 5S^>-2— f;!/) -N2-^5=-;v-N2-y 

(60) N^- (4-T-i?>''?>- l->f;i/-5, 6, 7, 8-7^h^bKnif 
10 U K [4, 3-d] l^U ^S^>-2— f;i/) -N2-^^;i/-N2- [2- (p< 

^;i/;^;v7T-;v) j^^;i/] 2-s^t5>> 

(6 1) N^- (4-THf/'«>- l-'f;V-5, 6, 7, 8-7^b^tKDtr 
UK [4, 3-d] tfU^i^>-2 — r;i/) -N2-^>i^;i/-N2-p(^;i/ 

15 (6 2) N^- (4-T-lf>'1>- l-l';V-5, 6, 7, B-T^K^bKntf 
U K [4, 3-d] bU 5.i^>-2 -^;i/) -N^- {4- [3- (i^^^JV 

(6 3) N^- (4-T'lf>'t>- l--f;V-5, 6, 7, 8-7^K^tKDb 
U K [4, 3-d] tfU ^5^>-2-'r;i/) -N2-p?^;i/-N2- [(3-7 

20 iH-tr^y— ;v-4->r;v) ^5=-;v]^^>- 1, 2-i^T^>s 

(64) N^- (4-T'tf>'"«>- l--<;V-5, 6, 7, 8-7^K^tKnb 
UK [4, 3-d] trU ^$^>-2-'f;v) '-N^-:^^)V3:^^>-ly 2- 

(6 5) 4-7-if>'i>- l-'r;^-N-[(i-^^;vbnui^>-2--f;i/) 
25 ^^;v] -5, 6, 7, 8-7^h^t KDbfU K [4, 3-d]trU^$^> 
-2-7'^X 



77 



y/O 2004/052862 



PCT/JP2003/015718 



(6 6) 4-7-g/'i>- 1— r;u-N- {[1- ( 2 -:n5^;v:r5^;i/) trnu 

i^>-2->f;i/] -5, 6, 7, 8-7^b^t FDtfU K [4, 3 

-d] trU ^i^>-2-T^>^ 

(6 7) 4-r-if/'?>- i--f;i/-N-C(i — '-;n^D>j-^>-2--r;i^) 

5 -5, 6, 7, 8-7^h^b Kntry K [4, 3 -d] If U ^ 

(6 8) 4-T-tf>'i>- 1 — r;w-N- ({1- [2- (p<5^;v::^;i/7T-;i/) 
tfnyi?>-2--rM pf^;i/) -5, 6, 7, 8-7^h^tKD 

b!UK [4, 3-d] IfU ^$^>-2-T^>> 

10 (6 9) 4-T^j^>- 1 — r;v-N- [( 1 -^>i^;Hfn 2 — r 
;u) p<^;v] - 5, 6, 7, 8-5^b^tKnt;ub*C4, 3-d] tru^ 

J^>-2-T^>> 

(7 0) 4-T4f^l>- 1— f;i/-N- [(1- {4- [3- (e<?p<5^;i/T^ 

J) ^ytPj]/} tfnus^>-2— <;!/) ^5^;i/] -5, 6, 7, 

15 8-7"b^bFDl:fU K [4, 3-d] l:fU^e^>-2-T^X 

(7 1) 4-T-g>'l>- 1 — r;V-N- ({1- C(3-:7 3i-;v- IH-t; 

4- -<;!/) ^^;i/] i:fn>;s^>-2--rM p<f=*;v) -5, 6, 

7, 8-7^b^t h'nif >J H [4, 3-d] IfU ^5^>-2-T^>^ 

(7 2) 4-T-if>'i>- l--f;v-N- (ifnye;>-2--f;vp«^;i/) - 

20 5 , 6 , 7 , 8-7^h^t KDlfU h* [4, 3-d] If U ^ i^>- 2 -T ^ 

(7 3) 4-T-if7i>- 1 — r;v-N-C(i-;^^;i/tr^Ui^>-2 — r;i/) 

pi^;v] -5, 6, 7, 8-7^h^b b*nif i; K [4, 3-d] If i; 
-2-T^X 

?5 (7 4) 4-T-i?>'1>- 1 --f;i/-N- {[1- ( 2 -3^5=-;vr^;i/) If^U 
i^>-2-^;V] p<5^;V} -5, 6, 7, 8 -5^ t KDlf U K [4, 3 
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-d] tru ^^;^>-2-T^>> 

-5, 6, 7, 8-5^h^bh-Dtry K [4, 3-d] lfU^i^> 

5 (7 6) 4-THf/i>- i-'r;v-N- ({1- [2- 

l^^US^>-2--f;i/} ^5=-;W -5, 6, 7, 8-5^h^fcKD 
trUK [4, 3-d] try ^i;>-2-T^>s 

(7 7) A-T'H^^^-l — f;i/-N- C(l -'^>i^;Vtr^Ui^>-2— < 
;v) ;^^;v] - 5, 6, 7, 8-7^b^tb-ntrUK [4, 3-d] l^U^ 
10 P>-2-T^ys 

(7 8) 4-T-lf>'1>- 1— f;i/-N- [(1- {4- [3- 

rDTjfdpi/] if^yi;>-2— ^^;u] - 5, 6, 7, 

S-T^b^t b'Dl^U K [4, 3-d] IfU ^S^>-2-T^>s 
(79) 4-T-if>'1>- 1— f;i/-N- ({1- C(3-7a:-;i/- IH-l^ 

15 ^y-;v-4-^;v) p<5^;i/] 2 -^M -5, 6, 

7, 8-7" t h-ni^U >f [4, 3-d] \fV^i^y-2-T^>^ 
(8 0) 4-T-lf>'l>-l — r;i/-N- (h:^Vi^>-2--{ - 
5, 6, 7, 8-7^b^t Knl^U K [4, 3-d] trU^S^>-2-T$ 

20 (8 1) 4-T-lf>'1>- 1 -'f^V-N- (1 -^^;i/tfD'Ji^>-3--f;i/) 
-5, 6, 7, 8-7^b^l; b'Dlf'J K [4, 3-d] ^i^>-2-T 

(8 2) 4-T-if>'"^>- 1 --i';v-N- [1- (2 -ai5=-;i/>^^;v) i^n u 

i^>-3-'f;i'] -5, 6, 7, 8-7"b^t KDlfU K [4, 3-d] 
25 U^S^>-2-T^>^ 

(8 3) 4-T-tf>'i>- i-^';i/-N- (i-y-;vifDUi^>-3— r;v) 
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-5, 6, 7, 8-7^h^bHDl^U [4, 3-d] trU^$^>-2-T 

(84) 4-THf/'^>-l— l';i/-N- {1- [2- t-)V) 
3L^)V2}^uVi^>-3-^)l}-5, 6, 7, 8— rh^fcKDl^U KC4, 
5 3-d] \fV Ki^>-2-TK>^ 

(8 5) 4-THf.''?>- 1 --r;i/-N- (l-^>i^;VtfD>J^>-3-'f 
;V) -5, 6, 7, 8-5^b^li Kntf U K [4, 3-d] tfU^i^>-2 

(8 6) 4-T-if>'i>- 1 — i';i/-N- (1- {4- [3- (e^^^;i/r5 
10 y) rnjt?:3s=->>] ^yi^M KuVi^>-3-^ J\/) -5, 6, 7, 8-7^ 
h^t Kntf'J h- [4, 3-d] l^U^S^>-2-T^X 

(8 7) 4-T-i?/i>-l->i';i/-N- {1- C(3-73i-;i/-iH-tr^ 
y--;i/-4--i';u) p<^;i/] ifDU^:^>-3 — r;v} -5, 6, 7, 8-7" 

h^bh*ni^Uh- [4, 3-d] bU ^S^>-2-T^>^ 

15 (8 8) 4-T^^^>- 1 — r;v-N-t:Dy-:^>-3->r;i/-5, 6,7, 

8-7" h^fc h*nbU [4, 3-d] bU ^S^>-2-T^X 

(8 9) 4-T'if>'i>-i — r;i/-N- (1 -p<^;i/tf^';i^>-3--f;i/) 

-5, 6, 7, 8-7"h^bKnbUK [4, 3-d] \fV^t^>-2-T 

20 (9 0) 4-T-lf/1>- 1 --f;i'-N- [1- (2-ai5^;i/:7^5^;i/) b^U 
i^>-3->r;V] -5, 6, 7, 8-7^b^b KnbU F [4, 3-d] t: 
U ^S^>-2-T^>^ 

(9 1) 4-7'-if>'1>- 1 -•<;i/-N- ( 1 -y-;nf^usx>-3-'f ;v) 
-5, 6, 7, 8-7"b^t KntfU H [4, 3-d] trU^i^>-2-T 

(9 2) 4-T-if>'i>- i-^;i/-N- {1- [2- (^5^;i^:5^;i/7 t-;i/) 
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3i^;V] 3 M - 5 , 6,7, 8-7^h^fc h-DtrU K [4, 

3-d] trU ^$^>-2-T^X 

(9 3) 4-T-if/1>- 1 ->r;V-N- {l-^>i^J]y\^^Vi^>-3-'i 
;V) -5, 6, 7, 8-7^h^bh-D)^U K [4, 3-d] tf>J^$^>-2 
5 -7'5>^ 

(9 4) 4-T^f>'1>- l-^;i/-N- (1- {4- [3- ii^^^)]yT^ 

J) yuif^^i/'] if^ut^>-3--f;i/) -5, 6, 7, 8-7^ 

b^tHnlfUh* [4, 3-d] lf'M^^>-2-T^>> 

(9 5) 4-THf>'1>- 1— f;V-N- {1- [(3-7ai-;v-lH-tf^ 
10 V^— ;v-4--f ;v) ;>i5=-;V] lf^Ui^>- 3--rM -5, 6, 7, 8-7^ 
b^tKntrUh* [4, 3-d] If U ^5^>-2-T^>^ 

(9 6) 4-THf>'1>- 1— f;i/-N-t;^Ui^>-3-'f;V-5, 6,7, 
8-7^h5h h-ntfU H [4, 3-d] If U ^ 2 -T^ >s 

(9 7) N^- (4-THf>''^>-l-^';i/-5, 6, 7, 8— T^b^tHntf 
15 [4, 3-d] trU ^i?>-2— -N2-^^;v>>i7D^^tJ->- 

1, 2-S^T^X 

(98) N^- (4-T-lf/l>- l-^;V-5, 6, 7, 8-7^h^bHnt; 
U [4, 3-d] bU^t^>-2 — f;i/) -N^- ( 2 -a^5^;v:r^;i/) 

20 (9 9) N3- (4-T-lf>'1>- ;i'-5, 6, 7, 8-7^h^t.Hntf 

UK [4, 3-d] try ^$^>-2->r;v) -N2-y-;i/tr^us;>-2, 

3-i?T^X 

(10 0) N^- (4-T-lf>'1>- 1 5, 6, 7, 8-7^h^bKD 

tfUK [4, 3-d] bu ^e^>-2-^;i/) -N2- [2- (^5=-;v:^;i/7 
25 7—;!/) ai^^^;!/] if^yi^>-2, 3->:^t^>> 

(10 1) N^- (4-T-if>'1>- 1 --r;V- 5, 6, 7, 8-7^h^bb*n 
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t^u H [4, 3-d] t^u ^i^>-2-'r;v) -N2-^>i^;i/tr^y $^>- 

2, 3-i^T^>^ 

(1 0 2) N^- (4-T-lf>'t>- 1 — r;i/-5, 6, 7, S-T^hvtKD 
l^U K [4, 3-d] VfU ^$^>-2-'f;i/) -N^- {4- [3- ($^^^ 

5 rn7H^->] tr^ys^>-2, 3-s^t^x 

(10 3) N^- (4-T'g>'l>- 1 r;i/-5, 6, 7, 8-7^bvt 
l^U [4, 3-d] tf'J ^t?>-2-> -N^- [( 3 1 

H-tr^y— ;u-4-^;i/) ^^;i/] t:^us^>-2, 3-i^T^x 

(104) N- (4-T-lf>'1>- 1 — r;V-5, 6, 7, 8-5^b^liKn 
10 l^UK [4, 3-d] \fV^i^>-2 — ( )V) D'v;3F-y->- 1 , 

(1 05) N^- (4-7'-i?/^>-l-'r;i/-5, 6, 7, 8-7^h^bKcr 

If u H [4, 3-d] If u ^i^>-2--r;v) -N2-^5=-;ve^^D^>^> 

-1, 2-yT^>^ 

15 (1 0 6) N^- (4-T-if>'i>- l-'f;v-5, 6, 7, 8-7^h5t:h*n 
trUH [4, 3-d] If'; ^i^>-2->r;V) -N^- (2-:r.^)Vy9-JV) 

(10 7) N^- (4-T-lf>'l>-l-'r;i/-5, 6, 7, 8-7^h^tKn 
IfUb* [4, 3-d] If U ^i?>-2--f ;V) -N2-yz::;v$/^n^>^> 
20 -1, 2-$^T^>. 

(10 8) N^- (4-T^f>'1>- 1— r;V-5, 6, 7, 8-7^h^t KD 

If U [4, 3-d] ifU^$^>-2-^;i/) -N^- [2- (p<^;i/>i;v:7 

;v) ai5^;v] ^>^D^><S'>- 1 , 2-e^T^>^ 
(10 9) N^- (4-TH2f/'?>-l— r;i/-5, 6, 7, 8-7^b^fcKn 
25 If U [4, 3-d] lfU^J^>-2 — f;V) -N2-^>$^;i/S/'i7D'>?.>^ 
>-l, 2-S^T^>s 
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(1 1 0) N^- (4-T^f/l>~l-'f;v-5, 6, 7, 8-7^h^t:Hn 
try h* [4, 3-d] l^'J^.i^>-2--f;i/) -N^- {4- [3- 

^uif^^^y^ ^yvM i^'i^u^y^y-i , 2-i^T^>^ 

(1 1 1) N^- (4-T-if^1>-l — r;V-5, 6, 7, 8-7^h^th'n 
5 IfUK [4, 3-d3 l^U^t?>-2-'f;V) -N^- 1(3 31:=.)]/- 1 

(112) N- (4-T-lf/'«>- l—f ;i/-5, 6, 7, 8-7^h^bHP 
trUh* [4, 3-d] lf»;5.^>-2 — ()]/) >>^u^>d^>-ly 

lb (1 1 3) N*- (4-T-if.'1>- 1 — r;i/-6, 7 -yt h*n-5H-i>'^ 
U^>^ [d] try ^i^>-2-'l';W -NS N2-i?^^;vai^>- l, 
2-S^T^>^ 

(1 1 4) N^- (4-T-if/-^>-l-^;V-6, 7->:^bh-n-5H-S>'^ 

n^>t^ [d] t;y ^5^>-2— f;i/) -N^- (2-3i5^;i/^^;v) -N^ 
1^ -p<^;i/3^iJ^>- 1 , 2-s^7'5>s 

(1 1 5) N^- (4-T-lf/1>- l-^;i/-6, 7-S^t HD-5H-S^i7 
D^>^ [d] try ^S^>-2 --f -N2-^5^;v-N2-yn;i/a:^> 
-1, 2-i^T^>^ 

(1 1 6) N^- ( 4 -T-lf l—r;i/- 6, 7-S^bb*n-5H-$^^ 
20 P^>i$? [d] l^y ^i^>-2-^;i/) -N2-p{5^;i/-N2- [2- (p<5^ 

j^^;v] ji^>-i, 2-^t^>> 

(1 1 7) N^- ( 4 -T-if 1 — r;i/-6, 7-S^t. b-n-5H->>^ 
D^><57 [d] \^V^i^>-2-^J]/) -N2-'^>i^;i/-N2-^5^;i/jit^ 
>-l, 2-S^T^>x 
^ (1 1 8) N^- (4-T-lf>'1>- l-'r;i/-6, 7-$^fcb'n-5H-->^ 
D^>^ [d] \^V^P>-2-^J\y) -N^- {4- [3- 



83 



wo 2004/052862 



PCT/JP2003/015718 



(1 1 9) N*- (4-T-if>'1>- 1— f;V-6, 7-S?t h*D-5H-S/i7 

D^>^ [d] tru ^i^>-2-^;v) -N2-p<5^;v-N2- [(3-7a:- 
5 (1 2 0) N*- (4-TH?>'l>- 1— f;V-6, Kd-5H-$/^7 

(1 2 1) 4-T-!f>'t>-l-'f;V-N- [(l-^5^;i/tfDU^>-2-'f 
;v) -6, KD-5H-^'^D^>^ [d] lfU^J^>- 

10 2-T^ys 

(12 2) 4-T^f>'i>- 1— r;i/-N- {[1- (2-3i^;v:r^;i/) i^n 
';e^>-2-'f ;v] -6, 7-i?t HD-5H--e/^n^>^5' [d] 

(12 3) 4-T-if.'1>-l — r;V-N- [(l->'-;H^DU5^>-2— < 
15 ;v) -6, 7-5^t KD-5H-:^^5^D^>'^ [d] trU^S^>- 

2-T^X 

(124) 4-T-i2f-/i>- 1 — i';v-N- ({1- [2- (^5^;i/:;^;i/7T- 
;v) tfn 2 --fM ^^;i/) -6, 7-s^tb-n-5H- 

S/^D^>^ [d] l^>Me^>-2-T^>x 
20 (1 2 5) 4-T^f>'1>- l—f ;i/-N- C(i-^>y;i/i^nUi^>-2- 
-f;i/) -6, 7 -^ti l^n-SH-s^^'n^^^ [d] 

(12 6) 4-T'tf>'N'>- 1 --f ;V-N- [(1- {4- [3- (i^^5=-;i/7' 

:7*D7}^:5p>>] i^D»;i^>-2 — nv) - 6, 7- 

^ >:^t Kn-5H-i/^D^>^ [d] ^ 2 -T^ >n 

(127) 4-T-if>'1>- 1 -'i';i/-N- ({1- [(3 1 H- 
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;v-4-- \^uvP>-2--( )\/} -6,7 
Kn-5H-^>^n^>^ [d] \f^)Ki^>-2-T^ys 
(12 8) 4-T^f>'i>- 1 --r;i/-N- (tfn ue^>-2--r;i/^5^;v) 

-6, T-e^b KD-5H-i/^D^>^ [d] tfU ^S^>- 2 -T^ >> 
5 (12 9) 4-T'e>'1>- l—f ;i/-N- [(l-^^;i/tr^Ui^>-2— f 

;i/) -6, h-D-5H-s/^D^>^ [d] i^>;^>:^>- 

2-T^>> 

(13 0) 4-T-e.'1>- 1— <;i/-N- {[1- (2-ai5=-;i/r^;i/) 
Ui^>-2--'f;i/] p<^;v} - 6, 7-$^t Hn-5H-i^^n^>^ [d] 

10 tfU ^^:^>-2-T^>> 

(13 1) 4-TH?>'1>- 1 — f ;i/-N- [(l->'-;Hf^U5^>-2--f 
;v) -6, 7-$^t Kn-SH-i/tJ^n^V^ [d] 

2-T^>> 

(13 2) 4-T-\iJ^>-i — r;v-N- ({1- [2- (p(5=-;i/;^;i/7 
15 ;v) tr'^U5^>-2->f M ^5^;i/) -6, 7-$^tKn-5H- 

i/^D^>^ [d] trU ^i^>-2-T^X 

(13 3) 4-7'-<2f/i>- i-'f;i'-N- [(i-^>i^;nf^>;i^>-2- 
'f;^) -6, 7-^t Hn-BH-^^^D^i/^ [d] 

-2-T^>s 

20 (1 3 4) 4-T-lf>'1>- 1 — r;i/-N- [(1- {4 - [3 - (^p<5=-;i/T 

'y') rnTjfdpi/] ^>s;;v} i^^u 2 --f ;i/) -6,7- 

J^t }«D-5H-e/e7n^>^ [d] l^U ^S^>-2-T^>x 
(135) 4-T^f>''?>- 1 -^;V-N- ({1- [(3-7a:r:;i/- IH- 
lf^V^— ;V-4-'r;i/) ;<^J\/1 l^^»Ji^>-2-'f;V} p<5^;V) -6,7 
25 -S^t h*D-5H-S^^D^>^ [d] l^U ^2;>>-2-T^>x 
(13 6) 4-T-if>'1>- 1 --f;i/-N- i\^^Vi^>-2-^ 
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-6, Kn-5H-i/^n^>^ [d] ^i^>-2-T^>^ 

(13 7) 4-T-tf>''«>- 1 -'Y;V-N- (1-:<^)V}^UV-:^>-3-^ 
;u) -6, 7->:^t h*n-5H-^>^n^><S^ [d] U ^ 2 -T^ 

5 (13 8) 4-THf.'1>- 1 — f ;V-N- [1- (2 -:x.^)]/y^)V) tTD 
U-^>-3— r;i/] -6, 7 ->:<?b Kn- 5H-i^^n^>^ [d] tfU^ 

(13 9) 4-T^f>'i>-i — f;v-N- (i-y~;vtrn»j$^>-3-'f 

;V) -6, 7-i?t FD-5H-i/^D^>^ [d] t!U^i^>-2-T^ 

10 >s 

(14 0) 4-T-if>'i>- 1 ->r;i/-N- {1- [2- (>i^;i/:::^;v7T^ 
;v) trDi;s^>-3-'YM -6, 7 -$^b b*n- SH-i^^i^n^ 

>^ [d] l^U ^i^>-2-T^>s 

(14 1) 4-T-if>'1>-l — r;V-N- (l-^>i^;i/lfDUe;>-3- 
15 'f;!/) -6, 7~i?b Kn-5H-S/^D^>^ [d] l:fU^J^>-2-T 

(14 2) 4-T^f>'-?>- 1 -'I';i/-N- (1- {4- [3- ii^^^JVT 

^y) rn7l?:3p$^3 tfDUS^>-3-'r;v) -6, 7-t?bFD 

-SH-i^^U'^^^ [d] bU^e^>-2-T^X 
20 (1 4 3) 4-THf/'?>- 1 ->r;V-N- {1- C(3-7 3i-;v- IH-b 

^x/_;V_4_^;V) p<5^;v] bnUi^>-3 — fM - 6, 7-i^fcb'n 

-5H-i/^D^>^ [d] tru ^e^>-2-T^X 
(144) 4-T-tf/'1>- i-'f;v-N-tfn';5^>-3-'f;v-6, 7- 

-:;b KD-5H-e/^n^>^ [d] bU ^ i^>- 2 -T^ >s 
^ (145) 4-7'^2f>'1>- l-'T^V-N- (l-p<5^;i/tr^yi^>-3 — T 

;i/) -6, 7-i;'t KD- 5H-i/^n^><$^ [d] ^i^>-2-T^ 



86 



wo 2004/052862 



PCT/JP2003/015718 



(14 6) 4-T-t?/i>- i--f;i/-N- [1- (2-3i^;v:r^;i/) if'^ 
U>:^>-3 — r;i/] -6, 7-i?bHn-5H-S^^n^><<7 [d] i^u^ 

5 (147) 4-TH?/i>-i-'f;v-N- (i-y-;i/tr^';s?>-3--r 

;V) -6, Kn-5H-S/^n^>^ [d] l:fU^i^>-2-T^ 

(14 8) 4-THf.'i>- l->r;v-N- {1- [2- (;<^;i/;^;V7 
;V) tf^Ue^>-3-^;v} -6, 7 -i^t Kn- 5 H-i/^n^ 

10 >^ [d] l^U 5.S^>-2-T^>s 

(14 9) 4-7'-if>'iv- 1 -'f;i/-N- (1 -^>-:^;^tr^';5^>-3- 
'r;l/) -6, 7-S^fcKD-5H-$/^D^>^ [d] trU^$^>-2-T 

(15 0) 4 -r-if 1 --f;V-N- (1- {4- [3- (i^^5^;i/7' 

15 rn/H^i^] tf^Ui^>-3->f;v) -6, 7-5^tl«n 

-5H-$/^n^>^ [d] IfU ^i?>-2-T^>. 
(1 5 1) 4-T-lfM>'- l-'f;V-N- {1- [(3-7ji-;V- IH-l^ 

;v-4--r;v) i^^'J$^>-3-'f -6, 7-s?fcb'a 

-SH-i/^D^^-^ [d] If U ^S^>-2-T^>s 
20 (1 5 2) 4-T^iJ^>-l — ( )V-N-\^^Vt^>-3 — r;V-6, 7- 
b*D-5H-i/^D^>i$^ [d] IfU ^2^>-2-T^>> 
(1 5 3) N^- (4--THf/1>- 1— f;V-6, 7-t^t Kn-5H-i/^ 
D^>^$^ [d] bfU ^^✓'>-2--r;V) -N2-^5^;i/i^^D^:^r1^>- 1, 
2-i^7^>s 

25 (1 5 4) N*- (4-T-t?/1>~ l->f;i/-6, 7 Kn- 5 H-i'^? 

n^>^ [d] bfU 5.i^>-2— r;u) -N2- (2-3i^;i/:/5^;i/) s^e^n 
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(15 5) N^- (4-T'lf>'1>~ 1— <;v-6, KD-SH-i/tJ? 

u^y^ [d] t!U ^i^>-2--r;i/) -N2-y-;i/t!^i;i;>-2, 3- 

5 (1 5 6) N^- (4-T-lf>'l>- 1 — r;i/-6, 7 -i^ t h*n - 5 H-i/^ 
D^>^ [d] i^y ^i?>-2— f;i/) -N^- [2- (^5^;i/>^;i/:7T-;i/) 

(15 7) N3- (4-T-tf>'1>- l-'r;i/-6, 7-i^bh*D-5H-i/i;7 

D^>^ [d] try ^i^>-2->f;i/) -N2-^>$^;i/i^^y 2, a 

10 -i^T^>s 

(15 8) N^- (4-7^f^i>- i_^;i/_6, 7 KD- 5 H-S^^ 

u^>^ [d] i^y ^s?>-2->f ;i/) -N^- {4- [3- (s^^^;i/T^ 

(15 9) N^- (4-7'^f^i>- 6, 7 Kn-5H-$^^ 

15 D--^>^ [d] bfU ^S^>-2— f;v) -N^- [(3-7ai-;i/- IH-lf 
;i/-4— ^;i/) ^5^;!/] i^^us^>-2, 3-s?t^>s 

(160) N- (4-T-if>'1>- 1 --f 6 , 7-i^t KD-5H-2/^ 
n^>i$^ [d] try 5i;>-2->f;v) i^^u^^^>-l, 2-t^T^>^ 
(1 6 1) N^- (4-THf>'l>- 1 — r;V-6, 7-i^b h'n-5H-$^ij7 
20 n^>^ [d] tfy ^5^>-2-'f;v) -N2-^5^;v$^^D^>^>- 1 , 
2-i^T^X 

(1 6 2) N^- (4-THf/l>- l-'r;V-6, 7 -i^ t - 5 H-i^^ 

D^>^ [d] tf y ^>:^>-2--r;i/) -n^- ( 2 - Ji5^;i/:r5^;v) i/^n 

'^^'^S^y-l, 2-i;T^>x 
25 (1 6 3) N^- (4-T-lf/1>- 1— f;V-6, 7 -S?t Kn- 5 H-S^^ 
n^>^ [d] tf y ^>:^>-2-'r;W -N^-y :::;1/2^^d^>^>- l , 
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(16 4) N^- (4-T-lf>^^>~ l--f;V-6, 7-$^t HD-SH-i/e^ 

D^v^S' [d] i^>Mi^>-2--r;i/) -N2- [2- 

5 (16 5) N^- (4-T-lf>'1>-l-'f;V-6, 7 -i^MYU- 5H-i/^ 

D^>^[d]t;ij ^i^>-2 — r;v)-N2 — ^>i^;i/^'^n^>^>- 1, 

(1 6 6) N^- (4-T-if>'1>- l-'r;V-6, 7 -S^t. h^D- 5 H->>ii' 
U^>^ [d] tf «J ^^>-2— f;V) -N^- {4- [3- (i^^5^;VT^ 
10 y) rn/if:3f.>>] >>^n^>^>-l, 2-i^T5.>. 

(1 6 7) N^- (4-T-lf>'1>- 1 — r;i/-6, 7-$^t. b*D-5H-i/^ 
n^>^ [d] trU ^i?>-2-^;V) -N^- [(3-7a:::i;V- l H-tr 

(168) N- (4-T-l2f>'l>- l--f;i/-6, 7-i^b Ka-5H-$^i^ 
15 n^>^ [d] Ki^>-2—()V) >>^D^>^>- 1, 2-$?T^>s 
(16 9) N^- (4-T^f/1>- 1 --r;V- 6, 7, 8, 9-7^h^tFn 
-5H~e^^n^r^ [d] l^U ^i^>-2--f;V) -NS N2-i?>(5^;i/ 
ai^>-l, 2-yT^>s 
(17 0) N^- (4-T-lf>''?>- l-'r;i/-6, 7, 8, 9-7^h^b 
20 -SH-i/^n^r^J^ [d] ^i^>-2--r;v) -N^- (2 
^;V) -N2-pi^;i/3i^>- 1 , 2-S^T^>s 
(17 1) N^- (4-T-i?>'1>'- l-'r;V-6, 7, 8, 9-7^b^tHn 
-SH-Sx^n^r^S' [d] l^';^i^>-2 — r;v) -N2-^^;v-N2- 
^-;vai^>-l, 2-$^T^>^ 
2^ (1 7 2) N^- (4-T"1f>'1>-l-'1';V-6, 7, 8, 9-7^h^fcKn 

-SH-fy^u^y^ [d] i^>;^i^>-2 — (jv) -N2-^^;i/-N2- 
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(1 7 3) N*- (4-T-^;l>- 1— f;V-6, 7, 8, 9-7^h^t.Kn 
-5H-Sy^n^r^ Cd] trU^i^>-2 — r;V) -N2-^>s^;1/-N2 
-^^;Vjzi57>- 1, a-S^T^^s 
5 (174) N*- (A-T'H/^y- 1 e , 7, 8, 9-5^b^fcKn 

-sn-i^^xn^y^ Cd] IfU ^S^>-2--f;v) -N^- {4- [3- (S^ 

(1 7 5) N*- (4-TH?>''?>-l-'f;V-6, 7, 8, 9-5^b^tKD 
Ip -5H-S/^D^r^ [d] l^U ^i^>-2-'f ;v) -N2-p<5^;v-N2- 
[(3-:7 3i— iH-tf^\;— ;i/-4 — f;v) a:.^>-l, 2- 

(17 6) N^- (4-T-if^N°>- 1 --r;i/- 6, 7, 8, 9-7^h^hKD 
-SH-i/'^^n^r^ [d] bfU ^i?>-2--r;i/) -N2-^^;i/3i^>- 
15 1, 2-i^T^>^ 

(17 7) 4-T-if/'^>- 1 -'i';v-N- [(i-^5^;vtrnu>:^>-2— r 

;V) -6, 7, 8, 9-7^b^t KD-5H-S^^D^r^ [d] 

(17 8) 4-T-if>'^>-i-'f;i/-N- {[1- ( 2 - Ji^;i/:r^;i/) trn 
20 ';i?>-2--r;v] -6, 7, 8, 9 -5^ t KD-5H-i/<^ 
n^r^^^ Cd] i^>; ^S^>-2-T^>s 

(17 9) 4-THf>'1>-l-'f;i/-N- C(l-^-;i/^nU$^>-2— r 
;i/) p<^;i/] -6, 7, 8, 9-7^ b^fc KD-SH-i^^^a^r^S' Cd] 

^ (18 0) 4-T-if7i>- l-'f^v-N- ({1-C2- (p<5^;i/;j^;i/7T- 
;v) 3i5^;i/] tfn Ui?>-2->rM p«5^;v) - 6, 7, 8, 9-7^h^b 
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(18 1) 4-T-if/^>- 1— r;v-N- [(i-^>:y;vtrDUs^>-2- 

-f;i/) - 6, 7, 8, 9-7"b^t Kn-5H-$^^n^r^ [d] 

5 (18 2) 4-T-e.'1>- l-'f;i/-N- [(1- {4- [3- (i^p«^;VT 

rn>i^:ap^x] trn >; 2 --r - 6, 7, 

8, 9-7^h^h KD-5H-2/'^D^r>S^ [d] If' J ^ i^>- 2 -T ^ >x 
(183) 4-T-if>'^>-l— f;V-N- ({1- [(3-7ai-;v- iH- 
tr^v^— ;i/-4->f;v) }^uVP>-2-^)V} -6,7, 
10 8, 9-5^b^t. b*n- 5H-5/^n^r^ [d] tf'J ^^^>-2-T^>s 

(18 4) 4-T'i2f>''«>- 1 — f;v-N- (tfD 2-^ ;vpt5f-;v) 

-6, 7, 8, 9-5^b^t KD-5H-e/^n^r^ [d] tr»J^i^>- 
(18 5) 4-T-e>'"?>- l-'r;V-N- [(l-^5^;H:f^Ui^>-2 — T 

15 ;i/) p<5^;i/] -6, 7, 8, 9-7^h^fc h*n-5H-i/'^n^r^ [d] 
try ^i^>-2-T^>s 

(18 6) 4-T-^>'i>- 1— f;i/-N- {[1- (2-ai^;i/:/5=-;i/) tr^ 
>;i^>-2— r;H - 6, 7, 8, 9-7^h^t Kn-5H-^^ 

D^r^ [d] ^i^>-2-T^>s 
20 (1 8 7) 4-T-lf>''?>- l->r;i/-N- C(l-y-;Vlf'^Ui^>-2-^ 
;i/) -6, 7, 8, 9-7^b^t. KD-SH-S/^n^r^S' [d] 

trU ^i^>-2-T^>> 

(1 88) 4-T-if/^>- 1 -'f ;v-N- ({1- [2- (p<5=-;i/;^;v:7t:=. 
;i/) t;^us^>-2-'f p«5=-;i/) --6, 7, 8, 9-7^b^t 

25 KD-5H->>^D^r^ [d] VfU ^S^V-2-T^>^ 

(18 9) 4-T-if>''?>- 1 --f ;i/-N- [(l-^>i^;i'tf^Ui^>-2- 
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-f;i/) p<5^;V] -6, 7, 8, 9-7^b^t Kn-5H-$^^D^r^5^ [d] 

(19 0) 4-T-if>''^>-i-> r;v-N- [(1- {4- [3- (i^^5^;vr 
rD3i<:^$^] t^'^uy>-2-'f;i/) - 6, 7, 

5 8, 9-7^b^t h*ci-5H-t^^n^7'^ [d] l^U ^i^>-2-T^X 
(19 1) 4-T-lf>''^>-l-^;V-N- ({1- [(3-7a:-;i/-lH- 

;v-4-'r;i') i^^';i^>-2 — fM p^^^;!/) -6, 7, 

8, 9-5^b^t Kn-5H-^>^D^r^ [d] tru 2 -T^ >^ 

(19 2) 4-T-t2f/i>- i-'f ;v-N- (tr^';i^>-2--f;i/p<^;v) 

10 -6, 7, 8, 9-7^b-7t FD-5H-e/^n^r^ [d] 
2-T^X 

(19 3) 4-T^?/i>- l-^;i/-N- (l->«5^;i/tfn';i^>-3— f 
;i/) -6, 7, 8, 9-7^b^t b*n-5H-i^^n^r^ [d] l^U^i^ 
>-2-T^>. 

15 (19 4) 4-T-if/i>- 1— f;i/-N- [1- ( 2 -3i^;i/r^;i/) i^n 
us^>-3--r;v3 -6, 7, 8, 9 -t^ t h*u- SH-i^^n^r^ 
[d] trU ^i^>-2-7'^>^ 

(19 5) 4-T^f/i>- 1 -'r;i/-N- (l-y-;i/trnU$^>-3-'f 
;v) -6, 7, 8, 9-7^b^t h*D-5H-i/i57n^r^ [d] tfU^^^ 
20 >-2-T^>s 

(19 6) 4-T-if>'i>- 1 — r;v-N- {1- [2- (;<5=-;i/:^;V7T— 
;v) l^nUi^^-S-'fM -6, 7, 8, 9-5^b^fcKn-5 

H-s^^n^^^ [d] tru ^e^>-2-T5.>^ 
(19 7) 4-T-if/i>- 1 --r;v-N- (l-^>i^;H:fni;$^>-3- 
25 -iJV) -6, 7, 8, 9-7^b^t Fn-5H-e/^n^r^ [d] 
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(1 98) 4-THf>''?>-l-'f;V-N- (1- {4- [3- (i^^f^^vr 

^y) rD7t^^$/] tfny i^>-3->f;v) -6, 7, 8, 9- 

(19 9) 4-7-lf>''?>- l--1';i/-N- {1- [(3-7aiC:i;V- IH-tf 

5 ^\;-;i/-4-'f;i/) ifDUi^>-3-'f;v} - 6, 7, 8, 9- 

T^h^b KD-5H-i^^n^r^ [d] ^P>-2-T^>. 

(2 0 0) 4-T-tf>'1>- l--<';V-N-bnUS^>-3-'f ;i/-6, 7, 
8, 9-5^h^b KD-5H-i/^n'sr^5' [d] bU 2 -T^ X 

(2 0 1) 4-T-e>'1>-l-^;V-N- (l-^^;H:f^';S^>-3-'f 
10 ;i/) -6, 7, 8, 9-7^h^t b*n-5H-i/^D^r<57 [d] bU^i^ 
>-2-T^>x 

(2 0 2) 4-T-e>'i>- 1 --r;v-N- [1- (2-3i5=-;v::^^;v) 

Ui^>-3-'l';i/] -6, 7, 8, 9-5^bvt >?n-5H-5>^o^r^ 
[d] trU ^i^>-2-T^>s 
15 (2 0 3) 4-T-^>'1>- 1 -'f;i/-N- (l->'r:;i/li^U:^>-3->r 
;i/) - 6, 7, 8, 9-5^b^t Kn-5H-$^^P^r^ [d] bU^i^ 
>-2-T^>^ 

(2 0 4) 4-T-if>'i>- 1 -'f;i/-N- {1- [2- (p{^;i/:^;i/7T— 

;v) lf^>;i^>-3->f;i/} - 6, 7, 8, 9-5^h^bHD-5 

20 H-i^^u^y^ [d] b»Mi^>-2-T^X 

(2 0 5) 4-THf>''?>- 1 — f;i/-N- (i-^>e^;i/tr^ue^>-3- 
'f;!/) -6, 7, 8, 9-7^b^b Fn-SH-i^^n^ri^ [d] tru^ 

(2 0 6) 4-T^J^>- 1-^ (1- {4- [3- (i^;^^Ji/T 

25 ^y) rD7j^:3p>>] ^>S^;V} b^US^>-3— r;i/) -6, 7, 8, 9- 
7"b^bKo-5H->>^D^r^ [d] bV ^i^>-2-7'^>> 
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(2 0 7) 4-T-tf/'«>- l-> f;i/-N- {1- C(3-7ai— ;v- IH-lf 

;v-4 — r;v) ^^;v] tr'^U5^>-3--rM - 6, 7, 8, 9- 
(2 0 8) 4-T-tf/i>- 1 -'f;v-N-b'^>;i^>-3 — r;v-6, 7, 

5 8, 9-7^b^t h-n-5H-i/^n^r^ [d] IfU ^2^>-2-7^X 
(2 0 9) N*- (4-T-^>'1>- l--r;i'-6, 7, 8, 9-5^h5tb*n 

-5H-s^^D^:r^ [d] tru ^i^>-2--r;v) -N2-^5^;i/$/^n^ 

(2 1 0) N^- (4-T4f>'1>- l~'f;i/-6, 7, 8, 9-7^b^th*n 

10 -5H-t^^u^y^ [d] If u ^i^>-2-'f;v) -N^- (2-j^^;i/::?' 

^;i/) 1, 2-i^T^X 

(2 1 1) N^- (4-T^f>'1>- l--r;V-6, 7, 8, 9-7^b^bb*n 

-5H-iy^n^:r^ [d] bU^i^>-2 — r;i/) -N2-y-;i/t:^i;s; 

>-2, 3-i;>T^>^ 
15 (2 12) N^- (4-T-lf/'?>- l-'r;i/-6, 7, 8, 9-7^h^t h*D 

-5H-5/^D^r^ [d] bU ^i^>-2---r;i/) -N2- [2- (^5^;i/ 

(2 13) N^- (4-TH?>'1>-l-'f;i/-6, 7, 8, 9-7^h^t 
-5H-2^^D^r^ [d] IfU ^i?>-2--r;i/) -N^-^>t?)]/\^^V 
20 e^>-2, 3-$^T^>x 

(2 14) N^- (4-T-tf>'1>-l--r;V-6, 7, 8, 9-7^b^tKn 
-5H-^'^n^r^ [d] tf'; ^$^>-2--'f;V) -N^- {4- [3- (>:; 

(2 15) N^- (4-T-lf/1>- l--i';i/-6, 7, 8, 9— T^h^fcKD 
25 -5H-$/i7D^r^ [d] trU^S^>-2 — f;i/) -N^- [(3-731- 

iH-if^y— ;v-4-w';i/) b^>;i^>-2, 3-s^T^>^ 
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(2 16) N- (4-T^f>'1>- l--f ;V-6, 7, 8, 9-7^h"^th*D 

-SH-i/^n^r^ [d] K-:^>-2-^ )v) s/^D^^-y-v- 1 , 

(2 17) N^- (4-T^f/"?>- l-'f;V-6, 7, 8, 9-7^h^bHD 
5 -BH-S^^n^r^ [d] If U ^S^>-2--f ;i/) -N2-^^;vs/tJ7n^ 

>^>-i, 2-^:?T^>> 

(2 18) N'- (4-T-l2f>'1>- l--f;V-6, 7, 8, 9-5^b^t HD 

-5K—>^u^y^ Cd] tru ^s^>-2-'i';i/) -N^- (2-3i^;v::^ 
^;i/) e^^n^>^>-i, 2-:^T^>x 

10 (2 1 9) N^- (4-T-lf/l>- l--f;V-6, 7, 8, 9-5^b^th-n 

-5H-i/^n^r^ [d] tru ^e^>-2-'r;i/) -N2-yn;vi/^n^ 

>^>-l, 2-S^T^X 

(2 2 0) N^- (4-T-€/1>-l — r;V-6, 7, 8, 9-7^h^bKD 

-SH-iy^u^r^ [d] tf »; ^s^>-2-'<;i/) -n^- [2- (p{5^;v 
15 ;v) 5^^n^>^>-i, 2-$^T^>^ 

(2 2 1) N^- (4-T-lf/^>- l-^;V-6, 7, 8, 9-7^b^t:b*D 

-5H-^>^n^r^ [d] if'j ^$^>-2->f;v) -N2-^>s^;pe^^n 

^>^>-l, 2-i^T^>^ 
(2 2 2) N*- (4-T-lf/1>- 1— f;V-6, 7, 8, 9-7^b^hKD 
20 -5H-i^^n^7'^5^ [d] If U ^S^>-2— r;i/) -N^- {4- [3- (i^ 
p«^;i/T^>') rn3j^:^$/] ^^n^>^>- 1, 2-i^T^>s 

(2 2 3) N^- (4-T-l?.'1>- 1— f ;i/-6, 7, 8, 9-7^b^tKD 
-5il-iy^u^y^ [d] If U ^e^>-2-^;i/) -N^- C(3-7ai- 
iH-bf^v^— ;i/-4--f;v) ^'^d^>^>-i, 2-i^T 

25 5>*3J;tJ« 

(2 24) N- (4-T^f>'1>- 1 --f ;i/-6, 7, 8, 9-7^b5tKD 
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-5H->>iJ7n^r^ [d] l^';^i^>-2 — f;i/) ty^u^>^>-l, 

(1) N- (4-T^f>'1>-l — ( ^P>-2 — f;V) j:^>-1, 

(2) N^- (4-T^f.'1>- i-'f;nfU ^s^>-2--r;v) -nS 

10 (3) 4-T'if>'i>- l-'i';v-N- ((3S) - i->>^n^:3pe/;vtfni; 
(4) 4_7^^f/t>- i-^;v-N- ((3S) - l-^>s^;n^^u^>- 
(5) 4-T^f>'i>- 1— r;i/-N- [(3S) -1- (2-3^^;v:r5^;i/) 

15 tr^Ui^>-3 — r;i/] tru ^i^>-2-T^>^ 

(6) 4-T-if>'1>- 1 -'I';i/-N- [(3S) - l-i/'^J^n^dpi/;^:^^); 

s;>>-3--r;i/] tfu ^5^>-2-T^>^ 

(7) 4-T-lf>'1>- l-'f^V-N- [(3S) - KD-2H- 
20 (8)4-(3S)-3 - [(4-T'if>'1>- 1 -'T;!/!^'; ^ 2 — r;i/) 

(9) (3 s) -N- (4-THf>'i>- 1— r;vtr'; ^s^>-2--f;v) - 1' 
- (^^n^dp$/;i/pf3;v7H— -1,4' -iftf^';s^>-3-T^>o 
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(1) 5- [(3-THf5^$;>- l-'r;V7ai-;V) -1- (2-t 

(2) 1- (3-\^\^X2^>y->^u^^^)]y) - 5- l{Q-\fUVP>- 1 

5 (3) i-::r5^;i/-5- [(6-i^^';i^>- 1 — r;vtf 2 -'f ;v) 
T^y] tf--?>';s^>-2-*;^4^>^^ 
(4) 3- {[5- (3-t Kn:3p>>T-if>''?>-i— r;v) 
H-liD— ;v-2— T^y} -1- [4- (t b'n^>>p?^;i/) i/^ 
n^dp>>;v] if^y i;>-2-:j!7;i/7i^>0s 

10 (5) 1- [2- ({4-t h*n:^i^- 1* - [(2-b Kndri^i^^n^dr 

-1,4* -b:tr^';i^>-3— TM T^y) -6- 

(6) 3- {[1- (3-T^y i^D ';s^>- i--r;v) -2-p<5^;i/-6- 

:t^V-l, KDt!U ^i^V-S-'f T^y}-1'-C(3- 

15 b b*D:5iri^->^n^dp>>;i/) :3t7;i/7l?-;i/] -1, 3* -btf^V s^>-4- 

(7) 2- (3- {[(4- {3- L(pi9-)]^T^y) b^U^:^> 
-i->f;v} -1,3, 5- b UTi?>-2--r;v) T^y] tr^ 

20 (8) N- (1- {5- [(2- {1- [3- (t Kndp>>^^;i/) ^>^n^ 

(9) 3- (3-b b*n:^r$/-5- {[(5- {3- C(p<5^;i/;^;i/4^-;i/) T 
^y] 1— TM b'J^$^>-3--r;i/) T^y'] ?^^)]/} b 

(10) 1- (2-T^y'->'i7U^=^i^)]^) -5- [({6- [2- (bb'D 



97 



wo 2004/052862 



PCT/JP2003/015718 



(11) (3- {3- [(4-t:us^>-2-'i';v^y U> 

(12) l-'7a^=.)V--N- [(1 -l^Ui?>-3— U>-3- 

-r;i/) if^us^>-3-T^>^ 

(13) [4- (7- {[6- (4-t Kn3F-$^:7a:-;i/) tri;i;>-3-^ 
10 (14) 2- (3- {4- [({2- [4- (i>'^D^3psy;v;;^;i/4^-;i/) - 

3-p< h^i/7ai-;v] trus^>-4->f M ^f-;v) T^y] ~1H — r 
;v-3--f;i/} tr^Ui^>-l--r;v) -N-^^;i/T-b bT^ b% 

(15) {5- [4 - {[2 - {l-^^)V\^^Vi^>-2-'i)V) -1,3 

-^>v^^i^^/— ;i/-4-'r;v] t^^} - 3, 4-^:^t h-n-r v^y u> 
15 -2 (iH) ->r;v] ^3i>-2-'f;v} (7 3i-;v) p^^j^^^Vs 

(16) (6- {[1- ({[7- (1 -T^x'>5=-;VT^y) -1-^>^J^ 

— r;v) (5^j:>-2 — f;v) ^^J^>'>> 

(17) 4- [3- ({6- [(1-b KD=¥->i^^n^dp->;i/) - 

20 6-T1f;^lfD [4. 5] 7*:j!3-8— fM T^y) - l-^>\/5^3^>- 

(18) 2- {2- [({5- [4- (p<5^;v:^;v>^-;i/) 
6 - 7 31 — 3 5^ 

25 (1 9) N- (1- {[[4-p? b:¥$^-4- (1, 3-5^Ty~;i/-2->f 

;i/) D^de5^;v] (^ 5^;i/) T ^ >' ] p< d i^;v) - 4 - ( 5 , 
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6, 7, S-y'h^\l}'U^^ V>-2—()V) - KV^J—JV- 2 

(20) 5- 2, 3, 4-7^h^t: Kn^y' U>-8- 
-f;i/) -N- ({5- [1- (3, 4, 5, 6-5^h^t Hn 2- 

(21) l-C3-(4-{[4-(3, 4-S^fc KDdp^' U>- 1 (2H) 

-f;v) 731— -2, 2-e^>i5^;i/:rD7l>- 1 
10 (2 2) 1- (i^^D^^>>;v^^;i/) -4- {[p(^;K3- {[4- (3, 

4, 5, 6-7^b^t KDirU$^>-2->f;i/T^>') T^y} 

(23) 4- (4 - {[4- (4, 5, 6, 7-7^h^bKD-lH-l, 3 

-s^T"iftf>-2->f;i/) tru ^i^>-2--r;v] T^J} THf/1>-l- 

(24) 4 - (3 - {[4- (1-S/T>'iy^n75^;v) tfU^S^>-2--f 

;v] T^y} T-if^^s^^- l-^r;!/) - 2- (>>ti'n^>5^D3f-i/) 

(2 5) 1 - ({4- [4- ({[4- ( 1 -t b'n:?re^2/e7D^>5^;V) IfU 

20 ^^>-2--y;w] T^y} ^5^;v) i^^ue^>- 1 5^h^tb*n 
-2H-tr^>-4--f T-tzf^-;!/) tr^';5^>-4-:t— ;w 

(26) l-(2-{[2 - (2~5^h^t Kn-2H-lf^>-4->f;Hf 
Ue^>-4-^;i/) -2-T1flf-><J'n [2. 2. 2] :t^^-4--l';i'] 

25 (2 7) 3- ({4- [3- ({6- (ai5^;V) T^y] l^U^i^ 

>-3--f T^y) -8-Tifb:>>^D [3. 2. 1] ;t^^S'-8-^ 
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(2 8)N- ({4-[{2-[(4-T-e>'1>- 1— r;V-5-7ai— ;V- 1, 

3-5=-Ti/-;v-2— f;v) T^y] r^y] - i-tK 

5 (2 9) 2-T^f/1>-l-^;^-5~ {[ 1 * - (KU 3 ->f ;V^5^ 
- 1, 3' -t:ii^Ui^>-4--f;i/] T^^'} ^:;r7j:>-3, 4- 

(3 0) 4- ({3- C(2-trDUi^>- 1— f;V7 3ir:;v) T^^'] tTD 

10 (3 1) p<^;i/4- (3- {[6- (3-T-tfbre^^n [3. 1. 1] 

-3->f;i/) tr'Mi^>-4— f;i/] t^^'} br^U i — <;v) ::^^5' 

(3 2) [2- ({3- [(4-Ty;b>-l-^;H:fiMi^>-2— f;!/) T 
15 4-'f;V) 

(3 3) N- (6-T\/:^>- 1 ^S^>-4--f ;i') -1- [4 

- (t" h^b h*n-2H~i^^>-4--r;v:^^e^) 7 31— T-if>'^>- 

(3 4) 2- {3- [(4-T-lf/1>-l--1';^^:^^>^u>-2— r;i/) 
20 y] t;nU^>-l--fM - 1, 3-5^t^/— ;v-4-5b;V7H^-9-^ h\ 

(35) N*- (4-T-lf>''?>-l— f;V^j:^y [3, 2-d] tTU^S^V- 

2--f ;v)-N*-$^^D^dpe/;v-N*-;><^;i/:r^>- i ,4-s^t^>> 
(3 6) 4 -T-if i--f;i/-N- ( 1 -$/15'□7•Dtr;l/tf^Ui^>- 
3— f;i/) -1, 3-^>\/^T\/— ;U-2-T^X 
^ (3 7) N- [1- (l-±7^;i/;^5^;i/) T-lf^i^>-3— f;V] -4- 
b^Ui^>- 1 --f;W-5, 7-S^bh*n7D [3, 4-d] bU^i^V- 
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(3 8) 6-T-lf>'l>- l-^f ;V-N- [1- (4-7aiy^i/7x.r:;i/) 
(3 9) 4-T^f^l>- l-'f;i/-N- [1- (2-i/e7D^>^;i/ai^;V) 

5 T42f/i>-4— r;v] - iH-tr^v^n [3, 4-d] tru^ 

(40) N- [4- ({3- [(5-T-if>'1>- l-'f;i/l^^i^>-2--f;i/) 

^cDJ:a5&:^i:bT^A^ tufBUfe-jiSiC (I) -Vm^ti^^h^moo^UiiVX 
[1] -HS^ (I) 




20 «^$tt"rv^T^)J;v^^;^p!Jr^ST&S'^h'^^ -r^fet) t> -jiia^t; (i -a) 
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(HA) 



i^m (OTf^)^ T;1/^;V5^:4-S> T)]/^)V:^)V 

H_Y1 (III) 

^HirSA^s — JtS^ (nB) 




(HB) 



^ (IV) 

(^T^IH (IV) 

-liS^ (HA) t?^^ns<b^i^J:-)^i5; (m) -r^^ns-fb-^oS/iS^c 
f>tj^K:— jiS^ (HB) -t^^ns-fb-^i:— jig^ (IV) T-^^tiS'fb-^i^®^ 
20 ^S{*45r»IT$>?)s OT© (A) (B) K:^r^-r:&^l-«eoTff ii i: 
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(A) (N, N-S?;><5=•;^7J^;^AT^ h\ N, N-$^^f=-;VT-fe ^ 

s^p(5=-;v;^;v5i^^s/ b\ T^vn— (p«<s^y— — 

-tr:7 3i::i;i/) 7!%X7>f >x 2, 2' -trx (S^7a:r:;V5}x:^7^ y) -1, 
1' -b::h7^;v (BINAP) rj^if) #aT-C> iS* (U>^:^U'i'As 

T^JVyt^i^YfSii^) ^mini^X^ -7 8"C~2 0 O'COMittffT^dCl^ 

[2] -ISS?; (I -a) T'^^n^'fb'^^CDa-^s ^A^ ^B^ Y^^fet*^ 

15 t-Jfefc-^-iiK^ (i-a*) 




(I-a-) 



(SCffi. ^A\ ^B' *5<fcth*Y^* fi^n-en^Ax ^B:fe<fctJ«Y^^lRH^lc 

20 -a) -eg^^ns-fb-^cD-^-feSIA. SSB. YiSfett-eti^<oBglS{c:ii>^c 
•^-18:^5; (i-x) 
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h^->5t7;i/3t^-;i/^. TU;v:t^i/5J7;v>i?^;v (Alloc)^^ 1-^5^ 

(4-tr7 3i::i;v) aib:3p$/:^j;i/7|f-;i/ (Bpoc) ^ bU7;v 
:tDT-fe^;vSs 9-7;V:;tl/::^;v^ b=¥i^::i3;V4^^;i/^ (Bn) 

10 ^ p-^ ^>s;^;v:^^s/^5^;v (bom) ^ 2 - 

y^^;v$/'j;i/) (sem) ^ifimf^n^o 

§S*-^?fetl^^^Nf^C:Kg^^t^/^V^o M^lit^ Protective Groups in Organic 
Synthesis (T. W. Greene, John Wiley & Sons Inc, 1999) ^C|B4g^^^fe*>®*^fflV^ 

(1) T;i/*UiD7j<^^ 

(2) m'im^r^^i-f^mmi^ji&s 

(3) m7i^m^m^^^^um^iiti>. 

20 (4) ^Js^#:^Mv^^Ji^^^^^^*s^^f e>nso 

25 Yb* U •> A. 7j<®<b u ^ if )^ t;i/* U ±^^Jl©7K^'fbi^ (7k^{b>'^ 
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20 (4) ^M^^MV^^JiJi^MS/iS m^its TVM^->:fyJV^^=^Jvm 
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±ISJ!y.^tC%x ^\7L\^^ Protective Groups in Organic Synthesis (T.W. 
Greene, John Wiley & Sons Ihc, 1999 ) ML'^W.-^Mc'^^XZ. d; o t 

[3] (I -a) T-^^n^^b'&i^tis Mmiil^©^M»CDm«M^ 

15 t K * fe h > i: CD iiTcftjT ^ y <b-ai& icfd"r c ^ <fc o t m^-r 
25 -m^ ( I ) 
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A N— t— BH Y 



CO 



mmmM-^^^it-^m. ttjitD^-^^ (i-b) 



^M^h-^its -flSi^ (HA) 



15 mwmwk (.^y-^y^ n, N-s^p<5=-;v5^;i/Ar^ i, 4- 

A. 7Jc^'fb:i? U As h U J:5^;i/7' ^ >s h U As j^^^t^ b 'J 

•^^As j^^^U'i^As ^^Hzi/ii^As j^^^'J-i^As U >K=:^7 U ^^As 7 
20 ^j;<b-fe^>'t7As 7Jc^'^b7^♦^;'>A^ 7 -^'fbT^ h 7 ^^r..^; A^)) *)b 





(V) 



(H0)2B 
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/^^i^^A (Pd (pph3)4X — Jfi^btfx (bU7ai-;v7l^;^ 

y-(» ^^"pVtPl^ (PdCl2(PPh3)2)s l^W^^^Jt?!^ (Pd(OAc)2)s 
5 (PdCl2(dppf)2X =^MjV'r^))\/^^^i^tPh. (Pda2(aUyl)2)> ^"^^y 3l 

— ;i/t:;^ ( b u :7 3i— ;v7i>x:7 ^ » /i^s<?'i7A (PhPdi(PPh3)2) ^) #ffiTN 

[5] -lass; (I -a) -^m^n^^-^^^t^-fSL^ (i-b) -e^^n 

® [1] ~ [4] cD^^lc:§i§i^§s 7J<^^ :i7;v:^?^S/;i/^ r^yS^ 

;V (MOM) S> 1 -Jib:5fS^:i^5^;V (EE) Ss ^ h ^^r^'^i b ^^^^.^{5^;^ 

(MEM) S> 2-7^b^b Knt!^^;i/ (THP) ^ hu^5^;ve/y;v 
(TMS) S> b y3i5^;v->i;;v (TE s) ^ t -:r5=-;i/i^^^;v5^u;i/ 

(TBDMS) t -y^)\/Vy )]/ (TBDPS) T-fe^ 

20 ;v (Ac) *^ tf^'to-r;!/^ (Bn) v-^ 

Ty;i/:t=¥i^*;i/>l^— ;v (Alloc)Sx 2, 2, 2 
-bU^nnaibdpj<'5!3;i/7lf-;i/ (Troc) ^tiSo 

^ ^ b=3pS^^^;V (MOM) ^ 2-7^b^t KDlf^-;!/ (THP) ^ 
25 7-lr5=-;V (Ac) S:feif*s^tf ^tlSo 

:>J7;v3j^^2/^©^M^^bTtt> ^?!)^^^^ t-zr^ 
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V^o ^J;K£> Protective Groiq>s in Oiganic Synthesis (T. W. Greene, John WH&y & 
5 Sons Ihc, 1999) ^;:|B«8^^lfe^>^D^)fflV^ ^tlSo 

(1) T;i/*UiDzlc^#^ 

10 (3) uuTi^m^mii^^^i^umRf!^^. 

(4) 

(5) ^^MV'ifeflJfc^^M^&N 

(6) i/';;i/ScDJiJ&^MM;j&^^*5#(f ^n^o 

(1) - (4) tttuSB(Z);&^SlCtJeoT=fT^ac^]6s-e§s (5) - (6) 

(5) ^m^m\^^^m,umRmts m^it. m^mm mm. pH4.2~7.2 
20 (6) ^J^«^ yKtmmv'y^mmmm (^^h 

7tKn7^>x THzh-bU;!/^) ff^x 7^ ^^:r5=•;^T>^^'>A7;^:^- 
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J^«^^l^c:f3i8$tlfell^6l09^ $>§V>tti&^©;&^> m^^t^ rcomprehensive 
Organic lYansformations : A Guide to Functional Group Preparations% 2nd Edition 
(Richard C. Larock, John Wiley & Sons Inc, 1999) j IClB^^ 

-jss^ (n) -v^^ti^^^mmih-^mt. ±m\z^Ltc-^^ (i) t-^$ 



:*:^W^;:*3V^■r^ mntvxm\^^^ti^—m.^ (ha) *5J;t;f (hb) t-^^ 

§ § o 




10 ■t?^^ttS'fb-^cDf^t>Dtc:— 118:5; (vi) 




NH (VI) 
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^<Dm. *^0^■?MV^P,nSs -m^ im). (rv). (V), (VI) :j3cfctJ« (V 
II) -Vwi^ti^ih^mt. ^ng#:^&^-t•$>i)A^^ 
S ^J:^{£> ''Comprehensive Organic Transformations : A Guide to Functional Group 
Preparations^ 2nd Edition (Richard C. Laroc^ Wa&y & Sons Inc, 1999) j (^131^$ 

10 AST-^^o 
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5 imM^^ommi 

-Wi^ (I) *5cfct>* (n) -e^$tl^*^0^'^b'^tI^ •ecDJS> ^©N-:^:^ 

^>\'i$.'b\^<i±^<Dmtmim. *fc{±-^tie>®rn K^^^tt, cxcr4 

^tcs MB^^mOtzlsbCO^mi^O^ > • b n (in vitro) ^fe»>f > • tf 

7i< (in vivo) iiiH^^m35l5mi?^«l&Ms m^{^m:fejf^ae<j^ibfes 

15 Wffl"^&So 

5^iitiii^!^ ^mi^Mm^m (gvhd)^ m^i. m-ik. mmik. # 
mm^ihm. mm^zi^^i. ^u->m. mmmm^^'^i^B^y^. mmm 
^^'m^mmmm (sirs). mmmti^i^i^mif^ti^o 

mmm. m^Kivmm:^xv(^tiizm.^'r^mBtvx\t. m^it. m 
%^^m^mmm (aids)> itj>sp^m. psju-jw^. h^:ffu^^ 
)v:;(.mm0i. ?t75j?i^^®s m^v>^ms :j^^xmms mrnmc^mi^^^^ifi 

25 mf^Mo 



112 



wo 2004/052862 



PCT/JP2003/015718 



^m. ^^-^>v>m. m^^s m^m. mmik. x/utf^/u. m^^^mm. 
3) ^(Dit-^owmmommorz^sbizmomm^m^^ib'&x. mmmt 

15 b•r^#bT^)J;v^o 

(I) 43J:t>* (n) Xm^ti:h:^mm<h^m. ^OU. ^(DN-:t^ 

^tz^i]^ commit hxi^-¥ir^Mm^t^x^^\^^o :i(Dm^<Dmmi^Lx 

^HK: J;S^#tts ( I ) *5cktJ« (n) XB^ti^it^^^i::^-^^. 

a;tJ^ (n) •^^^nS'^b-^t^^^^i:lS#b■r^>A*^^^r^ ^n^n©^#:j&^ 
ttn b-e % o T v^"r cfc v%o 

^ti-Tx -jass; (I) :fe<tt>- (n) T'^^nsib'^®^l5543J;t>V*fc«?& 
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5 momthxit. mm^wmmmmm. y^uy^T-^ammm. ^^^-f^ m 

CCR2^ CCR3. CCR4s CCR5^ C X C R 4 iT) Stn;^> 

y7*if;i/ (^sa« : bTU^K) ^if> (2) IN^mmMfe^iii^mPM^®^ 
G 1 5 4 9 ) As^tf e>nSo 
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MIP-la>MIP-l/?N RANTES^ SDF-ltts SDF-l^s 
. MCP-ls MCP-2^ MCP-4s (Eotaxm)^ MDC:feif 

5 ESs Met-SDF-la. Me t - SD F- 1 /?«c^i)S^lf ^>ti5o 

C C R 2 m^M^ VX^ts ^J;?.« WO99/07351 WO99/40913 

^> WOOO/46195 -^x WOOO/46196 -^s WOOO/46197 WOOO/46198 
10 WOOO/46199 WOOO/69432 WOOO/69815 ^ ^ fe Bioorg. Med. Chem. Lett., 

m 1803 (2ooo)\,z^m^ntc:ih^tjit:ifim\f^mo 

C C R 3 ^StrL^i: bTJ±. ;a<*:fi?ll;:t*x m^i:£ DE19837386 W099/55324 
WO99/55330 WOOO/04003 WOOO/27800 WOOO/27835 
WOOO/27843 WOOO/29377 ^x WOOO/31032 WOOO/31033 •^>WO00/34278 
15 WOOO/35449 WOOO/35451 WOOO/35452 WOOO/35453 

WOOO/35454 -^s WOOO/35876 WOOO/35877 WOOO/41685 ■^sWOOO/51607 

WO00/51608 ^x WOOO/51609 WOOO/51610 WOOO/53172 #s 
WO00/53600 WO00/58305 ^x WOOO/59497 ^> WOOO/59498 ■^nWOOO/59502 
WOOO/59503 WOOO/62814 WOOO/73327 -^^fet* WO01/09088 

20 izmm^titdih^mtiLififimif^Mo 

C C R 4 t U -t ttx mi^^ {*> ^ {d! WO02/030357 

WO02/030358 -^ICfBife^ ^ tl§ o 

CCR5i§tn;^i:b-r{*s *#:6<Jt^{*. -^J^fST AK- 7 7 9^ TAK- 
2 2 0s SCH-Ds SCH-C^AS#{f ^tt-5o;^e)tCx^J^{iW099/17773 
25 ^s WO99/32100 ^> WOOO/06085 ^> WOOO/06146 WOOO/10965 ^> 
WOOO/06153 WOOO/21916 WOOO/37455 EP1013276 WOOO/38680 
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^> WOOO/39125 ^> WOOO/40239 WOOO/42045 WOOO/53175 #^ 
WOOO/42852 WOOO/66551 WOOO/66558 #^ WOOO/66559 ^> WOOO/66141 

WOOO/68203 JP2000309598 WOOO/51607 WOOO/51608 "^s 
WOOO/51609 WOOO/51610 WOOO/56729 WOOO/59497 ^> WOOO/59498 
5 WOOO/59502 WOOO/59503 ^> WOOO/76933 ^> WO98/25605 ^^ 

WO99/04794 ^^ W099/38514 * {i Bioorg. Med. Chem. Lett, 10, 1803 (2000) 

CXCR4ejn;M^bt{ix M<*:6«JK:tAs -g^J^Ji AMD-3100^ T-22. 
KRH-1120 > KRH-1636 ^fcJ* WOOO/66112 •^IZfBS^tT.fe'fb-^i^J&^AS^j^f 

lb ^tlSo 

:7i-$;3 bT«s :^#:e«Jfc:«s «^JiL«T- 2 0 (pentafaside)^ 

T-1 2 4 9tji^ifimf^tl^o 

i?\tyt^y : lOOmgtiy^-^JK lIa200mg^ 10 3111; 
300m g^^k 1 HI 300in g^ 1 B 2 0 ; 
20 ty> : 25~200mg|^|PJ> 1 0 125~200mg> 1 0 2 HI ; 

if t: > : 0.375m g ~0.75m giS^fllN 1 0 0.75m g> 10 3 0; 

: 15~40mg?!3 7'-fe;K 10 3O~4Omg^ 10 20; 
^^zfi^> '.ISOmsf^k 10l5Omg^ 1020; 
T^'^iJ tf;V : 300m g^Js 1 0 300mg> 10 2 0; 
25 ;^b;^tr>:200mgtS|Hl, 1 0 200mg. 14 0^ 1 0 1 0^ -^ecDm 1 0 2 0 ; 
t:;i/i^ > : 100m g^k 1 0 400m g> 10 3 0; 
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x7Tbri^>^3' : 50-^20001 g*7'-fe;W llil600mg> 1 H 1 0 ; 
>f >i^i-\f)]/ : 200^400 itiy^JW 1 HI 800mg^ 1 B 3 HI ; 
U hTMf;!/ : lOOmg*r-fe;K lUieoomgs 1H2I1; 
^;i/7'f:^tf;V :250m g^Js llll750mgs 1-0 3111; 
5 ^^i-\iJV :200m gitjy-izJK l|lIl^mg^ 10 3111; 
T>y°Ui-\^)l^ : SO^lSOmg^M^ 1 HI 1,200m g^ 1 0 2 HIo 

(I) 43J;t;^ (n) T'^^n€»ib-^iKJ©«micM1--&^l5543J;tJf/* 

bh*U:? — d 1 --^V-f >^^n;i/7ai~^ ^ >^ d-vi/-r>^^n 

y':7.Xi^^i^>^ TAK-4 2 7> ZCR-2 0 60^NIP-53 0^ 
^p<^V^>7nai— BP-2 9 4^ T>^•^y^h^ 
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Id uVy^V^ ^D>'^>A^;Vi/<^A7JcSI^^^ KT-2-9 6 

^i^mT'^t'-p^^VX i^^7'=3p4^-p<>j7N;x mm\iYun)V^^Jy^ 

25 mm^\tvx\t. mm::i)v^'J>. bb*Dn;v^y>, v^my^^'tm)],^ 



118 



wo 2004/052862 



PCT/JP2003/015718 



ri'K— s^^T'VK— ynx h/n^^t'I/ h*— ^/^>:^ 

Hs hUTA^^ynX ST-126P. e^^bV— b\ 

>s 7^:^:7 -f»;>^ H^V7-f«j>s e/>'1A7^';>^ s^rn^-fUX r 

15 D:3r$/7^U>s 3U>7^:r7>f UV^ifAs^tf ^>nSo 

i7i/>:r7^D— ;k JS^-x'^^'t^d— ;k ^$^:^5}^^'t^*;^;'<7^D— ;k R, R 
>^ /^>:r7^D— ;w JtS^K^^^i^-^ >^ SS^;>«;vTh*»;>s AR-C6 

25 8 3 9 7^ ;K KUR- l 2 4 6> KUL-7 2 1 1^ A 

R-C8 9 8 5 5^ S- 1 3 1 9:^i:i::bs^{f e>n^o 
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As 7^^^i;>s M'[h^:tVu\^OA^ l/7\'hn^-h (UK- 112 16 
6) tj^^t^m-f^tl^o 

:3tj^ V • CS-5 6 O^iTAs^tf ^n^o 

10 5 - u •^^^t^^-^-'ummmii vx\t. m^it. if-f v ^~ h >s 

y X lfU5i^:?^bs SCH-4 0 1 2 Os WY-5 0 29 5. E-670 0s 
ML-3 0 0 0. TMK-6 8 8. ZD-2 13 8s p< ^>;i/^^5^;v:r7aiD 
X R-68151s E-6 0 8 0. DuP-6 5 4. SC-4 5 6 6 2. 
CV-6 5 0 4. NE-1 1 7 40> CMI-9 7 7. NC-2 0 0 0x E 
15 -3 0 40s PD-1 3 6 0 9 5s CMI-3 9 2s TZI-4 1 07 8s 
Orf-2048 5sIDB-1802 4sBF-389sA-7877 3s 
TA-2 7 0s FLM-5011x CGS-2 3 8 8 5s A-7 9 1 7 5s 
ETH-6 1 5«f:ifi)S^t:f^ti^e 

s-v^^^i^^^-Mmmt'^y'^^^mi^^mthxit. m^^t. mk- 

20 5 9 Is MK-8 8 6^if*s^{f ^tv5o 

myu^)]/^^t^y^ L-6 7 4 6 3 6s A-8 1 8 3 4s UPA-7 8 Os 
A-9 3 1 7 8s MK-8 8 6sREV-5901As SCH-40120s 
MK-591s Bay-x- 1 0 0 5s Bay-y-1015s DTI-0 
?5 0 2 6s TAV:^Pt^>'5;^Xs E- 6 7 0 0 )&^ijs^t:f e>nSo 
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FG^mi^t\yX\t. PGE^^#:(EP1. EP2s EP3> EP4)^ 
PGDg^f*:(DP^ CRTH2). PGF^^f*:(FPK PGI^^^CI 
PK TX^mi^ (TP) tSii^ifimf^Mo 

10 m-fibfi^ho 

-IS^ ( I ) 43 J;t>* (n) T-^^n^^b-&t;©T b i^-'l4jSJtiil (^^#^ 
2Q -<5^~jS»li0jms in;t:;^^S7^>^^ 
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15 W^>tl§o 

25 ^i^>-^^1fim-f^tl^o 

^mmmmt\^xi±. m^i^. iy^uy.:!nv>. ^^uvm.x, fty? 
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2 O^cirAs^^tiSo 

-m^ (I) ^^v^ (n) 'v^^m<h^<D«^0kizn-t^^m^^x^/^ 
(I) (n) X'^^ti^i\:x^m<Dmw0i^^v^m&mmv^'^ 

I 

15 ^> >f>^-:7ain>r#i&l^> I L- lia^lg^cifi^^tf ^,nSo 

-j^^ (I) *5J;t>* (n) T*^^ti^'fb-&^cD^]et-Mi-^^l55*5J:t>V^ 

-iSSS; (I) ^xxr (n) -^^^ti^-fb^i^cD^iiiti^^f ^^B)5*5<fctJ^/* 
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Its n >f n h u y^nPf-t^inMs tni t ^ ^ ym. ^^-i -^UttJ 

So 

10 -jigss: ( I ) :fe J:tj« (n) '^7^^n^it^m(Dmmm.-:^mm::Mir^'^mi5 
-m^ (I) *5J;t>* (n) -T^TTs^ti^^h^^commm^mmmmizMt^^ 

20 p AR#i&^^ P P ARTif-x h^ffl^Wb^&VA-f v;;^ u >^^^4Jt§i^J^ 
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i/^U^\/>> JTT-5 0 Itj^^ifim-f'^Mo 

^Its ONO-5 8 16. YM-4 4 0tj:^ifimi,f^Mo 
10 /3 3TYU±^J>^mii^i^mmt.\^Xl±. m^l^. AJ9 6 7 7> L7 5 
035 5^ CP 33164 8i3:}fifim\-f^tl^o 

T)\^\'-::^m7mmmmmhhxit. m^it. 3:-^vvu:^^^yhs 
-m^ (I) 43<ttj« (n) T-^^nsYb^iKj©^^ mmm") -^^^^©^ 

(Ifi/^'^--;^ >f>^— :7a:n> (IFNa^ IFNa 
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-2a^ IFNa-2b^ I FN/?> I FNr - 1 if) «tifi)5^l:f ^ti 

So 

(I) :fe«kt>* (n) -v^^ti^ih-^mo^^^^B (SB^^^^Hs ^ 
— assSi (I) *5J;t>* (n) t!j5^^nS'fb'&^©T;v^y>'N-f V— 

(I) :}3J;t^* (n) t?^$nS'^b-a^®"r^A>^^c:M■ri)^B5:J3<fctJ« 
7a:-h>r>, h :i3;wtv^fl:f>. 

m^hV^l^^ ^ui-\i^^As iyT'^ini,^ — Y^'^?^h.fji}f:i:^m'f'bfi^. 

(I) ^^X/ (n) -C^^nS'fb'^i^cDKiMSg'fblcM-r SiFI?Si3<fct>* 

-j^^ (I) *5<fct^• (n) T•^it$nsYb-&tI5feS^E^^3fflv^sl^cDJecD^ 

-fi^iJ^^^SCSF (G-CSF. GM-CSF«&i:)s ^ 
25 «>f ^iJ'-n-f 3p> (IL-3^ 6s 7> 1 1> 1 25&:ifX EPO. TPO. 
SCFs FLT3U:?tf>b\ M I P - 1 a:&ifAs^{:f ^tlSo 
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—m^ (I) (n) 'vm^ti^it^tm<omM<Dmmit\tmzm^ 

*fes (I) *5«fctJf (n) -t!^$ixS<b'^®^B5*5J:t>V*fett?^ 
-jilSS; ( I ) :J3 J:t;^ (n) ■C73t$tl€>^b^^ Sfctt-ISi^; ( i ) :^xv^ (n) 

^#«{*^ ^itr^ #:«^ iffit^s ^mmm. mmmmta^^^iD 

M^^A^N ^A-A^feD^ -Illicit, 1 ngA^^ 1 0 OmgCDH 

15 O.lng**^ 1 OmgCDigH-C— S— llI*^^l?fcEII^J^PS;#$nSA*N * 

20 — flg^ ( I ) :fe J;t>* (n) T'^^tiS'fb^ti> t fcJA-fiS^ ( I ) 43«fct^• (n) 
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-e^D*^*^^ ^tc\tfmm i^^h-x. v>-h-;K mm 

mmit. mmm. mm^tms %ihm. n\^nk mmm. ^mm. ^^m. m 
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^mum-^cDtcisbcD^mmoMmizit, m^it. m.mm. ^^m. ^u- 

;K ;k rntrix>^U^~;K 7}f l;al^^>^U:3— 

fflVA^nso ^^izs ^MMs umk ^^'(tnk mmimk mmitj^i^^ 
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25 nB5Ji:m*^^?>M^5ns%^D#^*fett2|■I^J:$^l'&bTfflv^e)i^So 
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i^ti^o m^i^. m^i^mk mm. mmmmm. '^mn-^m. ifi^tim± 

H 2,868,691 J;t>*|^|| 3,095,355 "^tCpb < IBt8$tL-tV^So 
20 tl^o 

25 m(DmMiihx\t. m^it. mmmmTias mm^myk. ^©flfe®7Ktt^^fij* 
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15 mmu mmihM (v>m±hvtPA. mm^hv^M.-^^). 
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^b^^^^£MJt)#^bfeA^N Sfett A CD/Name 0^—i^3> 6.00, 
Advanced Chemistry Development TncMM:) V^T#^ bfco 

:t» ^^fflv\ ll-r:t> (pos.) ®5^CD^i±i^=ff)^(:-3:feo 

15 (1) mi^A (^m) 

^m^^ : Waters LC/MS 

:i7^A : Xterra (^^^^^) MSCig 5 /zm, 4.6 X 5 0 mm I.D. 

: 3 mL/mi n 
mm : A?S : 0.1% b U 7;i/;tn0^Jc^?S 
20 B^S:0.1%bU7;i/:;4-Di^^-T-i2h-h';;i/^^ 



^FhI (min.) 


A^^ 




0 


95 


5 


0.5 


95 


5 


3 


0 


100 


3.5 


0 


100 


3.51 


95 


5 


5 


95 


5 
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(2) (^«f) 

mmW^ : Waters LC/MS 

Xterra (^M^^) MSCisS/zm, 4.6 X 5 0mm I.D. 
^M'. 3mL/min 
5 : Am : 0.1% h U x^'^JVT ^ >7jc^^S 



(min.) 


Am 


Bm 


0 


95 


5 


0.5 


95 


5 


3 


0 


100 


3.5 


0 


100 


3.51 


95 


5 


7 


95 


5 



0mm 1 




2, (3.0g) b^t. (5 OmL) 

^^ici^Jc^T b U ^ > (4.2mL) 43J;t>v-^— KnT-lf (2.5m 
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bs ixromm^^^ir^mmit^ 0.03 g) ^ntzo 

TLC : Rf 0.18 : i^^j:5=-;V= 3 : 1) ; 

N M R(CaDCl3) : 6 1.53 (m, 4H), 1.78 (m, 4H), 3.44 (m, 2H), 3.83 (m, 2H), 6.29 (d, 
J = 6.32 Hz, IH), 7.96 (d, J = 6.32 Hz, lH)o 

2- (2-s^^^;i/T^ya^^;i/T^y) -4- (/^— t Knr-ift^>- i 



10 ^mmi-^^^i^tc^h^m (i.5g) i:N, N-s^^^;V3i^ix>i^T^> 
(l.56mL) ^9 O'CT- 1 6^P^M#bfeo M^S^^I^^I^s :^ 'J :i7>J^;V:i3^ 

1 : 0^1 0 : 1 :0.2) "t^Jii^U OTfiDJ^tt^tS^t-^^fM^b-^ (1.44 
g) ^t#:fec 
15 : ill;^ 53.0-54.5-C ; 

TLC:Rf 0.30(^Dn>^;VA:;><^>^— 2 8%T>^— T7jc=8 0 : 
10:1); 

N M R(DMSO-d<i, 363.119 : 6 1.50 (m, 4H), 1.70 (m, 4H), 2.19 (s, 6H), 2.42 (t, J = 
6.00 Hz, 2H), 3.33 (q, J = 6.00 Hz, 2H), 3.56 (m, 4H), 5.74 (m, IH), 5.83 (d, J = 6.00 
20 Hz, IH), 7.72 (d, J = 6.00 Hz, lH)o 




H 



^^^1 (1) -^mmmi (47) 
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mmmi (d 

5 2- [3- U rntr;vT^>'] -4- (yi-bK 

TLC : Rf 0.66 n D7j^;VA : p< y'— ;V : 2 8 %T>^^7'7jc= 8 0 : 
10:1); 

NMR(DMSO-d6) : 6 1.49 (m, 4H), 1.69 (m, 4H), 1.97 (m, 2H), 3.24 (m, 2H), 3.54 
10 (m, 4H), 4.01 (t, J = 7.00 Hz, 2H), 5.84 (d, J = 6.04 Hz, IH), 6.12 (m, IH), 6.86 (d, J 
= 1.24 Hz, IH), 7.10 (d, J = 1.24 Hz, IH), 7.56 (s, IH), 7.73 (d, J = 6.04 Hz, lH)o 



IIWJl (2) 

2- (2-i^p(5^;V7'^y'rni^;VT^>') -4- (/I— b KDT-lflfV- 

15 i->f;i/) b 

TLC : Rf 0.57 (i^nn/f:;VA : ^^y— 2 8%T>^^T7K=8 0 : 
10:1); 

NMR(DMSO-d6, 363.11^ : 6 0.91 (d, J = 6.59 Hz, 3H), 1.50 (m, 4H), 1.69 (m, 
4H), 2.20 (s, 6H), 2.72 (m, IH), 3.20 (m, 2H), 3.55 (t, J = 6.00 Hz, 4H), 5.67 (m, IH), 
20 5.83 (d, J = 5.77 Hz, IH), 7.72 (d, J = 5.77 Hz, lH)o 

IISIg«?»Jl (3) 

4- (2 --:^^5=-;i/T^-/'ai^;i'T^>') -2-tfDU-:^y tru 

TLC :Rf 0.29(^7nn7i>;i/A:^:^7yw_;v. 2 8%T>^^7'2K=8 0 : 

I 

is 10:1); 

N M R(DMSO-d6) : 6 1.84 (m, 4H), 2.17 (s, 6H), 2.38 (t, J = 6.73 Hz, 2H), 3.37 (m. 
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6H), 5.70 (d, J = 5.50 Hz, IH), 6.77 (m, IH), 7.64 (d, J = 5.50 Hz, lH)o 

mmmi (4) 

4- (2-t^p<^;i/T$ya^^;i/T^y) -2- (>'1— t F DT\/$^>- 1 
5 — f;i/) \fV^i^> 

TLC :Rf 0.38(e7nn7^;i/A:^^y— ;V: 2 8%T>^-TzK=8 0 : 
10:1); 

NMR(DMSO-d6) : 6 1.43 (m, 611), 1.69 (m, 4H), 2.15 (s, 61^, 2.36 (t, J = 6.73 Hz, 
2H), 3.32 (m, 2H), 3.58 (m, 4H), 5.68 (d, J = 5.50 Hz, IH), 6.77 (m, IH), 7.65 (d, J = 
10 5.50Hz,lH)o 

mmi (5) 

4- (2-s^p<5^;i/T^y^5^;i/T^y) -2-i^^';s^y IfU ^i^> 

TLC : Rf 0.44 (^^Dn/}>;i/A : p<^>'— ;V: 2 8 %T>^:^T7jc= 8 0 : 
15 10:1); 

NMR(DMSO-d6) : 6 1.44 (m, 4H), 1.56 (m, 2H), 2.15 (s, 6H), 2.35 (t, J = 6.00 Hz, 
2H), 3.33 (m, 2H), 3.63 (t, J = 6.00 Hz, 41^, 5.70 (d, J = 5.77 Hz, IH), 6.76 (s, IH), 
7.66(d, J = 5.77Hz,lH)o 

20 mmmi (6) 

2- (2-S^;)t5^;i/T^>'- 1 -p^^^l/oi^^^VT^y') -4- (v'l— tb*n 

r-iftr>- 1 --f;v) tr»;5e;> 

TLC : Rf 0.52 (^UU-^)]/A 2 8 %T>^r-T7jc= 8 0 : 

10:1); 

25 NMR(CD30D) : 6 1.18 (d, J = 6.32 Hz, 3H), 1.55 (m, 4H), 1.76 (m, 4H), 2.28 (m, 
7H), 2.51 (m, IH), 3.58 (m, 4H), 4.15 (m, IH), 5.90 (d, J = 6.04 Hz, IH), 7.67 (d, J = 
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6.04Hz,lH)o 

mmmi (7) 

5 1-- f;i/) br';^$^> 

NMR(DMSO-d6) : 6 2.20 (s, 3H), 2.26 (s, 6H), 2.32 (m, 4H), 3.30 (m, 4H), 3.63 
(m, 4H), 5.76 (d, J = 5.20 Hz, IH), 6.91 (m, IH), 7.69 (d, J = 5.20 Hz, IH) ; 
MS(iii/z) : 265(M + H)* ; 
HPLC^j^^r^ (^) : 2.83 ; HPIjC^# : Bo 

Id 

mmmi (8) 
-i->r;v) t>;^i^> 

MS(m/z) : 327(M + H)*; 
15 HPLX:^i^l^^ (^) : 3J1 ; HPLC^# : Bo 

^^Jl (9) 

2- (4-^>S^;H^^"5^>- 1 -'T;!') -4- (2 -S?;>«^;VT^>'3^ 

20 MS(iii/z) : 341(M + H)* ; 

HPLC ^^Nf^ (^) : 3.42 ; HPLC : B o 

mmm i (i o ) 

2- (4-T-fe5^;Vtr^^S^>- 1 --r;i/) -4- (2-S^;>(5=';1/T^>':c 

25 tru^e^> 

MS(m/z) : 293(M + H)* ; 
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HPUCm^J^m (^) : 2.78 ; HPLG^# : Bo 

m^m 1(11) 

4- (2-^;<^;i/T^>'ai^;VT^>') -2- (4 - 1. h'D^i^tf^U 

5 >-i— f;i/) tru^i^v 

M S (m/z) : 266 (M + H)* ; 

HPLC i^) : 2.76 ; HPLC ^i^^ : B o 

mmm 1(12) 

10 4- (2-i^p<f^;i/T^y:i^^;vT^>') -2- (4-p<5=-;i/tf^';$^>- 

MS(m/z) : 264(M + H)+ ; 

HPLC U^mm (^) : 3.49 ; HPLC : B o 

15 mmi (13) 

4- (2-i^^^;i/T^^:n^;i/7'^>^) -2- ( 3 -p< 5=-;i/t^^U i?>- 
l— f;W) tru^i^> 

MS(m/z) : 264 (M + H)*; 

HPLC fi^i^^P^ (^) : 3.46 ; HPLC 0ki^ : B o 

20 

mmmi (i4) 

4- (2-i^p«^;vT^y3i5=-;vT^y) -2- (2-pt^;vtr^y 
1 — f;i/) i^u 

MS(iii/z) ;264(M + H)*; 
^ HPLC ^i^l^ia (:^) : 2.89 ; HPLC : B o 
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mmi (15) 

MS(ni/z) : 252 (M + H)* ; 
5 HPUC^^m^ (^) : 2.70 ; HPLC^^^ : Bo 

^^^Jl (16) 

2- (4-j::h^i/5!3;i/7t^-;i/tr^Ui?>- 1 — r;i/) -4- (2-yp<^ 

10 M S(m/z) : 322 (M + H)* ; 

HPLC^i^^^ (^) : 3.31 ; HPLC^n^ : Bo 

mmm id?) 

2- (3-3ibdpi/:^3;v7t^-;i/br^U-:;>- l-^;i/) -4- (2-^^?^^ 
15 ;i/7' ^ ^ >^ ) bri;^$^> 

MS(m/z) : 322(M + H)* ; 

HPLC^it^^ (^S-) : 3.33 ; HPLC^^^ : Bo 

^^Jl (18) 

MS(m/z) : 268 (M + H)* ; 

HPLC^it^P^ (^) : 3.18 ; HPLCMI{4^ : Bo 

mmmi (i9) 

25 4- (2-2^^^;i/T^y'ai9^;i/T^y) - 2 -^;V7j^ >J If U ^ 
MS(m/z) : 252 (M + H)*; 
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HPLC i^) : 2.83 ; HPLC : B o 

mrnmi (2 o) 

2- (4-:3!3;w^*^-f ;n^^US?>- 1 -4- (2 -i^p«^;i/T^ 

M S (m/z) : 585 (2M + H)+, 293 (M + H)* ; 

HPLC ^^mm i^) : 2.72 ; HPLC ^{^f^ : B o 

mmmi (2 d 

10 2- (3 -*;w^^-f 1 --f;i/) -4- (2-i^^5^;vT^ 

MS(ni/z) : 293(M + H)* ; 

HPLC #1^^^ (:^) : 2.78 ; HPLC : Bo 

15 m&mi (2 2) 

— f;i/) -4- (2-i?p<5^;i/7^^^5^;i/T^y) tr>MS^> 




M S (m/z) : 797 (2M + H)*, 399 (M + H)* ; 



I 



20 HPLC^if^^ (^) : 3.44 ; HPLCljl# : Bo 



141 



wo 2004/052862 



PCT/JP2003/015718 



mmi (23) 

2- (4-^>S?;V-l, 4-/1— t. h'DS^T-if If >- 1 — ( - 4- (2 

5 MS(m/z) : 355 (M + H)* ; 

HPLC^i^^^ (^) : 3.47 ; HPLC^f^ : Bo 

mmmi (24) 

4- (2->:^p?^;V7'^yji5^;V7'^y) - 2- (71— t KDdpy U>- 1 
10 --(JV) VfU^i^^ 

MS(m/z) : 304 (M + H)* ; 

HPLC fi^i^^^ (^S-) : 3.84 ; HPLC : B o 

^^^yi (25) 

15 4- (2-i^;^^;i/T^yj^^;i/T^y) -2- (/I— t KD-f V^^ U > 

-2— <;v) \f u 

MS(m/z) : 304(M + H)*; 

HPLC ^^^1^^ (^) : 3.86 ; HPLC : B o 

20 ^001 (2 6) 

4- (2-e^^5^;vT^>'ji5=-;vT^>') -2- (4-^^;v-i, 4-/1 

MS(ni/z) : 279 (M + H)* ; 

HPLC ^Wmm (^) : 2.90 ; HPLC : B o 

25 

mmmi (27) 
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4- (2-i;pi^;i/T^y^^;i/T^^) -2- (4-rntr;n^^»j$p> 

-i-'f;v) bri;^$^> 

MS(m/z) : 292(M + H)* ; 

HPLC ^j^^^ (^) : 3.89 ; HPLC : B o 

5 

mmmi (2 8) 

2- (4-::r5=-;n:f^^i^>- 1 -'T;!/) -4- (2-:^^5^;vt^>'ji5=- 

M S(m/z) : 307 (M + H)* ; 
Id HPLC^itBt^ (^) : 3.34 ; HPLC^# : Bo 

mmmi (29) 

4- (2 --y^^JlTK J ^^Jl^T 5, ^) -2 - (1, 2, 3, e-y^h'p 




MS(in/z) : 248 (M + H)* ; 

HPLC ^i^^F^ i^) : 3.25 ; HPLC : B o 



mmm i ( 3 o ) 

20 4- (2-i?^5^;i/T^>'ai5=-;i/T^y) -2- (3, 5 -S^p<^;i/l^^U 
MS(m/z) : 278(M + H)*; 
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HPLC i^) : 3.67 ; HPLC : Bo 

mmmi o d 

5 — f;v) 

TLC : Rf 0.41 D D/i^;VA : p< ^ ^ — ;V : 2 8 %T>-=E-T7K= 8 0 : 
10:1); 

N M R (DMSO-dfi) : 6 7. 65 (bid, J = 5.7 Hz, IH), 6.72 (br, IH), 5.68 (d, J = 5.7 Hz, 
IH), 3.61 (m, 4H), 3.30 (m, 2H), 2.36 (t, J = 6.9 Hz, 2H), 2.15 (s, 6H), 1.65 (m, 4H), 
10 1.44(m,4H)o 

HJBl^ail (32) 

2- (3-s^p<f^;i/T^y:rDif;i/T^y) -4 -trn u^^y tru 

TLC : Rf 0.19 (^nD7^;i/A : ;V : 2 8 ::iT;dC= 8 0 : 

15 10:1); 

N M R (DMSO-de) :6 1.60 (m, 2H), 1.87 (m, 4H), 2.10 (s, 6H), 2.22 (t, J = 7.14 Hz, 
2H), 3.20 (m, 2H), 3.38 (m, 4H), 5.66 (d, J = 5.77 Hz, IH), 6.37 (m, IH), 7.70 (d, J = 
5.77Hz,lH)o 

20 ^^Jl (33) 

2- (3-$^p{^;vT^>'rnt;;vT^>^) -4-if^US^>'tfU 

TLC:Rf 0.28(i'nn/}^;i/A:p5^y— ;i/: 2 8%T>^— T7K=8 0 : 
10:1); 

i N M R(DMSO-d<i) : 6 1.46 (m, 4H), 1.60 (m, 4H), 2.11 (s, 6H), 2.22 (t, J = 7.14 Hz, 
25 2H), 3.18 (m, 2H), 3.49 (m, 4H), 5.95 (d, J = 6.04 Hz, IH), 6.41 (m, IH), 7.72 (d, J = 
6.04 Hz, lH)o 
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(34) 

1- 'f;i/) 

5 TLC :Rf 0.19 (^nD/^;i/A : — ;V : 2 8%T>^:=:T7jc= 8 0 : 
10:1); 

NMR(DMSO-d<;) : 6 1.44 (m, 4H), 1.61 (m, 6H), 2.09 (s, 6H), 2,21 (t, J = 7.14 Hz, 
2H), 3.18 (q, J = 6.59 Hz, 2H), 3.51 (m, 4H), 5.81 (d, J = 6.04 Hz, IH), 6.41 (m, IH), 
7.70(d,J = 6.04Hz, lH)o 

10 

HSIS^l (35) 

2- (2-S^;>?5^;i/T^>'^^;i/T^y') -4-t;DUi^>'l^U 

TLC : Rf 0.20 (^UU7t^)\/A 2 8%T>^— T7j<=8 0 : 

10:1); 

15 N M R(DMSO-d6) : 6 1.87 (m, 4H), 2.15 (s, 6H), 2.36 (t, J = 6.73 Hz, 2H), 3.35 (m, 
6H), 5.68 (d, J = 5.77 Hz, IH), 6.14 (m, IH), 7.71 (d, J = 5.77 Hz, lH)o 

IIJS091 (36) 

2- (2-i?p<^;i/T^yji^;Vr^y') -6 -p«5=';i/-4- (7^— tb'D 

20 1— r;i/) i^u^i^v 

TLC : Rf 0.30 (^nn:ijN;VA : b U ^ > = 8 0 : 

10:1); 

N M R (DMSO-de) : (5 1.45 (m, 4H), 1.67 (m, 4H), 2.05 (s, 3H), 2.19 (s, 6H), 2.41 (t, 
J = 6.90 Hz, 2H), 3.29 (m, 2H), 3.65 (m, 4H), 5.73 (s, IH), 6.15 (m, lH)o 

^JS^^lJl (3 7) 
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2- (2-^p<^;i/T^y:c5^;i/T^^) -5-^^;V-4- th'P 

TLC:Rf 0.32 (<:7^D;J^;l/A : ;v : h U ^ >= 8 0 : 

10:1); 

5 N M R (DMSO-dfi) : (5 1.47 (m, 4H), 1.69 (m, 4H), 2.08 (s, 3tt), 2.14 (s, 61^, 2.34 (t, 
J = 6.60 Hz, 2H), 3.25 (td, J = 6.60, 6.00 Hz, 2H), 3.60 (t, J = 6.00 Hz, 4H), 6.00 (m, 
lH),7.52(s,lH)o 

HJIB^JI (3 8) 

10 2- (i-^>5^;nf^>;>:^>-4— f;i/T^y) -4- (^'i—b KnTH? 
tr>- 1 — r;v) tru 

TLC:Rf 0.52 (^nn7ix;i/A:^^5^y— 2 8 %T>^-T7j<= 8 0 : 
10:1); 

N M R (DMSO-dfi, 363.1K) : (5 1.49 (m, 61^, 1.68 (m, 4H), 1.87 (m, 2H), 2.07 (td, J 
15 = 11.47, 2.61 Hz, 2H), 2.77 (m, 2H), 3.46 (s, 2H), 3.54 (t, J = 6.00 Hz, 4H), 3.66 (m, 
IH), 5.74 (m, IH), 5.82 (d, J = 6.04 Hz, IH), 7.25 (m, 5H), 7.72 (d, J = 6.04 Hz, lH)o 

IISS0IJ1 (3 9) 

2- (2 y 3i5^;i/T^>') -4- (yi— t: KnT-tf tr>- 1 --r 
20 ;i/) tfu^s^> 

TLC :Rf 0.41 (^nDJtx;^^:^^^— ;i/: 2 8%T>^-T7K=8 0 : 
10:1); 

NMR(DMSO-d6) : 6 1.45 (m, 4H), 1.68 (m, 4H), 2.38 (m, 6H), 3.30 (q, J = 6.00 
Hz, 2H), 3.57 (m, 8H), 5.83 (d, J = 5.70 Hz, IH), 6.19 (m, IH), 7.71 (d, J = 5.70 Hz, 
25 lH)o 
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mmmi (4o) 

TLC:Rf 0.23(^DD/i%;VA:pt^>'— 2 8%T>^— T7j<=8 0 : 
5 10:1); 

NMR(DMSO-d6, 363.1K) : d 1.51 (m, 4H), 1.74 (m, 8H), 2.69 (m, 4H), 2.75 (t, J 
= 6.60 Hz, 2H), 3.42 (m, 2H), 3.56 (m, 4H), 5.86 (d, J = 6.00 Hz, IH), 5.99 (m, IH), 
7.73(d,J = 6.00Hz, lH)o 

Id mmmi (4 d 

2- (2-T5>'3i^;i/T^>') -4- (/I— b b*DT-iftr>- 1 — Y^V) 

tru • — 

^m&B^ : illJ^ 100.102°C ; 

TLC :Rf 0.16(^nD7j>;VA i^^^'— ;V: 2 8%T>^-T7jC=8 0 : 
15 10:1); 

N MR(CD30D) : 6 1.61 (m, 4H), 1.85 (m, 4H), 3.22 (t, J = 6.00 Hz, 2H), 3.70 (m, 
2H), 3.75 (t, J = 6.00 Hz, 2H), 3.93 (m, 2H), 6.44 (d, J = 7.70 Hz, IH), 7.72 (d, J = 
7.70 Hz, lH)o 

20 ||»J1 (4 2) 

(±) -2- [(IR*, 2R*) -2-T^yS^^n's:api/;i/T^y] -4- 

KDTHfifv- i-^;i/) try^5^> 
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NH2 



TLC : Rf 0.23 U U^JV A ^^—JV : 2 8%T>^-T7jC=8 0 : 
10:1); 

NMR(DMSO-d6) : 6 1.11 (m, 4H), 1.45 (m, 4H), 1.62 (m, 6H), 1.81 (m, IH), 1.97 
5 (m, IH), 3.37 (m, 6H), 5.82 (d, J = 5.80 Hz, IH), 6.19 (m, IH), 7.70 (d, J = 5.80 Hz, 
lH)o 

^»J1 (4 3) 

(±) -2- [(IS*, 2R*) -2-T^yi^^D^:ap>>;vr^y] -4- 
10 (>'1— t KPTHftfV- i-^;v) IfU 



TLC :Rf 0.19 (^nn/}x;i/A 2 8%T>*— T7jc=8 0 : 

10:1); 

NMR(DMSO-d<i) : 6 1.25 (m, 2H), 1.47 (m, lOH), 1.68 (m, 4H), 2.96 (m, IH), 
15 3.37 (m, 4H), 3.73 (m, IH), 5.83 (d, J = 5.8 0 Hz, IH), 5.91 (m, IH), 7.71 (d, J = 5.80 
Hz,lH)o 




NH2 
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mmi (4 4) 

TLC : Rf 0.50 i^UU:^)]/A 2 8%r>^— T7j<=8 0 : 

5 10:1); 

NMR(DMSO-d6, 373.1K) : (5 1.37 (m, 6H), 1.60 (m, 2H), 1.80 (m, 5H), 2.62 (s, 
6H), 2.84 (m, IH), 2.98 (m, 2H), 3.54 (m, 2H), 4.16 (m, IH), 436 (m, IH), 6.08 (d, J 
= 6.32 Hz, IH), 6.74 (m, IH), 7.77 (d, J = 632 Hz, IB^o 

lb mmmi (45) 

4- (4-T-fe^;i/tr^^^>- ;V) -2 - (2-i?;<5=-;i/T^>'J^ 

^;i/T^>') i^u^i^> 

TLC :Rf 0.40 (^un4^;i/A : 2 8%T>^^T7k=8 0 : 

10:1) 

15 N M R (DMSO-de) : 6 2.02 (s, 3H), 234 (s, 6H), 2.87 (t, J = 6.32 Hz, 2H), 3.40 (m, 
lOH), 6.09 (d, J = 6.04 Hz, IH), 6.64 (m, IH), 7.83 (d, J = 6.04 Hz, lH)o 

mmmi (4 6) 

2- (2 J^5=-;i/7'^>') -4- (3-^5^;H^^Ui^>- 
20 t^ij 

TLC : Rf 0.50 (tJ?DDJ^;i/A : p^i^^y— ;V: 2 8%T>^^TzfC=8 0 : 
10:1); 

NMR(DMSO-d<5) : 6 0.86 (d, J = 6.60 Hz, 31^, 1.14 (m, IH), 1.34 (m, IH), 1.48 
(m, IH), 1.62 (m, IH), 1.78 (m, IH), 2.14 (s, 6H), 2.34 (t, J = 6.90 Hz, 2H), 2.44 (m, 
25 IH), 2.76 (m, IH), 3.27 (m, 2H), 4.16 (m, 2H), 5.98 (d, J = 5.80 Hz, IH), 6.20 (m, 
IH), 7.73 (d, J = 5.80 Hz, lH)o 
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mmmi (47) 

-1— r;v) tf»; ^:^> • — jg^^ 

5 TLC:Rf 0.60 (i7DD5t^;i/A : pi^y— ;H 2 8 %T>^:::^TzfC= 8 0 : 
10:1); 

N M R(CD30D) : 6 1.65 (m, 4H), 1.90 (m, 4H), 3.21 (t, J = 6.00 Hz, 2H), 3.73 (t, J 
= 6.00 Hz, 2H), 4.11 (m, 4H), 8.06 (s, lH)o 

10 2 



2, 4-S^^D^dp:^ylJ> (l.Og) CD7^b^fcKD7^> (1 OmL) 
mmz^K^-r\>V:r.^)VT^> (2.imL) 4i3<kt;^^'?— t HnT-lf (0.745 
15 mL) ^m^. m^^^Wt^ 1 ^^mifbfeo SiiSM-^t-^K ( 2 O mD 

^iisbfco a«i**S'fb^^i/>t!3iiijftaibfco ^nm^ma-ki^ 
i^3u^;i^ai--y^jvm^mm (i 0 : i) -^m^h. &.-r<Dm^m^mir^m 

mit^m (9 9 Img) *#fco 
20 T L C : R f 0.31 : i^^3i5^;i/= 3:1); M S(m/z) : 264, 262 

(M + H)* ; 

HPLC^it^^ (^) 3.34 ; HPLC#|# : Ao 
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2- (2-i^3:-^)}/T^y^^)Vr^y) -4- (/I— t KnT-i? tr>- 1 



0mm2'^mmhtz^h^ (soomg) (D2-ynj^y-)v (smD 

N , N - J? 1/ ^ > (0.49m L ) ^^P^^ ^l-^tF* 8 0 "XJ 

b 7 — : — : h U ^ >= 1 0 : 1 : 0 

10 ->1 0 : 1 : 0.3) ^?*tMb^ mT®i^14#L<fe^1-S*^W'fbi-^ (2 6 7m 

g) ^t#feo 

TLC:Rf 0.43 (^nD7^;i/A 2 8 %T>^-TzK= 8 0 : 

10:1); 

NMR(CDa3) : 6 7.80 (d, J = 7.5 Hz, IH), 7.45 (m, 2H), 6.98 (m, IH), 5.26 (br, 
15 IH), 3.87 (m, 4H), 3.53 (m, 2H), 2.66 (t, J = 6.3 Hz, 2H), 2.58 (q, J = 6.9 Hz, 4H), 
1.97 (m, 4B^, 1.66 (m, 4H), 1.04 (t, J = 6.9 Hz, 6H) ; MS (m/z) : 342 (M + H)*, 
171 ; 

HPJX UWV^m (^) : 2.96 min. ; HPLC ^{^t^ : Ao 
iO |ISE«?lJ2 (1) -'IISSl«i«J2 (9 5) 




151 



wo 2004/052862 



PCT/JP2003/015718 



^^^02 (1) 

2- [2- [N, N-tr;^ (2-t: HndF-S/ai^;i/) T^^] 

5 HPLC filJ^I^^ (^) : 2.78 ; M S (m/z) : 346 (M + E^*, 242 ; HPLC ^ft^ : 
Ao 

mSm2 (2) 

2- [3- (-r ^yy-;v- 7-nt:;i/T^y] -4-trnu$^y 
10 :3p:^v^y> 

HPLC ^j^l^^ (^) : 2.96 ; M S (m/z) : 323 (M + K^*, 215 ; HPLC : 
Ao 

mm2 (3) 

15 2- (2-^;i/5}>';yx.^;i/T^y) -4-trn>;i^y^±\/u> 

HPLC i^i^^P^ (:^) : 2.77 ; M S (m/z) : 328 (M + H)*, 242 ; HPLC : 
Ao 

II5£^J2 (4) 

20 2- [3- (2-^5^;vtr^Ui?>- 1 --f^v) rntr;vT^y] -4-i^ 

HPLC (:S-) : 2.98 ; M S(m/z) : 354 (M + H)* ; HPLC 0ki^ : Ao 

mmm2 (5) 

25 2- [2- [N, N-tr;^ (2-t KD:?rS^a^5^;V) 3i^;V7'^y] 
-4-l^^Ui^>'=3E^:^\/'J> 
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HPLC U^f^m (^) : 2.87 ; M S (m/z) : 719(2M + K)\ 360 (M +H)+ ; HPLC 

msm2 (6) 

5 2- [3- (>( ^v^J—)v-i — r;i/) rDtr;i/T^>'] -4-i^^i;e^y 

HPLC ^i^^^ (^) : 3.01 ; M S (m/z) : 337 (M + H)\ 229 ; HPLC ^# : 
Ao 

10 mmm2 (?) 

2- (2-^;i/3lxi;yai5^;VT^y) - 4 -e^U ^^^^ U > 

HPLC ^j^Nf^ (^) : 2.90 ; M S (m/z) : 342 (M + H)* ; HPLC : Ao 

mmm2 cs) 

15 2- (3-trDue^^7"Dbr;i/T^y) -4-tr^'; :3f-:^^/»; > 

HPLC ^i^^^ (^) : 2.98 ; M S (m/z) : 340 (M + H)*, 229 ; HPLC : 
Ao 

mmm2 o) 

20 2- [2- (l-;><^;H^nUi^>-2-'1';i/) :ii5=-;VT ^ y ] -4-l:f^ 

HPLC ^it^^ (^) : 2.98 ; M S (m/z) : 340 (M + H)*, 170.5 ; HPLC : 
Ao 

25 mm2 (10) 

2- (i-ai^;nfni;>:^>-2 — ( jv;>i.^jvtk^) -4-i^^Ui^y^ 
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HPLC U^mm (^) : 2.96 ; M S(m/z) : 340 (M + H)+ ; HPLC : Ao 

mmm2 (i d 

5 2- (2, 2-i^p<^;V-3 -S^;??^^;!/^^^^!^;!/^^^^) -4-l^'>?. 

HPLC ^i^^F^ : 3.00 ; M S (m/z) : 342 (M + H)* ; HPLC : Ao 

^5S^^SJ2 (1 2) 

10 2- (2 -i^;><^;vT^y tr;!/^^^) -4-}:^^Vi^y^i-^JV> 

HPLC ^i^^^ (^) : 2.94 ; M S(m/z) : 314 (M + H)* ; HPLC ^ft^ : Ao 

mmm2 (is) 

15 HPLC fti^^^ (^) : 2.94 ; M S(m/z) : 328 (M + H)+ ; HPLC^# : Ao 



IIM0I12 (14) 

2- (3-s^ai5=-;i/T^>'rnif;i/T^>') -4-tr^';s^>^^-^\/y > 

HPLC ^3^^^ (^) : 2.98 ; M S (m/z) : 342 (M + H)*, 314, 229 ; HPLC ^ 
20 # : Ao 

mmm2 (i 5) 

2- (3-^;i/3^>;>'rntf;i/7^>') -4-t!'^Ui^>'=3p:hy U > 
HPLC ^j^^K i^) : 2.96 ; M S (m/z) : 356 (M +H)\ 178.5 ; HPLC ^ft^ : 
25 Ao 
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(1 6) 

2- [3^ [N, N-t:::^ (2-11 Kn:^S/ai5^;i/) T^y] rDtf;i/T^ 

HPLC UW^M (^) : 2.92 ; M S (m/z) : 374 (M + H^*, 356, 314 ; HPLC ^ 
5 : Ao 

mmm2 (i?) 

HPLC ^it^^ (^) : 2.96 ; M S(m/z) : 314 (M + H)+ ; HPLC : Ao 

10 

mmm2 (18) 

HPLC ^it^® (^) : 2.92 ; M S(in/z) : 314 (M + H)* ; HPLC l^ff^ : Ao 

15 

mmm2 (19) 

2- [3- (2-p<^;i/tr^ys^>- l->r;i/) yuy^ji/T^yl -4-tf 

HPLC iSi^BtF^ (^) : 3.03 ; M S (m/z) : 368 (M + H)*, 229 ; HPLC : 
20 Ao 

llifai^J2 (2 0) 

2- [2- [N, N-tr;:^ (2-tl KD:^S/3i5^;1/) 

-4- (/I— b h-DT-tftr>- 1 — r;i/) :^r±\/';> 

25 HPLC fti^^S(^): 2.90; M S (m/z) : 747 (2M + H)*, 374 (M + H)* ; HPLC 
: Ao 
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mmm2 (2 d 

2- [3- K^'J—)v-i--()v) yu}^j]/T^^'] -4- (/I— th- 
5 HPLC i^) : 3.09 ; M S (m/z) : 351 (M + H)* ; HPLC 0ki^ : Ao 
IIJte«»J2 (2 2) 

2- (2-^;i/7^U>'ai5^;VT^y) -4- (^'l—t ^•DT^f tf>- l ->f 

IQ HPLC ^J^^P^C:^): 2.96; M S (m/z) : 711 (2M + H)*, 356 (M + H)* ; HPLC 
Ao 

IIJ1^J2 (2 3) 

2- (3-1^0 >;i^>'rDtr;i/T^y) -4- Oi— e KoT-etrv- i - 
15 ^^^^/y^- 

HPLC ^Si^^F^ i^) : 3.05 ; M S (m/z) : 354 (M + H)* ; HPLC ^{^t^ : Ao 

mmm2 (24) 

2- [2- (i-^5^;i/i^Di;i;>-2--f;i/) 3i^;i/T^y] -4- (/^ 

20 — t KDT^fl^V- 1 --f ;i/) dF-:J-^^U> 

HPIC fiSi^^K (^) : 3.03 ; M S (m/z) : 707 (2M + H)+, 354 (M + Kf; HPLC 
Ao 

mmm2 (25) 

25 2- (l-aL5^;H:fDUS^>-2-- r;i/p(^;i/T^y) -4- (/1-b 
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HPLC ^5^^^ (^) : 3.03 ; M S (m/z) : 354 (M + H)+ ; HPLC : Ao 

mmm2 (2 6) 

2- (2, 2-i^pi5^;i/-3-S^;^^;i/T^y:rnt;VT^^) -4- 0^ 
HPLC : 3.05 ; M S (m/z) : 711 (2M + H)\ 356 (M + H)* ; HPLC 

^^J2 (27) 

10 2- (2 -:^p<5=-;vT^>'rPif;i/T^>') -4- (^1— t KnT-if l^>-- 
HPLC ^^^^^ : 3.01 ; M S(m/z) : 328 (M + H)* ; HPLC : Ao 

mmm2 (2 8) 

15 2- (3-s^x.^;i/T^y:rnbr;i/T^>') -4- (/i— n ^nr-if tr^- 
HPLC ^it^^ (^) : 3.05 ; MS (m/z) : 356 (M +H)* ; HPLC 0ki^ : Ao 
IISS^?!I2 (2 9) 

20 2- (3-^;v3^uy yDtr;i/T^y) -4- (/i— t KDT-if 1 - 

HPLC iSi^^P^ (^) : 3.00 ; M S(m/z) : 370 (M + H)* ; HPLC : Ao 
(30) 

25 2- [3- [N, N-tr:;^ (2-t h-D:^S/Jt^;i/) T^y'] rDt:;i/T^ 
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HPLC ^j^^^ (^) : 2.96 ; M S (m/z) : 388(M + H)* ; HPLC : Ao 

mm2 (3 1) 

5 T-iftr>- l->f;i/) ^±'JV> 

HPLC ^j^^^ (^) : 2.98 ; M S (m/z) : 328 (M + H)* ; HPLC : Ao 
mm2 (32) 

2- [3- (2 -^5^;nf-^<;i^>- 1 --f;i/) rDt^;vT^y] -4- (/i 
10 — t l^nT-iftf >- 1 --f;!/) ^:^yu> 

HPLC ^j^^^ (^) : 3.11 ; M S (m/z) : 382 (M + H)*, 243 ; HPLC : 
Ao 

IISig«?!l2 (33) 

15 2- (2-i^^5=-;VT^yj^^;VT^>') - 4 -tTD U U > 

HPLC ^i^^^ : 2.83 ; MS (m/z) : 286 (M + H)*, 241 ; HPLC : 
Ao 

ll»J2 (3 4) 

20 2- (2-l^DUi^y j::5=-;i'7^>') - 4 - l^n >J U > 

HPLC i^) : 3.11 J M S (m/z) : 312 (M + H^*, 241 ; HPLC : 

Ao 

mmm2 (3 5) 

25 2- (3-brn ue^y rDif;^^^^) -4~trnU5^>'^:^\/»J> 

HPLC U^mm (0) : 2.89 ; M S (m/z) : 326 (M + H)*, 215 ; HPLC : 
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j2 (3 6) 

5 HPLC U^mm (^) : 2.90 ; M S(ni/z) : 326 (M + H)* ; HPLC ^f^^ : A, 



2 (37) 

2- (2- (i-^^;nfD 2 --f;i/) -4-trn 

10 HPLC ^i^^^(^): 2.90; M S (m/z) : 651 (2M + H)*, 326 (M + H)+ ; HPLC 
mm2 (3 8) 

2- (1 -x.^;vtrD u$^>- 2 — r ^ y ) -4-ifDU^>'^ 

15 V > 

HPLC iSi^^^ : 2.89 ; M S (m/z) : 326 (M + H)* ; HPLC : Ao 



2 (3 9) 

2- (2, 2-e^p<5^;i/-3-i;^^^;i/7'5:y rDif;!/?'^^) -4-i^n 
20 ';i^>'=ap:^\/U > 

HPLC ^i^^® (^) : 2.94 ; M S (m/z) : 328 (M + H)* ; HPLC 0ki^ : Ao 

II5£^J2 (4 0) 

2- (2-s^p<^;i/T^>'rDtr;i/T^y) -4-t:D U5^>':3E^:^^/u> 

25 HPLC ^jt^P^ (^) : 2.89 ; M S (m/z) : 300 (M + H)\ 150.5 ; HPLC : 
Ao 
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mmm2 (4 1) 

HPLC ^m^m (^) : 2.89 ; M S (m/z) : 314 (M + H)*, 241 ; HPLC : 



mmm2 (42) 

HPLC ^i^^^ i^) : 2.92 ; M S (m/z) : 328 (M + H)* ; HPLC : Ao 

10 

m^m2 (43) 

2- (3-^;V7!t>;yrnif;i/T^>') -4-tfn';i^^=3ji^\;';> 
HPLC <S}$^^ : 2.89 ; M S (m/z) : 342 (M + H)* ; HPLC : Ao 

15 mmm2 (44) 

2- [3- [N, N-br>^ (2-t h-D:^i/ai^;i/) T^^] rDl^;VT^ 

^3 -4-tf^l;$;y:^:^l;u> 



HPLC ^it^P^ (^) : 2.89 ; M S(m/z) : 360 (M + 1^* ; HPLC Ifeft^ : Ao 

20 

mmm2 (45) 



5 Ao 
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2- (3-t^^^)VTK^yu\^)VT^>^) -4-trnU$^>'^:?-\/y > 
HPLC ^1^^^ i^) : 2.89 ; M S (m/z) : 300 (M + JI)\ 255 ; HPIjC ^ft^ : 
Ao 

5 ll5tg^J2 (4 6) 

HPLC ^^^^^ i^) : 2.87 ; M S (m/z) : 300 (M + H)+ ; HPLC : Ao 
10 1111002 (4 7) 

2- (i-^^;vtfD«j>:^>-2->f;i/p<^;vT^^) -4-trDy$;y:?p 

HPLC ^^^^^ (^) : 2.91 ; M S (m/z) : 312 (M + H)* ; HPLC : Ao 

15 mmm2 (4 8) 

2- [2- [N, N-b:x (2-t Kn^->a^5^;v) T^^] J^^;VT^y] 

-4- (/I— t ]«nT\/^>>- i--r;i/) 

HPLC ^j^^K (^) : 3.00 ; M S (m/z) : 775 (2M + H)*, 388 (M + H)* ; HPLC 
: Ao 

20 

mmm2 (49) 

2- (2-trDU$^>'ai5=-;i/T^y) -4- (/I— t h-DTv^^/v- 1 --r 

HPLC ^i^^^ (^) : 3.02 ; MS (m/z) : 354 (M + H)* ; HPLC : Ao 

25 

mmm2 (so) 
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HPLC ^it^^ : 3.07 ; M S (m/z) : 729 (2M + H)^ 365 (M + H)+ ; HPLC 
0k^ : Ao 

5 

mmm2 (5 d 

2- (2--^;v7t?u^^5^;vT^y) -4- (y'l— b HDTyi/>- 1 — r 

HPLC (^) : 3.01 ; M S (m/z) : 739 (2M + H)\ 370 (M + H)+ ; HPLC 

JO ^{4^ : Ac 

mmm2 (52) 

2- (3-lfD U>:^yrDif;i/T^y) -4- b KDT^>^S/'>- 1 - 

15 HPLC U.^mm (^) : 3.11 ; M S (m/z) : 368 (M + H)*, 184.5 ; HPLC : 
Ao 

mmm2 (53) 

2- (2-b^DS;yai5^;i,T^y) -4- (^'i— h h*nT\/i^>- 1 --T 

20 ;v) ^i-^jvy 

HPLC (^) : 3.07 ; MS (m/z) : 368 (M + H)*, 184.5 ; HPLC : 

Ae 

mmm2 (54) 

25 2- [2- (l-^5^;vtrDU5^>-2->f;v) -4- (/1 
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HPLC^j^^K(^):3.09; M S (m/z) : 735 (2M + H)*, 368 (M + H)* ; HPLC 
: Ao 

mmm2 (55) 

5 2- (i-3i5=-;i/trDU5^>-2— r;v^^;i/T^>') -4- (^1— tHn 

T^Jiy>- ^i-^JV> 

HPLC ^i^^^ (^) : 3.09 ; M S (m/z) : 368 (M + H)*, 207 ; HPLC : 
Ao 

10 mmm2 (5 6) 

2- (3-i?;>?^;vT^y-2, 2-i^^^;i/rDt;;i/T^>^) -4- (>'i 

HPLC ^j^^^ i^) : 3.11 ; M S (m/z) : 370 (M + H)* ; HPLC ^ : Ao 
15 mMm2 (5 7) 

2- (2-i^^5=-;i/T^y rDtf;vT^y) -4- (/I— b h♦^T^/i^>- 
HPLC (^) : 3.07 ; M S (m/z) : 342 (M + H)* ; HPLC ^ff^ : Ao 

20 mmm2 (5 8) 

2- (2-$;ai5=-;i/T^>':n^;i/T^^) -4- (Z"?— b KDTV^^V- 1 
HPLC (^9^) : 3.05 ; M S (m/z) : 356 (M + H)+ ; HPLC : Ao 

p mmm2 (59) 

2- (3-s^3i5^;i/T^y :rDb;i/T^y) -4- (>''^— b ^•^T^/^/>- 
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HPLC fiSif 1^^ (^) : 3.11 ; M S (m/z) : 370 (M + H)*, 185.5 ; HPLC : 
Ao 



5 mmm2 (eo) 

2- (3-^;v7f;uy 7'ntr;i/T^>') -4- t kdtv^5^>- l - 

HPLC (^) : 3.07 ; M S(m/z) : 384 (M + H)* ; HPLC : Ao 

10 mmm2 (6 d 

2- [3- [N, N-t::^ (2-fc KDdpS^ji^;!/) T^^] rDtr;i/T^ 

y'] -4- (>'i— b KDTv^>>>- 1 — r;i/) ^±\/i;> 

HPLC ^Jt^^ (^) : 3.03 ; M S(m/z) : 402 (M + H)* ; HPLC : Ao 
15 mm2 (6 2) 

2- (3-s^p<5=-;i/T^yrDi^;i/T^y) -4- t ^*D7'^/i^>- 
l-^;^) ^±'JV> 

HPLC ^j^l^^ (^9-) : 3.07 ; M S (m/z) : 342 (M + H)*, 297 ; HPLC 0ki^ : 
Ao 

20 

^^J2 (6 3) 

2- (2 -i^^^^;^^^^- 1 y ) -4- bKn 
y^J-»- 1-^)1^) ^±'JV> 

HPLC ^It^^ (^) : 3.02 ; M S(m/z) : 342 (M + H)* ; HPLC : Ao 

25 

mmm2 (6 4) 
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2- [3- (2-p«^;i/tr^yi?>-i->f;i/) rDif;i/T^>'] -4- 0^ 

HPLC ^J^^P^ (iS-) : 3.14 ; M S (m/z) : 396 (M + H)+, 198.5 ; HPLC : 
Ao 



^0IJ2 (6 5) 

2- (1 -;»<5^;vtrDU5^>-2— r;i/^^;i/r^>') -4- b^n 

HPLC (tS^) : 3.07 ; M S (m/z) : 354 (M + H)+ ; HPLC ^{^|^ : Ao 

mmm2 (66) 

2- [2- [N, N-bX (2-b KD^>>zii5=-;V) T^y] a^^^;!/^^^] 
-4- O-Tlfbi^^D [3. 2. 2] ^i->-3—(JV) ^±^JV> 



H 

15 HPLC ^i^^^(:0'): 3.01; MS(m/z):799(2M + H)*,400(M + H)*; HPLC 
= ^#:Ao 

llite^J2 (6 7) 

2- (2-bDUS^>'ai5^;i/T^y) -4- ( 3 -Tlf bj/^ D [3. 2. 

20 2] y:h>-3— r;i/) ^:^\/y> 

,: HPLC UB^I^m (rS-) : 3.09 ; M S (m/z) : 366 (M + H)% 207 ; HPLC : 
Ao 



5 
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mmm2 (6 8) 

2- [3- (-f ^^y— l-'f;vT^>') rntf;i/] -4- (3-Tlf 
br$/^n [3. 2. 2] ^i->-3-^)\^) ^±^JV> 
5 HPLC ftj^^Fl^ (^) : 3.11 ; MS(ni/z) :753 (2M + H)+,377(M + H)*; HPLC 
: Ao 



llj^^J2 (6 9) 

2- (2-^;i/>}NUy j:5^;1/T^>') -4- (3-Tifl^S^<j7n [3. 2. 
10 2] >'±>-3->f;V) ^±'JV> 

HPLC ^i^^S (^) : 3.05 ; M S (m/z) : 763(2M + H)*, 382 (M + H)* ; HPLC 
: Ao 



15 2- (3-l^nue^>'rntf;i/T^y) -4- (S-T-tPifi/^D [3. 2. 
2] ^i->-3—()]/) ^±'JV> 

HPLC ^it^^ (^) : 3.11 ; M S (m/z) : 380 (M + H)*, 190.5 ; HPLC 0ki^ : 
Ao 

20 mmm2 (? d 

2- (2-tr^Ui?yai5=-;i/T^>') -4- ( 3 -7"lf tTix^ in [3. 2. 
2] ^i->-3-^)V) ^i-'JV> 

HPLC ^^^F^ (^^9-) : 3.11 ; M S (m/z) : 380 (M + H)* ; HPLC : Ao 

25 mmm2 (? 2) 

2- [2- (i-p<^;i/t;Di;i^>-2--r;i/) -4- (3 
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-T-tftrS^^D [3. 2. 2] y^>-3_^;i/) 3f■i'^J^):y 

HPLC «i^^F^ (^) : 3.11 ; M S (m/z) : 380 (M + H)* ; HPLC : Ao 

IUS«^2 (73) 

5 2- (l-ai5^;i/ifD>;$^>-2— f;pp{^;i/T^y) -4- (3-7"tft: 

i/^D [3. 2. 2] 3 --f;i/) ^i-^JV> 

HPLC m^mm i^) 3.11 ; M S (m/z) : 380 (M + H)* ; HPLC : Ao 

mmm2 (7 4) 

10 2- l3-^j^9-Ji'T^^-2y 2-l^/^^)\/y'U\^)\/T^J'\ -4- (3 

-TiftTi/^D [3. 2. 2] y:^>-3--r;v) 

HPLC ^^t^^ (^) : 3.14 ; M S (m/z) : 382 (M + H)* ; HPLC : Ao 
^^2 (7 5) 

15 2- (2-:^p«5^;i/T^y 7"Dtr;i/T^y') -4- (3-Tiftr5^^D [3. 
2. 2] >':^>-3— r;^) ^±'J^)> 

HPLC ^j^^^ (^) : 3.09 ; M S (m/z) : 354 (M + H)* ; HPLC : Ao 

mmm2 a 6) 

20 2- (2-i^3i^;i/T^y:n^;i/T^y) -4- (3-Tift:^>^D [3. 
2. 2] y:^>-3— f;v) 

HPLC ^i^^P^ (^) : 3.06 ; M S (m/z) : 368 (M + H)* ; HPLC : Ao 
^0!I2 (7 7) 

25 2- (3-i?a:5^;i/T^yrnb:;VT^y) -4- (3-T'!ftf->^D [3. 
2.2] >':^>- 3 --<;!/) :i^i-^JV> 
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HPLC (^) : 3.14 ; M S (m/z) : 382 (M + H)*, 191.5 ; HPLC ^ki'^ : 

Ao 

mm2 (7 8) 

5 2- O-^;!/^^';^^!^;!/^^^) -4- (3-T1ftrs^^n [3. 2. 
2] y:^>-3-^;l/) :^:^^7U> 

HPLC ^j^^^ (^) : 3.08 ; M S (m/z) : 791 (2M + H)\ 396 (M + H)* ; HPLC 
^fl^: Ao 

Id mmm2 (7 9) 

2- [3- [N, N-t:;;^ (2-b:Hn:^$^3i^;i/) T^y] 7*di^;i/T^ 
-4- (3-T-tfb:>>^7n [3. 2. 2] y±>-3-'r;i/) 

HPLC (^) : 3.05 ; M S (m/z) : 414 (M + H)* ; HPLC mi^ : Ao 

15 

mmm2 (so) 

2- (3-i?p<5^;i/T^yrntf;i/T^^) - 4- (3-T1fh:s^^n [3. 
2. 2] >':^>-3->f;i/) ^±^JV> 

HPLC (:0-) : 3.09 ; M S (m/z) : 354 (M + H)* ; HPLC : Ao 

20 

mmm2 (s i) 

2- (2-i^:;i^;i/T^>^ - l-?^^J\/3:.^)\/T^y) -4- (3-T1fl^ 

S^^D [3. 2. 2] y:^>-3--f ;i/) :3p^\;u> 

HPLC Unmm (^) : 3.07 ; M S (m/z) : 354 (M + H)* ; HPLC ^ki'f- : Ao 

25 

^^J2 (8 2) 
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2- [3- (2-^^;H^^i;i?>-.l-^;i/) 7°Dtr;i/T5>'] -4- (3 

-Tift:>>^D [3. 2. 2] >':^>-3— r;i/) 

HPLC «jt^r^ : 3.18 ; M S (m/z) : 408 (M + H)* ; HPLC : Ao 

5 mmm2 (8 3) 

2- (i-^5^;i/ifDUi^>-2->r;v^^;vT$y) -4- (3-Tifif 

$/^n [3. 2. 2] ^i->-3-^;]/) ^±'JV> 

HPLC ^i^^^ (^) : 3.09 ; M S (m/z) : 731 (2M + H)*, 366 (M + H)* ; HPLC 

^{-^ : Ao 

10 

mm2 (8 4) 

2- (2-e^p?^;VT^yai^;i/T^^) -4-l^^Ui^y^:^y;> 

MS(ni/z) : 300 (M + H)* ; 

HPLC UWmm (^) : 3.83 ; HPLC : B o 

15 

mmm2 (ss) 

2- (2 -l^D iJJ^yai^^;^^^^) -4-tf^US^y^:^yU> 
NMR(DMSO-d6) : ^ 7.66 (d, J = 7.2 Hz, IH), 7,48 (m, IH), 7.30 (d, J = 8.4 Hz, 
IH), 7.04 (t, J = 7.2 Hz, IH), 6.51 (m, IH), 3.50 (m, 4H), 3.43 (m, 2H), 3.25 (m, 2H), 
20 3.15 (m, 2H), 2.57 (t, J = 6.9 Hz, 2H), 1.66 (m, lOH) ; 
MS(m/z) : 326 (M + H)*, 283 ; 
HPLC ^It^^ (^) : 4.16 ; HPLC : Bo 

mmm2 (8 6) 

2- (2-tf^ys^y3i5=-;i/T^y) -4-}:i^Vi^J^±'JV> 

N M R(DMSO-d6) : 7.66 (dd, J = 8.4, 0.9 Hz, IH), 7.49 (m, IH), 7.30 (d, J = 8.1 
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Hz, IH), 7.04 (t, J = 7.2 Hz, IH), 6.45 (m, IH), 3.40 (m, 4H), 3.43 (m, 2H), 2.45 (t, J 
= 7.2 Hz, 2H), 2.37 (m, 4H), 1.66 (m, 6H), 1.49 (m, 4H), 1.38 (m, 2H) ; 
MS(ni/z) : 340 (M + H)*; 
HPLC ^^P^ (tS-) : 4.16 ; HPLC : B o 

5 

mmm2 (s?) 

2- (2-tfnye;ya^^;i/T^>') -4- (/I— t b*DT-ifl^>- 1 — r 

NMR(DMSO-d6) : 6 7.81 (d, J = 8.4 Hz, IH), 7.44 (m, IH), 7.25 (d, J = 7.8 Hz, 
10 IH), 6.96 (t, J = 7.5 Hz, IH), 6.29 (m, IH), 3.81 (m, 4H), 3.39 (m, 2H), 2.56 (t, J = 
6.9 Hz, 2H), 2.37 (m, 4H), 1.86 (m, 4H), 1.67 (m, 4H), 136 (m, 4H) ; 
M S (m/z) : 340 (M + H)*, 215 ; 
HPLC U^mm i^) : 4.41 ; HPLC : B o 

^5 mmi2 (8 8) 

2- (2-l:f^Ui^>'a^5=-;i/T^y) -4- (^'n'— tl KDT-tf If >- 1 --Y 

NMR(DMSO-d6) : <5 7.81 (d, J = 8.4 Hz, IH), 7.44 (m, IH), 7.25 (d, J = 8.4 Hz, 
IH), 6.92 (t, J = 8.4 Hz, IH), 6.23 (m, IH), 3.86 (m, 4H), 3.38 (m, 2H), 2.43 (m, 2H), 
20 2.36 (m, 4H), 1.86 (m, 4H), 1.56 (m, 4H), 1.48 (m, 4H), 1.37 (m, 2H) ; 
MS(in/z) : 354 (M + H)*; 

HPLC -Ki^^F^ (:^) : 3.96 ; HPLC : B o 

mmm2 (8 9) 

?5 2- (3-i?p<^;i/T^>'rntr;i/r^y) -4- (/i— b ^•^T^?tr>- 
170 
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NMR(DMSO-d6) : 6 7.80 (d, J = 7.5 Hz, IH), 7.48 (m, IH), 7.24 (d, J = 7.8 Hz, 
IH), 6.95 (t, J = 7.5 Hz, IH), 6.49 (m, IH), 3.80 (m, 4H), 3.30 (m, 2H), 2.24 (t, J = 
6.9 Hz, 2H), 2.11 (s, 6H), 1.86 (m, 4H), 1.62 (m, 2H), 1.56 (m, 4H) ; 
MS(m/z) : 328 (M + H)* ; 
5 HPLC (^) : 2.96 ; HPLC : Ao 

mmm2 oo) 

10 NM R(DMSO-d<;) : 6 7.81 (d, J = 8.1 Hz, IH), 7.44 (t, J = 8.1 Hz, IH), 7.24 (d, J = 
8.1 Hz, IH), 6.96 (t, J = 8.1 Hz, IH), 6.57 (m, IH), 3.81 (m, 4H), 3.30 (m, 2H), 2.37 
(m, 2H), 2.21 (s, 6H), 1.86 (m, 4H), 1.56 (m, 4H), 1.50 (m, 4H) ; 
MS(in/z):342(M + H)*; 
HPLC mWmm (^) : 3.00 ; HPLC 0k^ : Ao 

15 

mmM2 (9 1) 

TLC : Rf 0.31 (^DD7t;;VA : ;V: 2 8 T7j<= 8 0 : 

20 1 0 : 1 ) ; 

NMR(DMSO-d6) : S 7.89 (d, J = 6.9 Hz, IH), 7.83 (t, J = 6.3 Hz, IH), 7.43 (dd, J 
= 8.4, 6.9 Hz, IH), 7.21 (d, J = 7.8 Hz, IH), 6.98 (dd, J = 8.4, 7.8 Hz, IH), 3.74 (t, J 
= 6.0 Hz, 4H), 3.57 (dt, J = 6.3, 6.3 Hz, 2H), 2.54 (t, J = 6.3 Hz, 2H), 2.22 (s, 6H), 
1.71 (m, 4H), 1.46 (m, 4H)o 

25 

ll2ffS^J2 (9 2) 
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TLC : Rf 0.14(^Dn7tN;i/A 2 8%T>^— T7jc=8 0 : 

10:1); 

5 N M R (DMSO-d6) : 7.81 (d, J = 8.4 Hz, IH), 7.43 (dd, J = 8.4, 7.2 Hz, IH), 7.25 
(d, J = 8.4 Hz, IH), 6.96 (dd, J = 8.4, 7.2 Hz, IH), 6.46 (br, IH), 3.79 (m, 4H), 3.29 
(m, 2H), 2.69 (t, J = 6.0 Hz, 2H), 1.85 (m, 4H), 1.56 (m, 4H)o 

^Ji^J2 (9 3) 

10 2- (2 -i^;><^;i/T^y3i5^;i/T^y) -4- (/I— t HnT^i^V- 1 

-'f;v) 

TLC :Rf 031 (^nD/f;;i/A i^^y'— ;V: 2 8%T>^— T7j<:= 8 0 : 
10:1); 

N M R (DMSO-d<j) : 6 1.61 (m, 6H), 1.90 (m, 4H), 2.60 (s, 6H), 2.98 (t, J = 6.18 Hz, 
15 2H), 3.65 (t, J = 6.18 Hz, 2H), 3.94 (m, 4H), 7.17 (m, IH), 7.42 (m, IH), 7.57 (m, 
IH), 7.96 (d, J = 8.24 Hz, lH)o 

mmm2 (94) 

4- (3-T1flfe/^n [3. 2. 2] y±>-3-'f;i/) -2 - (2-i^ 

TLC : Rf 0.34 n D/}^;i/A : ;^ ^ ^— ;V : 2 8%T>^— T*=8 0 : 
10:1); 

NMR(DMSO-d6) : 6 2.01 (m, lOH), 2.56 (s, 6H), 2.77 (t, J = 6.73 Hz, 2H), 3.74 
(m, 2H), 4.17 (m, 4H), 6.71 (m, IH), 7.37 (t, J = 8.1 Hz, IH), 7.65 (d, J = 8.1 Hz, 
?5 IH), 7.83 (t, J = 8.1 Hz, IH), 8.09 (d, J = 8.10 Hz, lH)o 
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mm2 (9 5) 

TLC :Rf 0.45 (iJ7nn7}>;i/A ;V: 2 8%T>^nT7jc=8 0 : 

5 10:1); 

N M R(DMSO-d6) : 6 1.56 (m, 4H), 1.85 (m, 4H), 2.16 (s, 6H), 2.39 (t, J = 6.87 Hz, 
2H), 3.37 (m, 2H), 3.80 (m, 4H), 6.23 (m, IH), 6.96 (m, IH), 7.25 (d, J = 8.24 Hz, 
IH), 7.44 (m, IH), 7.81 (d, J = 8.52 Hz, lH)o 

10 ##0(1 3 

2 - [1- (t-^h:^ps/5!j;i/5t?-;i/) tr n 2 ->f;i/p{^;i/T^>'] 

-4- (/I— b KDTHftr>- l--f;v) b>J^i^> 

TLC :Rf 0.45 D D:^;i/A : ^ ^ y — ;i/= 9 : 1 ) ; 
NMR(CDa3) : 6 7.65 (m, IH), 5.81 (d, J = 6.3 Hz, IH), 4.01 (m, IH), 3.52 (m, 
8H), 1.89 (m, 4H), 1.75 (m, 4H), 1.55 (m, 4H), 1.46 (s, 9H) ; 
M S (m/z) : 376 (M + H)*o 

20 

mmms 

2- (bD i;i?>-2--f -4- (v^^— b pnT-tf b>- 

mmms-vmrnvtaih^ (i.06g) k:^^^t9 5 % h u 7;i/:tDg^^jc^ 
25 (2 omL) ^in^, M-^^o'c-c2mmmi^vrzo Rmu-^^mm 
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;i/=9 : 1^^dD/}n;va : pt^y— ;V: 2 8%T>^~T;!k=8 0:10: 

1) -^mmv. ixroommm^mt^^^mm^h^ (ojig) ^mtco 

TLC :Rf 0.08 (^DD7t^;i/A :^^$'>'— ;i/: 2 8 :r7j<= 8 0 : 

10:1); 

5 NMR(CDa3) : 6 1.48 (m, 6H), 1.73 (m, 4H), 2.07 (m, 2H), 2.76 (m, 2H), 3.02 (m, 
2H), 3.14 (m, 2H), 3.55 (m, 3H), 3.89 (m, IH), 4.84 (d, J = 6.30 Hz, IH), 5.78 (d, J = 
6.30 Hz, IH), 7.79 (d, J = 6.30 Hz, IH) ; 
M S (FAB, Pos., Glycerin + m-NBA) (m/z) : 276 (M + H)*o 

Id mim4 

2- (i-^>i^;vtfD';j^>-3-'f;vT^^) -4- (^i— t h-nr-if 
1 T^ilibfeYb'^^ (4.oog) i: 1 -^>i^;i/- 3 -T^ y tf n y 

> (4.33g) ^9 0-c-e 1 e^^^bfeo s/iSM-^^^^^ $/U*y;i/ 

15 :*j^A^n x' b^^7-f — (S^^J^^;v :^:^1t>= 1 : 2-^^Dn;J^;VA : 
: 2 8%T>^-T7j<=8 0:10 : 0.6) "effiMU iikTom^ 

m^mr^mmih^ (4.85 g) :&#fco 

TLC :Rf 0.45 (^nD7}%;VA : pi^y— ;i/ : 2 8%T>^— TzK=8 0 : 
10:1); 

20 NMR(DMSO-d«) : 6 1.50 (m, 4H), 1.74 (m, 5H), 2.21 (m, IH), 2.60 (dd, J = 9.89, 
5.22 Hz, IH), 2.70 (m, IH), 2.83 (m, IH), 3.00 (dd, J = 9.89, 6.87 Hz, IH), 3.55 (m, 
4H), 3.78 (s, 2H), 4.33 (m, IH), 5.93 (d, J = 6.32 Hz, IH), 6.35 (m, IH), 7.31 (m, 
5H), 7.73 (d, J = 6.04 Hz, lH)o 

25 Il«l«?a5 

4- (71— fc KDT-ifif>- 1 --r;i/) -2- (t^Dij^^-s—f 



174 



wo 2004/052862 



PCT/JP2003/015718 



l|j6g«Sf!|4-C<^agbfc'fb'^ (4.5g) CD3i^^-;V (1 5 OmL) ^\Z.T 
;i/zf>^HmT7j<:^'fbM^i;«!7A (0.97 g) ^in;ts 7K^#a^Tc:®?l'^<^ 
$7 5'C*^4^^ji*^bfeo S/iSM^i^J^^^r^U 6jim5^S<^?^bfeo 

2 8%T>^-T7l<=8 0 : 1 0 : 0.5^8 0:10:1) "^mMU OT® 
^^14^£<fe^-rS*|g?B'fb-^ (2.96g) ^#:feo 

TLC:Rf 0.15(i'DD7^;VA:;^^y— ;V: 2 8%T>'^-T2K= 8 0 : 
10:1); 

10 N M R (DMSO-dfi) : 6 1.45 (m, 4H), 1.62 (m, 6H), 1.93 (m, IH), 2.66 (dd, J = 11.26, 
4.40 Hz, IH), ^76 (m, IH), 2.94 (m, 2H), 3.59 (m, 4H), 4.16 (m, IH), 5.85 (d, J = 
6.04 Hz, IH), 6.42 (m, IH), 7.72 (d, J = 6.04 Hz, lH)o 

15 2- (l-^>-:^;V3)-:¥e^3!3;V:^::^;H^^US^>-3— f;i/T^y) -4- 

1 •r^jibfe'fb'^ti (5.74g) 43<fct>* 1 

- 3 -T ^ tr^ U > (6.35g ) (Dm-^^ 9 0 'C-ri 6 bfeo S 

20 ^it>= 1 : 2-»ii7nD/^;i/A : pt^y— ;v : 2 8%T>^— T:?K=8 0 : 
1 0 :0.5) -CUtStU JJiLTcD^l^^t'fe^t-S^M^b^ (3.40g) *^fco 
TLC:Rf 0.68 n D7^;i/A : p« ^ ;!/ : 2 8 %7'>^— r7K= 8 0 : 
10:1) 

N M R(CDa3) : 6 1.40 (m, 2H), 1.55 (m, 4H), 1.69 (m, 4H), 2.05 (m, 2H), 3.05 (m, 
25 2H), 3.55 (m, 4H), 3.91 (m, IH), 4.12 (m, 2H), 4.73 (m, IH), 5.13 (s, 2H), 5.80 (d, J 
= 6.00 Hz, IH), 7.34 (m, 5H), 7.80 (d, J = 6.00 Hz, lH)o 
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2- (\^^Vi^>-3 — (JVT^y) -4- (>'1— t h'DTHf tr>- 1 — f 

5 0mL) ^:?S^3>''^^$^»i7A-^^ (l.Og) ^iD^^ 7j<^#H^T^g-^^ 

^-T:?K=8 0 : 1 0 : 0.5^8 0:10:1) T-)i»MU 
10 ^S:4^^gaYb^ (3.02g) ^mtco 

TLC : Rf 0.18 (^DD7^;VA :p?^y— ;V: 2 8%T>^-T7jc=8 0 : 
10:1); 

N M RCCDQa) : 6 1.48 (m, 6H), 1.73 (m, 4H), 2.07 (m, 2H), 2.76 (m, 2H), 3.02 (m, 
2H), 3.14 (m, 2H), 3.55 (m, 3H), 3.89 (m, IH), 4.84 (d, J = 6.30 Hz, IH), 5.78 (d, J = 
15 6.30 Hz, IH), 7.79 (d, J = 6.30 Hz, lH)o 

^«3I6 (1) 

4- (/'i—b KnT-if tr>- 1 --f ;v) -2- (tr^D i?>-4--r;vT^ 
y) t:u 

TLC :Rf 0.15 (^DD5^;i/A :;><^>'— 2 8%T>^~T7k=8 0 : 
10:1); 

N M R (DMSO-dfi) : (J 1.27 (m, 2H), 1.45 (m, 4H), 1.65 (m, 4H), 1.76 (m, 2H), 2.47 
25 (m, 2H), 2.92 (m, 2H), 3.63 (m, 5H), 5.81 (d, J = 6.04 Hz, IH), 6.19 (m, IH), 7.70 (d, 
J = 6.04Hz, lH)o 



176 



wo 2004/052862 



PCT/JP2003/015718 



2- [1- (3-;^5^;i/>^5^;V) \^UVi^>-2--^ )\/^^)]/T^y^2 -4 

5 mmmsx-mmi^tciij'^ (2oomg) ©i%i^M-N, n-^^^5=-;v 

OmL) id 3 -p<5^;v:r^:^— ;v (93.4m g) 43ckt>'hU 
T-fe h=^S>'7jcm<b5tc'^^:^ h U (4 6 2mg) ^m^. M^^MW^ 

ammmwvtcio ^m^m-^izmm (o^mD ^m^tco 

;v (smLxsEi) •^m^\^rc'ps-:^)v^^>mmm (T;i'Zfy-b 

10 ^tMs MffiS-^ 800287s nyh#-^ 00819s 1.43mm O l/g^ 2. 6 0 g) 

izm^f^o mm^^ y -;k 5 mL x a hd -t^^jfe^bfeo ^Jtic^ mm^ 5 % 
feo mm^iM.<h^^v> (lomL) izmtf'V. ^vt^Tymmm (T;i'rf 

— 800262. b#-^ .00814s 1.43mm o l/gs l.OOg) 
15 §An^s ^M-r 2^^SiS;$-frfeo KliS?S^53gU 5?^*^ii^bmT®i^ 
'l4^^^-r§2|s:^BJ<b-&tJ (8 5mg) <^f#fco 

TLC : Rf 0.43 (M^t^^Uy : ^ —Jl/ : 2 8%T>^— T7jc=8 0 : 
10:1); 

N M R(DMSO-d6, 373 K) : <5 0.79 (d, J = 6,60 Hz, 3H), 0.80 (m, J = 6.60 Hz, 3H), 
20 1.34 (m, 2H), 1.43 (m, 4H), 1.63 (m, 7H), 1.82 (m, 2H), 2.45 (m, 2H), 2.89 (m, 2H), 
3.16 (m, 2H), 3.42 (m, IH), 3.50 (t, J = 5.70 Hz, 4H), 5.83 (d, J = 6.20 Hz, IH), 6.02 
(m, IH), 7.66 (d, J = 6.20 Hz, IH) ; 

JJPLCU^mm {^) : 4.53 ; MS(m/z) : 346(M + H)* ; HPLC^# : Bo 

25 m^mi (1) '-'mmm7 (3 7 5) 
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mm 1 -^mmm 4 -^mmm 5 -^mm 7 ^ \t^mm 1 -^^mm 4 -^mmm 
5 mmmi (d 

2 - [1 - (4-p<^;i/^>$^;i/) i:fnUi?>-3--f - 4- 

— t KDT"ifi^>- 1 — r;v) 

TLC : Rf 034 (^UU'^)]/2^ : 2 8%T>^— T7j<=8 0 : 

10:1); 

10 NMR(CD30D) : 6 1.53 (m, 4H), 1.69 (m, 6H), 230 (s, 3H), 2.43 (dd, J = 10.03, 
5.08 Hz, IH), 2.57 (m, IH), 2.70 (m, IH), 2.92 (dd, J = 9.89, 7.14 Hz, IH), 3.61 (m, 
4H), 4.37 (m, IH), 4.86 (s, 2H), 5.90 (d, J = 6.32 Hz, IH), 7.16 (m, 4H), 7.65 (d, J = 
6.32Hz,lH)o 

15 ||JfE«?!I7 (2) 

2- [1- i3-?t. h^i^^>S^JV) }:iUVi^>-3-^)l^T^yl -4- 

KDT-iftr>- i-'T;!/) 

TLC : Rf 0.85 (^Dn7rN;VA : <>«^y— 2 8%T>^~TzK=8 0 : 
10:1); 

20 N M R (DMSO-de) : 6 1.43 (m, 4H), 1.68 (m, 6H), 2.10 (m, IH), 2.28 (dd, J = 934, 
5.49 Hz, IH), 2.48 (m, IH), 2.79 (t, J = 8.10 Hz, IH), 3.33 (s, 3H), 331 (m, 4H), 
3.71 (s, 2H), 4.21 (m, IH), 5.81 (m, IH), 6.44 (s, IH), 6.81 (m, 3H), 7.19 (m, IH), 
7.69 (m, lH)o 

25 ||J(6*?>J7 (3) 

2- (l-^'^D^:3p^;i/p{5^;n^nUi^>-3--f;i/T^y) -4- (/i 
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TLC:Rf 0.77 (^DD7}%;VA : 2 8 %T>^^T2K= 8 0 : 

10:1); 

NMR(DMSO-d6, 373.1K) : 6 0.94 (m, 2H), 1.20 (m, 1.46 (m, 5H), 1.67 (m, 
5 lOH), 2.10 (m, IH), 2.24 (m, 2H), 2.37 (dd, J = 9.34, 5.22 Hz, IH), 2.48 (m, IH), 
2.59 (m, IH), 2.80 (dd, J = 9.07, 6.87 Hz, IH), 3.56 (t, J = 6.00 Hz, 4H), 4.26 (m, 
IH), 5.77 (m, IH), 5.84 (d, J = 6.04 Hz, IH), 7.72 (d, J = 6.04 Hz, lH)o 

mmmi (4) 

10 2- [(3S) - l-^vy'^)V\^UVZ^>-3-^J\^T^^l -4 - (/I— 

t KnTHftrv- 1 -'f ;i/) tf»;5^> 

TLC : Rf 0.70 (^nD/J^;i/A : ^^^y—;!/: 2 8%T>^— T7j<= 8 0 : 
10:1); 

NMR(DMSO-d6) : 6 0.84 (d, J = 6.59 Hz, 6H), 1.44 (m, 4H), 1.62 (m, 5H), 2.09 
15 (m, 4H), 2.25 (dd, J = 9.34, 5.49 Hz, IH), 2.45 (m, 2H), 2.77 (t, J = 9.00 Hz, IH), 
3.38 (m, 4H), 4.19 (m, IH), 5.83 (d, J = 6.04 Hz, IH), 6.37 (m, IH), 7.71 (d, J = 6.04 
Hz,lH)o 

HM^JT (5) 

20 2- [(3R) - l-'f V:r5=-;i/l:fDU$^>-3-'f;VT^>'] - 4- O^— 

fc HDTH?i^>- 1 ->r;i/) tr»;^s^> 

TLC : Rf 0.70 (^^D7^^;l/A : pi^y— 2 8%T>^~T7K=8 0 : 
10:1); 

NMR(DMSO-d6) : (J 0.84 (d, J = 6.59 Hz, 6H), 1.44 (m, 4H), 1.62 (m, 5H), 2.09 
25 (m, 4H), 2.25 (dd, J = 9.34, 5.49 Hz, IH), 2.45 (m, 2H), 2.77 (t, J = 9.00 Hz, IH), 
3.38 (m, 4H), 4.19 (m, IH), 5.83 (d, J = 6.04 Hz, IH), 637 (m, IH), 7.71 (d, J = 6.04 
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Hz,lH)o 

mmi (6) 

2- [1- (2, 4, Q-hV ^ h^i^^>i^)]^) 3--( JVT 

5 ^y] -4- (^'i— b h'DT-if tr>- 1 --r;i/) tru^s^> 

HPLC ^it^^ (^S-) : 4.13 ; M S (m/z) : 911 (2M + H)*, 456 (M + H)* ; HPLC 
^f^: Bo 

^^^07 (7) 

10 2- [1- (3-S/'Ty^>i^;V) l^^>JS^>-3--f;i/T^y] -4- 

HPLC fi^^^(^): 3.94; MS(m/z):781(2M + H)*,391(M + H)+; HPLC 

0k^: Bo 

15 |IJ£«?IJ7 (8) 

2- [1- (3-^^;v::/5^;i/) i^^Ui^>-3 — r;i/T^y] -4- 

HPLC ^j^^^ (^) : 4.34 ; M S(m/z) : 346 (M + H)* ; HPLC : Bo 

20 IIJi6^J7 (9) 

2 - [1- i2-:^j]/^^iy^^J)y:t^i^^>i^)V) b^i; 3 --f ;v 
T^y] -4- (>'l— t h*OT-lfb>- 1 bU^S^> 
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H 

HPLC UWmr^ (^) : 3.04 ; MS (m/z) : 879 (2M + H)*, 440 (M + H)* ; HPLC 
Bo 

5 mm.m7 (i o) 

HPLC ^i^^FJ (^) : 4.20 ; MS (m/z) : 817 (2M + H)*, 409 (M + H)*, 134 ; 
HPIjC^# : Bo 

10 

^»J7 (1 1) 

2 - [1- (3 t:^u^:^>-3-'i';vT^y] -4 

HPLC ^j^^® : 4.50 ; M S (m/z) : 915 (2M + H)*, 458 (M + H)* ; HPLC 
15 : Bo 

HJfifJT (12) 

2- (l-*;i/3lf:^5^;><^;H^^Ui^>-3--f;i/r^x^) -4- (^l— t 
20 HPLC ^i^^®(i9-): 2.81; MS(m/z):667(2M + H)*,334(M + H)*; HPIX 
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mmm7 (13) 

2- [1- (t/^uyu\f)^/;<^)]/) tf^y j?>-3->f ;i/7'^y'] -4- 

HPLC ^it^^ (^) : 3.98 ; M S (m/z) : 659 (2M + H)*, 330 (M + H)* ; HPLC 
5 0k^:Bo 

mmm7 (i4) 

10 HPLC ^J^^F^ : 3.93 ; M S(in/2) : 364 (M + H)* ; HPLC : B o 

mmi (15) 

2 - [1- (dpy y>-2--r;v^5^;i/) bf^Ui^>-3->f ^vt^^] - 
4- (/I— t h*DT-iftr>- 1 — r;i/) 

15 HPLC fi^it^^C^): 3.92; M S (m/z) : 833 (2M + H)+, 417 (M + H)* ; HPLC 
^i^ : Bo 

^«?>I7 (16) 

2 - [1- [(Z) -y=tl-4-:z.-)\,2 If^V-yy-S-'i JVT^yl -4 
20 - (/1~b KDT"ifl^>- 1 -'r;V) bU^i^V 

HPLC ^j^^^ (^) : 3.53 ; M S (m/z) : 827 (2M + H)*, 414 (M + H)*, 207.5 ; 
HPLC^ff^ : Ao 

mmmi (i?) 

25 2- [1- (3-7ai~;vrDb;v) tr^>js^>-3 -'r;vT^>'] -4- 
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HPLC^i^^^(^):4.34; M S (m/z) : 787 (2M + 1^*, 394 (M + H)* ; HPLC 

mmmi (18) 

5 2- (1 -::^^;vi^^Ui>>-3— r;vT^>>) -4- (71— t h-DT-^v; 
>-i--f;i/) i^u^e^> 

HPLC #J^^^ : 4.23 ; M S(m/z) : 332 (M + H)+ ; HPIX: : Bo 

mmmi (i 9) 

10 2- (1 -^>i^;vt:^us^>-3 — ni/T^y) -4- (^'i—t h-DT-tf 
if>-i->f;v) ifu ^$^> 

HPLC ^it^^ (iS-) : 4.13 ; MS(m/z) :731 (2M + H)*,366(M + H)*; HPLC 

15 mmmi (20) 

2- [1- C(E) -3- (4-s^^5^;vT^y :7a:-;i/) - 2 -:rD^-;i/] 
tf^i;i^>-3 — r;i/T^y] -4- (.^i— t.KnT-^br>-i--r;i') 

HPLC ^i^^P^ : 4.36 ; M S (m/z) : 869 (2M + H)\ 435 (M + H)*, 160 ; 
20 HPLCM^#:Bo 

lUS^J? (2 1) 

2- [1- [(E) - 3- (2-7U;V) -2-rD^— tf^Ui^>-3 

— r;v7^>'] -4- (^'i— t KDT^ftr>- 1 -'r;v) 

25 HPLC (^) : 4.03; MS(n]/z):763(2M + H)*,382(M + H)*; HPLC 

Bo 
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mmmi (22) 

2 - [1- (3-\iYu^iy^yi^jv) l^^US^>-3 -'f;i/7'^y] -4 
- (^'i— b KnTHftrv- 1 — 
5 HPLC^i^^^(^):3.43; MS(in/z):763 (2M + H)*,382(M + H)*; HPLC 
0m: Bo 

mmm7 (23) 

2 - [1- (2-b KD:ap->^V-:;;V) Vf^U 3 --f^VT^ y ] -4 

HPLC ^i^Nf ^ (^) : 4.11 ; M S (m/z) : 763 (2M + H)*, 382 (M + H)* ; HPLC 
: Bo 

mmmi (2 4) 

3L5 2 - [1- (4->:^t KD^t//jf>;;i/^>s^;i/) b^y^>-3 — f;vT^ 



HPLC (^) : 3.09 ; M S (m/z) : 410 (M + H)+ ; HPLC Ifef^j^ : B 

20 mmmi (25) 

2- [1- (4-^y^)]/:t^i^^>i^jv) \f^Vt^>-3-^)VT^J2 
-4- (y'l— t KDT-lf b>- 1 -^;v) brU^5^> 
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HPLC fi^Jtl^K (^) : 3.70 ; M S (m/z) : 959 (2M + H)*, 480 (M + H)* ; HPLC 
Ao 

mmm (2 6) 

5 2 - [1- (^>^J [b] y'^>-2-^)]/^^)]/) tr^y $^>-3-'f;i/ 
T^y] -4- (/i— t h'DT-ifi^>- i-^r;!^) tfy^y> 

HPLC ^J^^^ : 4.14 ; M S (m/z) : 811 (2M + H)*, 406 (M + H)* ; HPLC 
^fl^: Bo 

10 mmi (2 7) 

2 - [1- (3-^5^;i/^>V^ [b] ^;4"7i>-2 — r;i';^^;V) tT'^U 

s^>-3— r;vT^y] -4- (^'i— t KDT-if tr>- 1 --f ;i/) i^u^s^ 

HPLC Ut^f^fS (^) : 436 ; M S (m/z) : 871 (2M + H)*, 436 (M + H)* ; HPLC 
15 0k^:Bo 

mmm (2 8) 

2- [1- (3, 7-i?p<5=^;i/3j-^^-6-ai— ;v) i^^»;s^>-3--r;v 
T^y^l -4- (y'l— b KDT-ifi^>- i--r;i/) t^u^i^y 

20 HPLC ^it^^ : 3.48 ; MS (m/z) : 827 (2M + H)\ 414 (M + H)+, 207.5 ; 
HPLC^f-sf^ : Ao 

mmmi (29) 

2 - [1- (4-trDUi^y^>5;;i/) tr^y s^>-3-'f -4 
25 - (/i~b KDT^fbf^- 1 — f;i/) tru^s^y 

HPLC : 4.56 ; M S (m/z) : 869 (2M + H)\ 435 (M + 1^*, 160 ; 
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HPlX:0m^ : Bo 
^^J7 (3 0) 

2- [1- [3- i4-t-y^jv'7j^=^)]/) -2-><^;i'rntr;v] 

HPLC ^^^^^ (^) : 3^8 ; MS (m/z) : 927 (2M + Hf, 464 (M + H)*, 232.5 ; 
HPLC^^ : Ao 

10 mmmi (s d 

2 - [1- (2-^>i^;i/:t^i^^>$^;i/) if^>;e^>-3— f;vT^>'] 
-4- (.'I— t KDT^f 1 — r;i/) ifu^:i^> 

HPLC U^^M i^) : 4,48 ; MS (m/z) : 943 (2M + H)*, 472 (M + H)* ; HPLC 
: Bo 

15 

mmm7 (32) 

2- [1- [3i 5-$^- (t-::^^;u) -4-\i\^u^^^y^)v:\ tr^ 
';:i^>-3--r;i/T^>'] -4- (>'i— t. KDT^fi;>- 1— r;i/) i^u^ 

20 HPLC ^J^^^(^): 4.76; MS(m/z):987(2M + H)*,494(M + H)*; HPLC 

mmmi (33) 

2- [i~ [3- (4-'f V7'ntr;i/7 3i— ;i/) -2-;<^;i/7"di^;i/] if 
25 i^>~3--f;vT^>'] -4- (^'i— b HDT-iftr>- i--f;v) tfU 
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HPLC ^Jt^^ (^) : 5.06 ; M S (m/z) : 899 (2M + H)\ 450 (M + H)* ; HPLC 
Bo 

mmm7 (34) 

5 2-[i-[3, ^>i^;v] tr^';i^>-3- 

HPLC ^i^^^ (^) : 4.52 ; M S(m/z) : 578 (M + H)* ; HPLC : Bo 

^»J7 (3 5) 

-4- (v'l— t: h-nTHflfV- i--r;i/) lfiJ^e^> 

HPLC {^i^^^ (^) : 3.81 ; M S (m/z) : 987 (2M + H)*, 494 (M + H)*, 276, 219 ; 
HPLClfe# : Ao 

15 mmm7 (3 6) 

2 - [1- (3, 5, 5 - h u ^ >>;!/) if^ 3 --r;vT^ 

y] -4- (/I— b KDT-if\^>- l--f ;i/) \^V^i^y 

HPLC (^) : 3.43 ; M S (m/z) : 803 (2M + H)\ 402 (M + H)\ 201.5 ; 

HPLC ^# : Ao 

20 

11516^7 (37) 

2- [1- [5- (4-t HD:ap>>-4-p<5^;i/^>5^;W -1, 2, 3, 

4-7^b^t h*D^>-if>-2 — b^us^>-3 — r;vT^^] 
-4- (v'l— fc h*nT-iftf>- i--r;v) tfU^^v 
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H 

HPLC iS^i^^^ (^) : 4.42 ; M S (m/z) : 939 (2M + H)\ 470 (M + H)* ; HPLC 

5 m&m7 (3 8) 

2- [1- (5-t. h*DdE^->'<o5=-;i') tf^i;i^>-3— r;!/^^^] -4 

HPLC^jt^^ (^) : 3.50 ; MS(m/z) : 362(M + H)* ; HPLC^fl^ : Bo 

10 mmmi (39) 

2- [1- [(IR, 2S, 3R, 5R) -2 -b KD^>>-4, 6, 8-h 
U:r^1:^Xt^□ l\f:i^^ti [3. 3. 0] :tiJ7^57>-7, 1' ->>^n^de 

-3-'f;i/p«^;i/] b^';$^>-3— f;vT^y] -4- tK 




HPLC ^i^Btr^ (^) : 3.81 ; M S (m/z) : 975 (2M + H)*, 488 (M + H)*, 290 ; 
HPLC^# : Bo 
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mmmi (4o) 

2 - [1- (3-7a:— ;i/tr^V^— ;i/-4-'f if^V^>-3- 
-f;VT^>'] -4- t: h'DT-ifl^>- 1 — f 

HPLC figj^^^ (^) : 3.76 ; M S (m/z) : 863 (2M + H)*, 432 (M + H)*, 290 ; 
5 HPUC^ii^iBo 

msmi (4 1) 

2 - [1- (4-t -:r^;i/^>s^;v) tr^us^>-3--f;vT^y] -4 

10 HPLC ^^^^(^): 4.68; M S (m/z) : 843 (2M + H)*, 422 (M + H)* ; HPLC 
: Bo 

mmmi (42) 

2 - [1- ('OVZ-I, 4-S^:t^-9->-6->f;i/;><^;i/) l^^Ui^V- 
15 3— f;i/T^y] -4- (/l—t HDT-lftr>- 1 — ()]/) b';^i^> 

HPLC ^i^^^ : 3.98 ; M S (m/z) : 847 (2M + H)*, 424 (M + H)* ; HPLC 
: Bo 

mmmi (43) 

20 2- [1- [2- (1, 1, 5-b>;^^;i/-l, 2, 3, 4-7^b^bH. 

D^>-if>-6-'r;i/) zc^;]/"] tr^'Ji?>-3--f;i/T^y] -4- 
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H3C 

HPLC ^i^l^F^ (^) : 3.48 ; MS (m/z) : 851 (2M + H)*, 426 (M + H)* ; HPLC 

5 mmmi (44) 

2- [1- [4- {Z-%^:^'^)]/TKJyX2}£M^i^) tr^u 

> 

HPLC fi^i^l^S (^S-) : 4.17 ; M S (m/z) : 933 (2M + H)+, 467 (M + H)+ ; HPLC 
10 ^#:Bo 

mmmi (45) 

2- [1- (2-7i;;i/p<^;i/) tr^»;5^>-3-- -4- (^'i 

15 HPLC fi^i^^^(^): 3.82; M S (m/z) : 711 (2M + H)+, 356 (M + H)* ; HPLC 
Bo 

mmmi (4 6) 

2- (1 ->r v::^^;i/tr^';^>-3->r;vT^y) -4- (>'i— bh*nr 
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HPLC (^) : 4.29 ; M S (m/z) : 663 (2M + H)*, 332 (M + H)* ; HPLC 

Bo 

mmmi (47) 

5 2- (i-i/-i7u^^i^)v;A^)v\fy^v^>-3 — r;vT^y) -4- 

HPLC ^j^^^ : 4.86 ; M S (m/z) : 743 (2M + H)+, 372 (M + H)* ; HPLC 
Bo 

10 mmmi (4 8) 

2 - [1- (2-5='T\/u;u^9^;i/) tr^u-:^>-3--i';i/7'^>'] -4- 

HPLC ^^^^^ i^) : 3.65 ; M S (m/z) : 745 (2M + H)\ 373 (M + H)* ; HPLC 
Bo 

15 

mmmi (49) 

2 - [1- (4-T'fe^;i/T5y^>^;i/) t:^Ui;>-3 — f)VT^^2 
-4- (^'i— fc ^'D7^^f^^>- 1 — r;v) tfu^^> 

HPLC ^^f^m (^) : 3.56 ; M S (m/z) : 845 (2M + H)*, 423 (M + H)* ; HPLC 
20 ^<^:Bo 

l^»J7 (5 0) 

2- [1- (2 h:^2^^>5^;i/) b:^Ui^>-3--f;i/T^y] -4- 

25 HPLC ^i^^^(^S*): 4.13; MS(m/z):791 (2M + H)*,396(M + H)+; HPLC 
: Bo 
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(5 1) 

5 HPLCUWmm(.^):4.06; MS(m/z):791(2M + H)*,396(M + H)*; HPLC 
Bo 

mmm7 (52) 

2- [1- (4-7 3in;i/^>i;;i/) i^^i;x^^_3 — oiT^y] -4- 
10 (.'I— t b'nTHfl^>- 1 — f;V) 

HPLC ^j^^^(^): 4^5; MS(m/z):883(2M + H)*,442(M + H)*; HPLC 
Bo 

mmmi (53) 

J5 2- CI - [(2 E) - 3, 7-i^p<^;V;^-^^-2, 6-5^Jir:;i/3 If^U 

s^v-s-^;!/^^^] -4- (y^— b Hnr-tf i^>- 1 — r;i/) bU^s^ 




HPLC ^j^^^(^): 4.95; MS(m/z):823(2M + H)*,412(M + H)+; HPLC 
20 ^#:Bo 



Hii^ai? (54) 
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2 - [1- (4-s^ai5^;i/T^>"^>>:^;i/) tr^ys^>-3 — ovT^^li 
-4- (>'i~fcKDT^fi^>- i->f;i/) tr>;^i^> 

HPLC ^i^^F^ (^a-) : 4.55 ; M S (m/z) : 873 (2M + H)*, 437 (M + H)*, 162 ; 
HPLClfe# : Bo 

5 

^^^07 (5 5) 

2 - [1- (2-3i^)V^^i^J]/) lf^US^>-3-'f;VT^y3 -4-0^ 

HPLC ^i^^P^ i^) : 3.36 ; M S (xn/z) : 775 (2M + H)*, 388 (M + H)\ 276, 194 ; 
10 HPIjC^{^:Ao 

mmm7 (5 e) 

2- [1- (3 -7;i/::tn^>i;;i/) tf^y i^>-3--r;vT^y] -4- 

15 HPLC ^it^l^(^): 4.18; MS(m/z):767(2M + I^*,384(M + H)*; HPLC 
: Bo 

mm7 (57) 

2- [1- (2-t b-n:^Sxrc5^;i/) if^';i^>-3--i';vT^y] -4- 

20 (71— t HDT-if tr>- 1 — r;i/)bU^^> 

HPLC^i^^K (^) : 3.29 ; MS(m/z) : 320(M + H)* ; HPLC^# : Bo 

mmm7 (ss) 

2 - [1- ii-^y^jijA^-)]/) tr^ys^>-3-'r;i/T^>'] - 4- (/i 

25 — t b'DT^ftr^- i--^;v) Ifi; 

HPLC ^jt^^ (^) : 4.54 ; M S (m/z) : 831 (2M + Hf, 416 (M + H)* ; HPLC 
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mmmi (5 9) 

2 - [1- (3-— hD^>i^;v) t;^us^>-3— r;i/T^>^] - 4- (71 

HPLC fti^^^ : 4.08 ; M S (m/z) : 821 (2M + H)\ 411 (M + H)* ; HPLC 
Bo 

^^J7 (6 0) 

10 2- (1 -:rDi^;n^^i;i;>-3->r;i/T^>') -4- (^'i—t KoT-if 

HPLC ^j^^P^ (^) : 4.01 ; M S (m/z) : 635 (2M + H)\ 318 (M + H)* ; HPLC 



15 mmm7 (6 d 

2-[l-[(2S, 3S, 4R)-2, 3, 4, 5 -7^ h ^ t KD:^$/^> 
V^^U^>-3-'f;i/7^>'] - 4- (/I— t KDT-lflf>- l->f 



20 HPLC ^i^^^(:0'): 3.11; MS(m/2):819(2M + H)*,410(M + H)*; HPLC 



Bo 




Bo 
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mmm7 (6 2) 

2- [1- (2-^j^>'p?5^;i/) tf^«;i;>-3-^;i/r^>'] -4- (^i 

HPLC ^^#1^^ (^) : 4.05 ; M S (m/z) : 743 (lai + H)*, 372 (M + H)* ; HPLC 
5 : Bo 

Ulte^J? (63) 

2- [1- (4-^Dn^>$;;v) if^Ui^>-3— r;i/T^>'3 -4- (>'i 

10 HPhC^WmM(^):4.35; M S (m/z) : 801 (2M + H)*, 400 (M + H)* ; HPLC 
: Bo 

mmm7 (6 4) 

2- [1- (2, 3->^p« h^5/'^>^;i') b^U J?>-3-'f ;vT^y] 

15 -4- (/I— t KnT-iftr>- i--f ;v) b!»; 

HPLC ^i^^P^ (^) : 4.08 ; M S(m/z) : 426 (M + H)* ; HPLC ^ft^ : B o 

mmmi (6 5) 

2- [1- [(3S, 4R) -3, 4, 5- h U t h*n:?r>>^>^;i/] tf^U 

20 s^>-3-'f;i/T^>'] -4- (/I— fc h'nT-ifi^^- 1 --f ;i/) ifU^i^ 




195 



wo 2004/052862 



PCT/JP2003/015718 



HPLC ^i^^^ (^) : 3.18 ; M S (m/z) : 787 (2M + H)*, 394 (M + H)* ; HPLC 
Bo 

mmi (6 6) 

5 2 - [1- (1, 5-$^p«^;V-2-7 3in;V-3-:^-^V-2, 3-$^b 



HPLC ^i^^^ (^) : 3.52 ; MS (m/z) : 951 (2M + H)*, 476 (M + H)* ; HPLC 
lb IS^# : Bo 

(6 7) 

2- [1- [5- [(E) -4-p?^;i/^>^-2-ai-;i/] -1, 2, 3, 

4-7^h^t KD^>-lf>-2-'l';i/^5^;V] l:f^US^>-3-'f 
15 -4- (/I— fc KnTHflf>- 1 — ()]/) 



H 

HPLC ^^^^^ i^) : 3.57 ; M S (m/z) : 903 (2M + H)+, 452 (M + H)\ 276 ; 
HPLC^fsfi : Ao 
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mmm7 ces) 

5 HPLC^i^^^(:^9'):4.76; M S (m/z) : 991 (2M + H)*, 496 (M + H)* ; HPLC 

0ki^: Bo 

(6 9) 

2 - [1- (4-7;i/:tD^>$^;i/) tf^i;$;>-3 — r;i/T^y] - 4- 

10 (v'l— t KDT-1flf>- 1 — bU 

HPLC ^i^^^(^): 4.16; MS(ni/z):767(2M + H)*,384(M + H)*; HPLC 

IIJte«?!l7 (7 0) 

15 2-Cl-(l,2, 5-bU^^;V-l, 2,3, 4-7^h^fcb-D^> 

Hf>-3--i';i/p<5=-;v) i:f^i;$^>-3 — f;i/T^y] -4- (^i— tKn 



HPLC (^) : 5.11 ; M S (m/z) : 823 (2M + H)*, 412 (M + H)* ; HPLC 

20 ISlff^rBo 

Iliffi«?!l7 (7 1) 
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2- [1- (3, 5-s^^^;i/- 1 -7 3i-;nf^\/— ;v-4->f 
tr^Ui^>-3-'i';vT^y] -4- (>'i— t h'DT-tf tr>- 1 --f ;v) tf 
U 

HPljC^i#^^(^):4.04; MS(m/z):919(2M + H)*,460(M + H)*; HPLC 
5 ^i^:Bo 

mmmi (72) 

2- [1- (2-^>i^;i/:t=¥e^3i^;v) tr^ue^>-3--r;v7'^>'] - 
4- (z-^— b KDT-if t:>- 1 — r;i/) i^u^s^^ 

10 HPLC^i^^^ (^) : 4.06 ; MS(m/z) : 410(M + H)* ; HPLC^# : Bo 

mmm (73) 

2 - [1- (4-^>s?;i/:r^s/-3-p< tr^';i^>-3 
->f;vT^>'] -4- (71— t KnT-ifi^>- 1 ->r;i/) tfu^i^> 

15 HPLC UW^^ i^) : 4.29 ; M S (m/z) : 502 (M + H)* ; HPLC : B o 
1156^7 (74) 

-4- (7^— t HnT-tf tr>- 1 -'f ;v) i^';5.i^> 

20 HPLC fi^it^^ (^) : 4.45; MS(m/z):943 (2M + H)*,472(M + H)*; HPLC 
Bo 

lli(S««J7 (7 5) 

2 - [1- (4-^>i^)V:t^i>^^>i^)V) tr^US^V-3 — OVT^y^"} 

25 -4- (^'i— b HDT-if tr>- 1 — r;i/) tr';^$^> 

HPLC ^it^^ : 4.44 ; M S (m/z) : 943 (2M + H)*, 472 (M + H)* ; HPLC 
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mmm (7 6) 

2- [1- (4-yjo^^^^>i?)V) }^^Vi^>-3-^)VT^y'] -4 
HPLC Ummm i^) : 4.51 ; M S(m/z) : 915 (2M + H)*, 458 (M + H)* ; HPLC 

mmn (77) 

10 2- [2- [N-p<^;V-N- (2, 4, 6- h 

J2 3i^;vV^y] -4- (.'i-fc HDTHftf>- i-'f;!/) tru^i^> 

HPLC ^j^^^ (^9-) : 4.16 ; M S (m/z) : 430 (M + 416 ; HPLC : 
Bo 

|5 IIJE^J7 (7 8) 

2- [2- [N-pi9^;v-N- (3-p<^;v^5^;i/) t^>'3 ji^;^^^^] 
-4- (y'l-t KDT-t?i^>-i— r;v) i^u^e^> 

HPLC^j^l^^ (^) : 4.26 ; MS(m/z) : 320(M + H)* ; HPLC^# : Bo 
20 ^^J7 (7 9) 

2- [2- [N- (2-*;i/>t?=¥i^^^;v3j-^s^'^>5^;v) -N-P<^;VT 

5y] -4- (71— t HDT-lf tf>- 1 — f;V) tfU^i^V 

HPLC (^) : 2.97 ; M S (m/z) : 827 (2M + H)\ 414 (M + H)* ; HPLC 

^{4^: Bo 

25 

mmmi (so) 
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2- [2- CN- (4-i?pi^;vT^y^ve^;v) -N-pi^;vr^>'3 

HPLC (^) : 4.11 ; M S (m/z) : 383 (M + H)*, 134 ; HPLC : 

Bo 

5 

mmm7 (8 d 

4- (/I— b KDT-^ifv- 1 tru^e^> 

HPLC ^i^^K (^9^) : 2.77 ; M S (m/z) : 615 (2M + Hf, 308 (M + H)* ; HPLC 
10 ^ft^iBo 

mmmi (8 2) 

2- [2- (N-$^^D7'Db;M^;V-N-p<5^;i/T^y') 

-4- (v'l— t h-nT^fif>- l-'T^v) tru^s^> 

15 HPLC^j^^K i^) : 3.88 ; MS(ni/z) : 304(M + H)+ ; HPLC^{^ : Bo 

mmi (83) 

2- [2- CN-p<^;V-N- (3-p«^;i/^3l-rDl^;i/) T^y] 

T^y] -4- (v'l— t: i«nT-if If >- 1 --r;v) t!i;^e^> 

20 HPLC ^i^^^ i'^) : 3.86 ; M S(in/z) : 338 (M + H)* ; HPLC : B o 
^»J7 (8 4) 

2- [2- [N- (3-:;b;i/7t^^s^rDb;i/) -N-^^;i/T^y] ^i^;!/ 
T^Jl -4- (/I— b KDT-i2fb>- 1 --r;v) bu^$;'> 

25 HPLC ^i^^K(^): 2.81; M S (m/z) : 671 (2M + H)*, 336 (M + H)* ; HPLC 
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mmmi (8 5) 

2- [2- [N- (2, 6-i?p<^;i/^r^5^-5-3i-;i/) -N-pi^;^^ 
5 HPLCfiM^^^ (^) : 4.84 ; MS(m/z) : 374(M + H)+ ; HPLC^ft^ : Bo 

mmm7 (se) 

2- [2- [N- (2, 2-s^pi^;vrntr;v) -N-pt5^;i/T^^] 315^ 
-4- (/I— t HnT-ifi^v- i--r;i/) i^u^i^> 

^0 HPLC ^it^^ (^) : 4.41 ; M S(m/z) : 320 (M + H)* ; HPLC : Bo 
IIJfB^J? (8 7) 

2- [2- [N- [(z) -7^:i3-4-3i^;v] -N-^^^;!/^^^] 
T^y] -4- (/I— t. KDT^ftr>- i-'f;!/) 

15 HPLC iS^it^^ (^) : 5.13 ; M S(m/z) : 388 (M + H)* ; HPLC 0ki^ : B » 
IISg0!I7 (8 8) 

2- [2- CN-p<5=-;V-N- (3-7a;n;i/:7*Dlf;i/) T^y'] 
^y] - 4- (/^°— b KnTHflf>- 1 — r;v) bU^i^> 
2b HPLC^i^^^ (^) : 4.22 ; MS(m/z) : 368 (M + H)* ; HPLC^^^ : Bo 

mmmi (89) 

2- [2- (N-::/^;v-N-^5^;i/T^^) J^^^^i/T^y] -4- (v'l— 

25 HPLCfi^i^^ra (^) : 4.11 ; MS(m/z) : 306(M + H)+ ; HPLdfeff^ : Bo 
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mmi (90) 

2- [2- (N-^>S;;i/-N-p«^;i/T^>') -4- (71 

— b KnTHftf^- l->f;i/) b>J^i?> 

HPLC^it^^ (:»•) : 4.05 ; MS(m/z) : 340(M + H)* ; HPLClfefJ^ : Bo 

5 

mmmi o i) 

2- [2- [N- C(E) - 3- (4-i^^^)VT^yya^=i)]^) -2-yu 

- 1 --r;i/) tru 

10 HPLC#j^^^(:Q-):4.26; MS(m/z):817(2M + H)*,409(M + H)*; HPLC 

mmmi o 2) 

2- [2- [N- C(E) -3- (2-7y;i/) -2-rn^j::;U] -N-^ 

15 -4- (^'i— t KDT-if tr>- 1 bfu 




H 



HPLC^j^^^ i'^) : 3.95 ; MS(m/z) : 356(M + H)+ ; HPLC^{^ : Bo 

20 mSm7 (9 3) 

2- [2- [N- (3-\i\fU^i^^>i^)V) -N-^5=-;VT^y] 

TK^l -4- (>'i-t KDTHft:>-i-^;i/) if»;^i?> 
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HPLC -^i^^^ (^) : 3.44 ; MS (m/z) : 356 (M + H)*, 262 ; HPLC 0ki^ : 
Bo 

^097 (9 4) 

5 2- [2- [N- (2-t ]«D:3{^->^>$^;V) -N->?5^;1/T^>'3^5^;VT 

^y] -4- (v'l— t KDT-tftr>- 1 ->r;v) i^v^s^v 

HPLC ^Jt^^ : 3.95 ; MS (m/z) : 711 (2M + H)*, 356 (M + H)* ; HPLC 
Bo 

10 mmmi o 5) 

2- [2- [3-N- (4-^y^JV:t^i^^>i^J\/) -N-^^;VT^y 

-4- (/I— t h*nT-if tr>- 1 — r;i/) tr'J^i^v 

HPLC (^) : 5.11 ; M S(m/z) : 454 (M + H)* ; HPLC ^fj^ : B o 

15 rnmmi o e) 

2- [2- [N- (3, 7 -i^y^^JV7lr^'$^-6-3L=.)]y) _N-p«^;i/T 

-4- (/I— fc: KDT-iftrv- 1 — ( }]/) tru^^:^> 

HPLC (:^) : 4.98 ; M S(m/z) : 388 (M + H)* ; HPLC 0k^ : B o 

20 mmmi o?) 

2- [2- CN-p<^;v-N- (4-ifn y>:^>'^>$^;v) T^y] 
T^y] -4- (>''?— t b'DT-tfifv- 1 — r;i/) bru^^^v 

HPLC ^i^^^ (^) : 4.46 ; MS (m/z) : 409 (M + H)*, 160 ; HPLC : 
Bo 

25 

mmmi o s) 
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2- [2- [N- [3- (4-t-:r^;i/73i-;v) - 2 -p<^;i/rnif;i/] 

HPLC ^i^^^ (^) : 4.99 ; M S(ni/z) : 438 (M + H)* ; HPLC : Bo 

5 

mmn o 9) 

2- [2- [N- (2-^>i^;i/:t=3p->^>$^;i/) -N-Ti^^;!/^^^] ^ 
HPLC ^i^^P^ (^) : 4.37 ; M S(m/z) : 446 (M + H)* ; HPLC ^{*t^ : B o 

10 

msmi (10 0) 

2- [2- CN- [3- (4-^vru\^jvy3izz;v) - 2 ^;i/rD tr 
;!/] -N-p(^;i/T^y3 ji^^;!/^^^] -4- t Knr-tf l 
->r;i/) tfU^5^> 

15 HPLC^i^^^ (^) : 4.89 ; MS(m/z) : 424(M + H)* ; HPLC^ft^ : Bo 

mmi (10 1) 

2- [2- CN- [3, 4-tf;:^ (^>S^;i/:^:Sr>» '^Vi?;!/] -N-p<5^ 

jc^;vT5.>^] -4- (v'l— b KnT-if tr>- 1 — r;u) bU^ 

20 

HPLC^J^^ia (^) : 4.10 ; MS(m/z) : 552(M + H)* ; HPLC^ : Bo 

mmmi (102) 

2- [2- CN- (4-;r^5'^;V:;r^$^^>$^;v) -N-^^;i/T^>'] 31 

?5 5=-;vT^y] -4- (/I— t i*DT-iftr>- 1 --r;i/) tru^i^> 

HPLC ^i^^P^ (:^) : 3.71 ; M S (m/z) : 468 (M + H)*, 219 ; HPLC : 
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Ao 

mmm7 (io3) 

2- [2- [N-p{^;i/-N- (3, 5, 5-hV^9-)V^^>>JV) T^^l 
HPLC «j^^F^ (^) : 4.98 ; M S (m/z) : 376 (M + H)* ; HPLC : B o 

mmmi (io4) 

2- [2- [N- [5- (4-t Hn:3ri/-4-^^;i/^>5^;i/) -1,2, 
10 3, 4-7^ h^b h*D^>'lf>-2->f;i/><^;i/] -N-p<5^;i/T^y] 31 

-4- (/I— b ^•DT-^fl^>- i->r;i/) bu^s^> 

HPLC ^i^^P^ (^) : 4.27 ; M S(m/z) : 444 (M + H)* ; HPLC ^fl^ : B o 

mmmi (105) 

15 2- [2- [N- (5-h Kn:^i/^>^;i/) -N-p«^;VT^ y'] 
T^y] -4- b KDTHfb>- 1— f;i/) bU^i^> 
HPLCfiSi^^^ i'^) : 3.43 ; MS(m/z) : 336(M + H)* ; HPLC ^# : Bo 

^^?!17 (10 6) 

20 2- [2- [N-;»<^;i/-N- ( 3 -7ain;vhr^^y— 4 --c ;i/p<5^;i/) 

-4- b KnT-ifb^- i--f;i/) tru^i^ 

HPLC ^i^^^ (^) : 3.68 ; M S (m/z) : 811 (2M + H)*, 406 (M + H)+, 278 ; 
HPLC^fl^ : Bo 

25 

mmm (i o 7) 
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2- [2- [N- (4-t-:r^;i/^>i;;v) -N-^^j^TK^l 
HPLC (^S-) : 437 ; M S(in/z) : 396 (M + H)* ; HPLC gki'^ : Bo 

5 mmm7 (i o 8) 

2- [2- [N- 4-$^:t^i^->-6--l';i/^^;i/) -N- 

-4- (71— t KnT-iftr>- 1— r;i/) b 

HPLC (^) : 3.91 ; M S (m/z) : 795 (2M + H)\ 398 (M + H)*, 292 ; 

10 HPLC^#:Bo 

mmm ? (109) 

2- [2- CN-^^;v-N- [2- (1, 1, 5-hUpi^;i/-l, 2, 
15 -4- (/I— t h-PT-if fc:>- 1 --f;)/) 



HPLC -KI^^K (:^) : 5.03 ; M S (m/z) : 400 (M + H)*, 118 ; HPLC 0k^ : 
Bo 



2- [2- [N- (2-7';;M5^;W -N-^^;i/T^y] 




20 mmmi (i i o) 



206 



wo 2004/052862 



PCT/JP2003/015718 



HPLC ^it^F^ (^) : 3.78 ; M S (m/z) : 330 (M + H)\ 250 ; HPLC : 
Bo 

5 HM^aj? (Ill) 

2- [2- [N- (4-5^a:5=-;i/7'^y^>i^;W -N-p<5=-;i/T^y] oi 

HPLC (^) : 4.45 ; M S (m/z) : 411 (M + H)*, 162 ; HPLC Ifeff^ : 

Bo 

10 

mmmi (112) 

2- [2- [N- (2-a^^;i/^:3F->>;V) -N-p<^;VT^ ^ ] 

-4- (/I— t KDT-lf 1 ~^;i/) 
HPLC ^^^P^ (^) : 4.94 ; M S (m/z) : 362 (M + H)+ ; HPLC : B o 

15 

mmmi (i i s) 

2- [2- CN-^^;i/-N- (:^7^i/>- 1— f ;v^5=-;i/) T^y] 
5^;i/T^>'] -4- (-'I— b b'nTHftr>- 1 --r;v) 

HPLC ^i^^^ (^) : 4.36 ; M S(m/z) : 390 (M + H)* ; HPLC : B o 

20 

mmi (114) 

2- [2- (N-^^;V-N->^nb;V'T^y) ~4- (yi 

— fc KnT^f b>- 1 -'i';i/) tru^s^> 

HPLC fi^i^^^ (^) : 3.92 ; M S(m/z) : 292 (M + H)* ; HPLC : B o 

mmm7 (i 1 5) 
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4- (^'l-t h-DT-l2flf>- 1— f;i/) - 2- [2- CN-^5^;V-N- [(2 
S, 3S, 4R) -2, 3, 4, 5 -7^ b^b Kn3|^e/^>^;1/] T^^] 

HPLC^j^^^ (^) : 3.08 ; MS(m/z) : 384(M + H)* ; HPLClfe# : Bo 

5 

HJte^J? (116) 

2- [2- [N- (2, 3-t^^h^->^>i^J]^) -N-^5^;i/T^>'] 

-4- (v'l—t KnTHfbr>- 1 — r;i/) tru^i^v 

HPLC ^jt^^ (^) : 4.00 ; M S (m/z) : 400 (M + H)*, 118 ; HPLC ^{^ : 
10 Bo 

mmmi an) 

2- [2- [N-^5^;V-N- [(3S, 4R) -3, 4, 5-hUbKD:;|r 
^^>^;i/3 T^y] 3i5^;i/T^y'] -4- (71— t KDTHfbT^- 1 -'f 

15 bu^^> 

t 

I 

HPLC^j^^^ (^):3.13; MS(m/z):735(2M + H)*,368(M + H)*; HPLC 
mi^ : Bo 

|I5S«?!|7 (118) 

20 2- [2- [N- (1, 5-i?p{^;i/-2-7 3i^;i/-3-;t=¥V-2, 3 
-j^bHn-iH-b^v^— ;i/-4-'f;vp«5^;i/) -N-7{^;i/T^ 
^;i/T^>'] -4- (^'i— t b*DT-ifb>- 1 --f ;i/) bu^i>> 

HPLC ^It^P^ (^) : 3.48 ; M S (m/z) : 450 (M + H)* ; HPLC ^^4^ : B o 

25 mmmi (i 1 9) 

2- [2- [N- [5- [(E) -4-^^;i.^>^S7-2-3i-;i/] -1, 2, 
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3, 4-5"h^bKa^>-lf>-2-'f;i/p<5^;i/] -N-;^5=-;i/T^>'] 31 

-4- (>'i— t KnT-i?tr>- 1 ->r;i/) 

muz U^f^fS (^) : 3.50 ; M S (m/z) : 426 (M + H)*, 358, 208 ; HPLC ^ 
fl^: Ao 

5 

^^J7 (12 0) 

2- [2- CN-^^;i/-N- (1, 2, 5-bUp<^;i/- 1, 2, 3, 4 

-T^b^t KD^>-e>-3 — r;i/;<^;v) r^y] :3i^;i/T^y] -4- 

;0 HPLC ^i^^^ i'^) : 4.88 ; M S(m/z) : 386 (M + H)* ; HPLC : B o 
^0iJ7 (12 1) 

2- [2- [N- (3, 5-i^^^;i/- 1-7 31— ^i/tf^v/— ;v-4->r;i/ 
15 -i-'f;v) tru^i^> 

HPLC ^j^^P^ i^) : 3.95 ; M S (m/z) : 867 (2M + H)\ 434 (M + H)* ; HPLC 

mmmi (122) 

20 2- [2- CN- (4-^>i;;i/;i-dpS^-3-p< h=3p^^>S^;V) -N-^ 

-4- (/i~t KDTHfifv- i-W";!/) tru 

HPLC «j^^^(i9'): 4.21; M S (m/z) : 951 (2M + H)*, 476 (M + H)* ; HPLC 
0ki^: Bo 

||J(B^?iJ7 (12 3) 
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2- [2- [N- (4-^>$;;i/:^^i/^>^;v) -N-p<^;VT^ 
HPLC ^it^P^ : 4.35 ; M S(m/z) : 446 (M + H)* ; HPLC : Bo 

5 mmmi (124) 

2- [1- (2, 4, 6- b Up< b^i^^>i^;i/) IfD US^>-2--f;Vp< 
HPLC ^i^NflS (^) : 4.86 ; M S(in/z) : 456 (M + H)* ; HPLC 0kf¥ : Bo 

10 mmm i (125) 

2 - [1- (2-:^7;i/3i?:^->^5^;V:;^-dE^>>^>>:^;i/) tf n U 2 --r;v 
-4- h*DTHfbr>- 1 — f;v) b';^^> 

HPLC ^ii^^^ (^) : 3.04 ; M S (m/z) : 879 (2M + H)+, 440 (M + H)* ; HPLC 
Bo 

15 

mmmi (126) 

2 - [1- (4-i^p<^;i/T^y^>i^;i/) bn ';s^>-2 --r;i/pi5=-;i/T 
^y'] -4- (/i~t KDT-ifb>- 1— f;i/) tr';^5^> 

HPLC ^it^^ (rS*) : 4.38 ; M S (m/z) : 409 (M + H)*, 134 ; HPLC 0k{^ : 
20 Bo 

HSB^^II? (12 7) 

2 - [1- i3-z7azy^i/^>i^)]/) ifD 2 
-4- (^'i— t KDT-iftr>- i->f;v) try^i?> 

25 HPLC^i^^^ (^) : 4.58 ; MS(in/z) : 458(M + H)* ; HPLClSl# : Bo 
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mmmi (128) 

2 - [1- [(E) -2-p<^;i/-2->^7^-;i/] }:fUVi^>'-2-^)]/;^^ 

-4- (^1— hKDT-ifvi>-i-^;i/) tf.';^>:^> 

HPLC^i^^S (^) : 4.50 ; MS(iii/z) : 344(M + Er)* ; HPLC^# : Bo 

5 

mmn (i 29) 

~t )?nT-iftr>- 1 — f;i/) hru^i^> 

HPLC ^^i^^^ (i^) : 2.83 ; M S (m/z) : 667 (2M + H)*, 334 (M + H)* ; HPLC 
lb ^#:Bo 

mmmi (i 3 o) 

2- (l->>^nrDi^;i/^5^;ptrDUe^>-2-'f;i/^^;vT^y) -4 

15 HPLC ^it^^ (^) : 4.11 ; M S(ni/z) : 330 (M + H)* ; HPLC : B o 

'I 

mmi (13 1) 

2 - [1- (3-p<5^;i/^:*-7'Di^;i/) i^n»;i^>-2--f;i/^5=-;i/T^y] 
-4- (yi— t KnTHftr>- 1 --f ;v) 

20 HPLC ^jt^^ (^) : 4.06 ; MS (m/z) : 364 (M + H)+, 276 ; HPLC : 
Bo 

mmmi (132) 

2- [1- (2, 6-s^p<^;i/-^r^-5-3^— ;v) trD»;$^>-2 — r 

25 ;!/;>{ ^;i/T^>'] -4- (/I— b h'DT'Hftf^- 1 -'f^V) tfU^S^V 

HPLC ^i^^r^ i^) : 3.34 ; M S (m/z) : 400 (M + H)*, 276, 200.5 ; HPLC 
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Ac 

mmm (iss) 

HPLC (^) : 4.71 ; M S(m/z) : 346 (M + H)* ; HPLC I B o 

lUS^ai? (134) 

2 - [1- [(Z) -7*:tr-4-3iz:;i/] tfD U i^>- 2 ->r ^ ] 

10 -4- (/I— t KD7-tfif>- 1 — f tru^s^> 

HPLC ^i^^K (^) : 3.49 ; M S (m/z) : 414 (M + H)*, 207 J ; HPLC : 
Ao 

mmmi (135) 

15 2- [1- (3-7ai-;i/:rnif;i/) i^d 2 ->f;i/^5^;vT^>'] 

-4- (71— bKDTHfl^>-l--r;i/) l^U^i^> 
HPLC ^it^P (^) : 4.46 ; M S(ni/z) : 394 (M + H)* ; . HPLC l^ft^ : B » 

HSIg^J? (13 6) 

20 2- (i-:^^;i/i^PU$^>-2 — r;!/^^^;^^^^) -4- (y'l— bKn 

HPLC ffij^^K (^) : 4.36 ; M S(m/z) : 332 (M + H)* ; HPLC : B o 
HJfg^J? (13 7) 

25 2- (i-^v^;n^n 2 ->r;vp<^;i/T^y) -4- (>»"?— t k 
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HPLC ^Jt^^ (^) : 4.26 ; M S(m/z) : 366 <M + H)* J HPLC : B o 

mmmi (iss) 

2- [1- [(E) -3- (4-^:^^)\^T^^y:^=')\^) -2-7*P^— ;V] 

5 trDi)s^>-2--f;i/p<^;vT^>^] -4- t KnTHf l -^f 

HPLC ^j^^^ (:^) : 4.54 ; M S (m/z) : 435 (M + H)*, 160 ; HPLC : 
Bo 

IP ^^^y? (13 9) 

2 - [1- [(E) - 3- (2-yV)V) -2-rD^r:;v] trni;i?>-2 
->f ;V^^;VT5.>'] -4- (>'"?— t KDT-lfl^>- l-'f^V) IfU^i^V 
HPLC^it^^ (tS-) : 4.15 ; MS(m/z) : 382(M + H)* ; HPLCM^# : Bo 

15 mmmi (i4 0) 

I 

2 - [1- (3-b KDap$/^>>:;;i/) lfDUi^>-2 — r;i/p<5=-;i/T^ ^ ] 

-4- (>'i— b HnT'ifi^>-i-'f;v) tru^s^> 

HPLC ^it^^ (^) : 3.62 ; M S (m/z) : 763 (2M + H)% 382 (M + H)* ; HPLC 
^#:Bo 

20 

mmm7 (i 4 d 

2 - [1- (2 -t. Ho:^5/^>s^;v) trn ';5^>-2-'r;i/p<5=-;vT^>'] 
-4- (v'l— b KnTHftf>- 1— r>>v) b';^i^> 
HPLC (^) : 4.12 ; M S (m/z) : 382 (M + H)*, 276 ; HPLC ^ : 

25 Bo 
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mmmi (14 2) 




5 HPLC {Si^^ra i^) : 3.20 ; M S(m/z) : 410 (M + H)* ; HPLC lili^ : B o 

mmm7 (14 3) 

2 - [1- (4-^r5^;i/:^^->^>s^;i/) \fuvi^>-2-^ ji^jA^jvt 
^y] -4- (.'I— t h*DT-ifif>- 1 --r;i/) tru^i^> 

10 HPLC fti^^^ (^) ; 3.62 ; M S (m/z) : 480 (M + H)+, 276 ; HPLC 0ki^ : 
Ao 

HJS^J? (14 4) 

2 - [1- O-^^^^i/'^^x [b] 5^;r7 3i>-2— y;i/p<5=-;i/) i^n>; 
15 iP>-2 — f;i/;><^;i/T^y] -4- (/I— fc KnT-etr>- 1 --T ;i^) 

HPLC ^i^^^ (^) : 4.63 ; M S(m/z) : 436 (M + H)* ; HPLC : B o 

mmmi (145) 

20 2 - [1- (3, 7-$^p{5=-;i/;t^^-6-j:— ;v) ifDUs^>-2 — r;v 

-4- (.''?— t KDT-ifi^v- i--f;i/) i^'j^s^> 

HPLC (^) : 3.43 ; M S (m/z) : 414 (M + H)*, 207.5 ; HPLC : 
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Ao 

mmmi (i46) 

2- [1- i4-\^uvi^>^^>i^)]/) trDUi^>-2--r;i/^^;i/T^y] 

HPLC ^Si^^^ (^) : 4.83 ; M S (m/z) : 435 (M + H)* ; HPLC : B o 
IIJE«?!I7 (14 7) 

2- [1- [3- (4-t -2 -^5=-;vrDi:f;v] trn 
10 yi^>-2-'f;i/p{9^;i/T^>'] -4- (/i— t b*DT-iftf>- i--f;i/) 

HPLC ^it^P^ : 3.53 ; M S (m/z) : 464 (M + H)*, 232.5 ; HPLC : 
Ao 

15 ^^J7 (14 8) 

2 - [1- (2 -^>i^;i/:t^e^^>i^;v) tfD>ji^>-2-'f;wp(5=-;vT 
^y] -4- (/I— fc h'nT-ei^>- 1 --f ;i/) 

HPLC ^i^^^ : 4.58 ; M S(m/z) : 472 (M + H)* ; HPLC ^# : B o 

2b mmmi (149) 

2- [1- [3- (4->r vrnbr;i/7a:— ;i/) - 2 -;»«^;i/rn tr;v] t; 
UVi^>-2-^Jl/;>^^JVT^yl -4- (yi— t h-DT-ifif>- i-'f;!/) 

HPLC ^i^Krra (^) : 3.46 ; M S (m/z) : 450 (M + H)+, 225.5 ; HPLC : 
25 Ao 
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mmi (150) 

2 - [1- [3, 4-br>^ ^>t^))/l \fuVi^>-2- 

-f ;v^5=-;i/T^y] -4- (71— b FPT^fifv- i--r;i/) tfu^i^> 

HPLC^i^^® (^) : 4.72 ; MS(iii/z) : 578(M + H)* ; HPLC^# : Bo 

5 

||JS««J7 (15 1) 

2- [1- [5- (4-t. Kndpe/-4-^5^;i/^>5^;V) -l, 2, 3, 

4-7=^h^t KD^>-if>-2— r;i/;»<^;i/] trDU^>-2--^;Vj?<^;v 

T^y^l -4- (/N'—t KnT-lf 1 --Y;!/) \^'J^5^> 

10 HPLC fti^^^ (^) : 4.58 ; M S(m/z) : 470 (M + H)* ; HPLC : B o 

mmmi (152) 

2- [1- (5-t Kn^$/^>^;i/) t;DUi;>-2 — r;vp<^;vT^y] 
-4- (>'i~b FDT-ifbf>- 1— f;i/) bu^$?> 

15 HPLC^it^^ (^) : 3.58 ; MS(m/z) : 362(M + H)* ; HPLC^{^ : Bo 

mmi (153) 

2- [1- C(1R, 2S, 3R, 5R) - 2 - 1 Kadpi/- 4 , 6, 8-h 
U;t^-ti-;^bn [tr>>^n [3. 3. 0] 7t^^>-7, i' -^'^n^^p 
20 -3->f bnus^>-2-— r;vT^y] -4- (/i— 

DT-ifb>-i — r;v) 
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HPLC m^mm (^) : 3.99 ; M S (m/z) : 488 (M + H^*, 276 ; HPLC : 
Bo 

^^J7 (15 4) 

'f;i/^5^;i/T^^] -4- b-nT-»ftr>- 1 — r;W \fV^i^> 

HPLC ^j^^^ (^) : 3.79 ; M S (m/z) : 863 (2M + H)*, 432 (M + H)*, 290 ; 
HPLC|fe# : Bo 

10 mm7 (15 5) 

2 - [1- (4-t -:r^;w>i?;i/) i^n»;y>-2— r;vp<^;i/T^>'] 
-4- (/I— b KDT-iftf>- 1 --r;v) tru^^> 

HPLC ^^J^^^ i^) : 4.83 ; M S(m/z) : 422 (M + H)* ; HPLC 1^1^ : B o 

15 mmmi (i 5 6) 

2- [1- (1, 4-^>v^i?:t=^F-i?->-6— f;vp<^;v) bDi;S^>-2 
-^jVT^yl 4- (/I— t b-nT-iftr^- l--f;v) ifU^e^v 

HPLC (^) : 4.13 ; M S (m/z) : 424 (M + H)*, 276 ; HPLC : 

Bo 

20 

mm7 (15 7) 

2-[l-C2-(l, 1, 5-h'Jp<5^;i/- 1, 2, 3, 4-5^h^tK 

- (71— b KnTHftr>- 1 — y;!/) tru^i^> 

25 HPLC fi^i^^^ (^9-) : 3.41 ; M S (m/z) : 426 (M + H)*, 276, 213.5 ; HPLC 
: Ac 
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mmmi (iss) 

2- [1- [4- (3, 3-i>?f.^)VT^yyu\^jly:t^-» tr 
5 tfU^i^> 

HPLC ^i^^^ (^) : 4.36 ; M S (m/z) : 467 (M + H)*, 234 ; HPLC : 
Bo 

mmmi (159) 

10 2 - [1- (2-7«;;i/^5^;v) ifni;$^>-2->r;i/^^;i/T^>'3 -4 

'1 

HPLCfiSi^^^ (^) : 3.94 ; MS(m/z) : 356 (M + H)* ; HPLC : Bo 

mmmi (i 6 o) 

15 2- (i--i'v:r^;i/t:nyi^>-2--r;i/;^^;i/T^y) -4- (^'i— t 

HPLC (t^) : 4.48 ; M S(m/z) : 332 (M + H)* ; HPLC : B o 

ll»J7 (16 1) 

20 2- (l-e^i7n^^s/;i/p<5=-;nfnUi^>-2--r;i/;><5=-;i/T^y) -4 

HPLC^jt^^ : 5.06 ; MS(m/z) : 372(M + H)* ; HPLC^f^ : Bo 
mm7 (1 6 2) 

^ 2- [1- (4-T-fe5=-;i/T^>'^>i^;i/) trnU5^>-2--r;i/p<^;i/T 
-4- (/I— b Hnr-if tr>- i-'f;!/) by^s^> 
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HPIjC^i$^^(^):3.65; MS(ni/z):845(2M + H)%423(M + H)*; HPLC 
mmi (163) 

5 2- [1- (2-^ hdpi/^>i;;v) ifnUi^>-2--f;v^^;i/T^>'] 
HPLC ^it^P i^) : 4.32 ; M S(m/z) : 396 (M + H)* ; HPLC : B o 

^JS«?iJ7 (16 4) 

10 2- [1- (4-^ b:^$/^>i^;i/) ifo i;^>-2 --f 
-4- (>'i— EKDT-iftf>-i-'f;i/) try^i^> 

HPLC UWf^M (^) : 4.19 ; M S (m/z) : 396 (M + H)* ; HPLC : B o 

mmmi (i e 5) 

15 2- [1- (4-7 31— ;v^>^;i/) ifD>;s^>-2 --r;v^^;vT^y] 

-4- (/I— fc h'nT-ifif>- 1 -'f;!/) bTU^S^'V 

HPLC^j^^^ (^) : 4.66 ; MS(ni/z) : 442(M + H)* ; HPLClfe# : Bo 
ll»J7 (16 6) 

2Q 2-[l-C(2E)-3, 7 -$^^^;l/5^^1$'-2, 6-S^a^-;V] l^D 'J 

i^>-2--r;i/p<^;i/T^>'] -4- (>'i— t i<nT-i?tr>- 1 --f;!/) t: 

HPLC (^) : 3.40 ; MS (m/z) : 412 (M + H)*, 276 ; HPLC 0k^ : 

Ao 

mmmi (i 6 7) 
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^^'l -4- (/I— t b*DT"ifi^>- 1 — r;i/) tr'M^> 

HPLC «it^F^ (^) : 4.78 ; M S (m/z) : 437 (M + H)*, 162 ; HPLC ^{^t^ : 
Bo 

5 

mmmi (i e s) 

2- [1- (2-ai5^;v^:^->;i/) brDUi^>-2-'r;vp<5=-;i/T^y] - 

HPLC m^mm i^) : 3.31 ; M S (m/z) : 388 (M + H)*, 194.5 ; HPLC : 
Ao 

(16 9) 

2 - [1- (t^^^^v- 1 ->f;M5^;i/) ba U 2 --r;Up<5^;i/7 
-4- (/I— t b*nT-ift:>- i-'T;!/) tru5t^> 

^5 HPLC ^i^^fl : 4.56 ; M S(m/z) : 416 (M + H)* ; HPLC : Bo 

.1 

mmmi (ivo) 

2- (i-rotr;i/t:Duy>-2--f;i/^5^;i/T5y) -4- (;i— bK 
DT^fb>- 1 --r;^) bU^i^> 
20 HPLC (tS-) : 4.14 ; M S(m/z) : 318 (M + H)* ; HPLC : Bo 

mmmi (i 7 i) 

4- (^'l-b KnT-ifb>- l-> f;V) -2- [1- [(2S, 3S, 4R) 
-2, 3, 4, 5-7^h^b |<ndf-^^>^;i/] bDUi?>-2-'f;V;»<^ 

25 b»;^$^> 

HPLC^i^^^ i^) : 3.18 ; MS(m/z) : 410(M + H)* ; HPLC^# : Bo 
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mmmi (172) 

2 - [1- (2-^air:;i/^5^;i/) U 2 --f ;i/p<^;VT ^ ^ ] - 

5 HPLC fi^i^^^ (^) : 4.15 ; M S (m/z) : 372 (M + H)+, 276 ; HPLC ISIe# : 
Bo 

mmmi (173) 

2- [1- (4-^nn^>s;;i/) \fuvz^>-2 — r ;i/p<5^;i/T^ ^] - 
10 4- (^'i— b HDTHftr>- 1 — r;i/) bu^i^> 

I 

HPLC ^j^^F^ i^) : 4.47 ; M S (m/z) : 400 (M + H)* ; HPLC Ifef^ : B o 
ll»J7 (17 4) 

2- [1- (2, 3-s^:;« h^e^^>e;;i/) i^n >; 2 --f ;i/;><5=-;i/T 
^5 ^y] -4- (/I— t KnT-iftr>- 1 — r;i/) tru^^> 

HPLC ^i^^^ (^) : 4.25 ; MS(m/z) : 426(M + H)* ; HPLC : Bo 

mmmi (175) 

4- (^i-bKDTHfb>-l-^;i/) -2- [1- [(as, 4R) -3, 

20 4, 5-hV\i\^u^i^^>^)i2 trDys^>-2 — r;i/;>i^;i/T^^] t: 

HPLC ^^t^^(^): 3.21; M S (m/z) : 787 (2M + H)*, 394 (M + H)* ; HPLC 
Bo 

25 IISfi^?S7 (17 6) 

2- [1- (1, 5 ->:^p{^;i/-2-7j;^;i/-3-;t=apV-2, 3-i^b 
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HPLC^itNp^ (^) : 3.68 ; MS(m/z) : 476(M + H)* ; HPLC^ft^ : Bo 



^ HJfg^?!)? (17 7) 

2- [1- [5- [(E) -4-^5^;i/-2-^>7^-;v] -l, 2, 3, 4 

^y'] -4- (>'i— b KaT-ifb>- i--f;v) bU^s^> 

10 HPLC ^3^^^ (:9-) : 3.53 ; M S(m/z) : 452 (M + H)*, 384, 226.5 ; HPLC 
' ^ : Ao 

mmi (178) 

2- [1- (4-^^i^;v;t=^r>>-3-pt h^i^^>>:^;i/) bnUi^>-2 
15 ->r;vp<^;i/T^y] -4- (>'i— b KDT^fb>- 1--^;^) bu^i^> 

HPLC^j^^^ (^) : 4.86 ; MS(in/z) : 496(M + H)* ; HPLC^f^ : Bo 

mmmi in 9) 

2- [1- (4-7;v:rn^>i^;i/) bn >; $^>- 2 — r;v^^;vr ^ ^'D 
20 -4- (.'I— b KDT-ifb>- 1 — r;v)bu^s^> 

HPLC UBV^M (^) : 4.27 ; M S(m/z) : 384 (M + H)+ ; HPLC : B o 




5 
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mmmi (iso) 

2- [1- (1, 2, 5-hy^^;v-l, 2, 3, 4-7^h^t:b*n^> 
-if>-3-^;v^^;i/) tfDue^>-2--r;vp<^;i'T^y] -4- (>'i— 

5 HPLC ffi^^S (^) : 3.32 ; M S (m/z) : 412 (M + H)*, 206.5 ; HPLC ^{4^ : 
Ao 

mmi (18 1) 

2- [1- (3, 5-i?^5=-;i/- 1 -7 ji— ;vtr^\/— ;v-4— 
10 trn vs^>-2--f -4- (^'i— t. b-nr-if i --r 

HPLC ^j^^ra (^) : 4.15 ; M S(in/z) : 460 (M + H)* ; HPLC : B o 

mmmi (is 2) 

15 2 - [1- (4-^>i^)\y:t^i^-3-^ V^i^^>t^J\/) }:fuVP>-2 

— r;i/^^;vT^y] -4- (yi— b KDT-iftf>- 1 — f ;v) bu^^^y 

HPLC^^i^^^ (^) : 4.40 ; MS(m/z) : 502(M + H)* ; HPLC : Bo 
^^J7 (18 3) 

20 2 - [1- (3 -^>^;v:r^'>^>i^;v) trDUi^>-2--<;v^^;vT 
^y'] -4- (v'l— t ^•DT^fbr>-l-'1';l/) b'j^i^v 

HPLC^i^^^ (^) : 4.56 ; MS(ni/z) : 472 (M + H)* ; HPLC : Bo 

mmmi d 8 4) 

25 2 - [1- (4-^>t^)V:t^i^^>i^)V) bn i; 2 ->r 

^y'] -4- (^'l— t h-nT-ifb>- l--f ;i/) bU^S^> 
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HPLC -Kit^^ (^) : 4^7 ; M S(iii/z) : 472 (M + H)* ; HPLC : Bo 

mmi (185) 

HPLC ^i^^r^ i^) : 4.63 ; M S (m/z) : 458 (M + H)* ; HPLC : B o 
IISE«^7 (18 6) 

2- [2- [N- [(E) -2~:/7^n;v] -N-pi5^;V] J^^;VT^y] - 

10 4- (/I— t HnT-ifi^>- 1 --r;v) t:u^i^> 

HPLC (^) : 3.98 ; M S(m/z) : 304 (M + H)* ; HPLC ^f}^ : Bo 



^7 (18 7) 

2- [2- (N-^^;i/-N-^>5^;i/) 3^^;vT^y] -4- (71— th- 
is DT-ifbr>- 1 ->r;v) i^u 

HPLC^i^^F^ : 4.35 ; MS(m/z) : 320(M + H)+ ; HPLC^^^f^ : Bo 



||jKg^J7 (188) 

2- [2- CN-^5^;i/-N- [(E) -2-^>7^-;i'] T^^] 

20 ^y] -4- (-'I— b b'DT-if 1 --r;!/) 

HPLC (^) : 4.18 ; M S(m/z) : 318 (M + H)* ; HPLC Ifefl^ : B o 



mmmi (i s 9) 

2- [2- [N- i2-:tL^;vy^;V) -N-p<5^;V3 -4 

25 - (/I— b b-DT-iftf^- i--y;v) try^s^v 

HPLC Ui^f^m (^) : 4.55 ; M S(m/z) : 334 (M + H)* ; HPLC ^{^1^ : B o 
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mmm7 (i 9 o) 

2- [2- (N-^^e^;v-N-p<5=-;i/) -4- (y'l— t h 

5 HPLC^jf^^ : 436 ; MS(ni/z) : 334(M + H)* ; HPLC^i^ : Bo 

mmmi (i 9 d 

2- [2- [N-;><5^;V-N- (2-^^;V^>^;i/) T^y] 
-4- t KnT-lfH>- 1 --Y;!/) tf'j^e^v 
IP HPLC #J$^^ : 436 ; M S(m/z) : 334 (M + H)* ; HPLC : B o 

mmmi (192) 

2- [2- [N- [(E) -2— ^^-12-;^] -N-p<5^;i/T^y'] 

^y] -4- (/I— b KnT-ifi^>- 1 — r;v) 

15 HPLC#3^^ra (t^) : 4.37 ; MS(in/z) : 332(M + H)* ; HPLClfefl^ : Bo 
^SIg^J7 (19 3) 

2- [2- [N- (3, 3-^p?5=-;v::^9^;i/) -N-^^;vT^y] 

T^y] -4- 0^—\iYuT'\i\^y-i--^)v) tfu^e^> 

20 HPLC^it^^ (^) : 437 ; MS(m/z) : 334(M + H)* ; HPLC ^{4^ : Bo 

mmmi (194) 

2- [2- [N- (1, 2, 3, 4-7^h^t KD^>-tf>-2--f;M5^ 

;i/) -N-^^;i/T^>^] x.^;vT^>'] -4- (yi~t KoT^f tr>- 1 
25 --y;v) 
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HPLC ^i^^^ (^) : 4.37 ; M S(ni/z) : 344 (M + H)* ; HPLC : Bo 
mmi (19 5) 

5 2- [2- [N- (2, 3-5^^^;V^>^;i/) -N-^^;i/T^ ^'D 

-4- t KDT-if 1 --r;v) tfU^^^v 

HPLC^i^^^ i^) : 4.71 ; MS(ni/z) : 348(M + H)+ ; HPLC^# : Bo 

mmm i ( 1 9 e ) 

10 2- [2- [N-p«5^;V- (N-2-;r^^::^;i/) T^y] 

-4- (/I— t: b'DTHftr>- i->r;i/) 




H 



HPLC ^it^^ (^) : 4.47 ; M S(m/z) : 358 (M + H)* ; HPLC : Bo 

15 mmm7 (197) 

2- [2- IN-:A^JV-N- i2-yu\:i)]/^>^)\^) T^^] 

^y] -4- t b'DT-1ftr>-l--f;i/) lfU^i^> 

HPLC ^i^NpP^ (^) : 4.96 ; M S (m/z) : 362 (M + H)* ; HPLC ^# : B o 
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mmmi (i9 8) 

2- [1- (2 i^D u$^>-2 -'f - 

5 HPLC^i^^K i^) : 3.68 ; MS(iii/z) : 334(M + H)* ; HPLClfefti : Bo 

mmi (19 9) 

2- [1- C(E) -2-yy'=L)\^2 t:Dys^>-2-'<;i/^^;i/T^y3 - 

10 HPLC i^) : 4.23 ; M S(m/z) : 330 (M + H)* ; HPLC : B o 
Hiffi^^a? (20 0) 

2- (i-^>5=-;v^^DUi^>-2-'r;i'^5^;vT^>') -4- (/i— t^• 
DT^ftr>-l->r;^) t:y^i^> 

15 HPLC ^i^^^ (^S-) : 4.62; MS(ni/z) : 346(M + H)* ; HPLClfe# : Bo 

mmm7 (20 1) 

2- [1- [(E) -2-^>7^— ifn»;s;>-2— r;i/;^^;i/T^>'] 
~4- (7N'— t h'nT-tf tr>- 1 — OV) }^V^i^> 
20 HPLC ^jt^^ (^) : 4.45 ; MS(m/z) : 344(M + H)* ; HPLC^ft^iBo 

mmmi (202) 

i. 2 - [1- iz-x.^ji^y^jx^) trn us;>-2--<;vp<^;i/T^y] -4 
- (/I— b KDT-if tr>- 1 — f ;i/) tru^$^> 

25 HPLC fi^it^F^ (^) : 4.91 ; MS(m/z) : 360(M + H)+ ; HPLC^f^li : Bo 
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mmmi (2 0 3) 

HPLC UBfl^^ i^) : 4.91 ; M S(ni/z) : 360 (M + H)+ ; HPLC : B o 

5 

m^m7 (2 0 4) 

2- [1- (2-p{5^;i/^>5=-;i/) trDUS^>-2--f;i/;<5=-;i/7'^>'] - 
4- t l«DT^ftr>- 1 -'f;!/) i^>;^$^> 

HPLC (^S-) : 4.93 ; M S (m/z) : 360 (M + H)* ; HPLC ^# : B o 

XO 

mmmi (205) 

2- [1- [(E) -2->\^-b-;v] If n 2 -^;vp«5^;vt^>'] 

-4- (/I— t KDT-ifif>- i--r;i/) i^>;^^:^> 

HPLC ^j^l^^ (^) : 4.68 ; M S(m/z) : 358 (M + H)* ; HPLC ^f1^ : B o 

15 

mmm7 (2 0 e) 

2- [1- (3, 3-s^p<5^;v:r5^;i/) i^n»;i?>-2--f;i/p<5=-;i/7'^y] 
-4- (>'i— b b*DT-iftf>- 1— f;v) tf';^i^> 

HPLC ^i^^K : 4.65 ; MS (m/z) : 360 (M + H)* ; HPLC : B o 

20 

msmi (2 0 7) 

2- [1- (1, 2, 3, 4-7^h^t. KD^>-if>-2--r;vp<^;v) b 
nus^>-2--<;i/^5=-;i'T^>'] -4- (.'i— b b*nTHf tr>- 1 --f ;i/) 

25 HPLC^i^^^ (^) : 4.71 ; MS(m/z) : 370(M + H)* ; HPLC^# : Bo 
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mmmi (208) 

2- [1- (2, 3-i?pi^;v^>^;v) i^D>;$^>-2 — f;vp<5^;i/T5 

HPLjCfi^Jt^^ : 5.11 ; MS(in/z) : 374(M + H)* ; HPLC^j^ : Bo 

5 

mmm7 (209) 

2- [1- (2-;ti5'^— tfn'ji^>-2-'f;v^5^;i/T^y] -4- 

HPLC Mi^^F^ (:^) : 4.68 ; M S (m/z) : 384 (M + H)* ; HPLC : B o 

IQ 

I ; 

^0!I7 (2 1 0) 

2 - [1- (2-rDtr;v^>^;v) trD';$^>-2 — f;i/^^;i/T^y ] 

-4- (71— b h-DT-lf 1 — f;i/) bU^-:^> 

HPLC (^) : 4.94 ; M S(iii/z) : 388 (M + H)* ; HPLC : B o 

m&mi (2 1 1) 

2- [1- (2-;»< h^i^:rL^J\/) bn U 3 ^'D - 4- (71 

— bHDT-ifb>-i — r;v) bU^S^V 

HPLC^j^^^ (^) : 3.53 ; MS(m/z) : 320(M + H)* ; HPLC ^{4^ : Bo 

20 

||JS«»J7 (2 1 2) 

2- [1- [(E) -2-:r7^-;v] bnyi^>-3--f ^i/T^y'] -4- (71 
— b KnT-^fbV- 1 --f;i/) bU^S^> 

HPLC : 4.06 ; M S(m/z) : 316 (M + H)* ; HPLC Ifeft^ : B o 

25 

msmn (2 1 3) 
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2- [1- (2, 2-i?^ \fU0i^>-3-^ - 

HPLC^i^^^ : 3.51 ; MS(m/z) : 350(M + H)* ; HPLC : Bo 
5 IIJfg«?iJ7 (2 1 4) 

2- (1 -^>5=-;i/i^nu^>-3--f;i/T^y) -4- tHnT-if 

HPLC ^j^^^ (^) : 4.39 ; M S(ni/z) : 332 (M + H)+ ; HPLC Ifeft^ : B o 

iq mmi (2 1 5) 

2- [1- C(E) -2-^>7^-;v] l^Dys^>-3->r;i/T5y] -4- 
HPLC^it^^ (^) : 4.24 ; MS(m/z) : 330(M + H)* ; HPLC^# : Bo 

15 mmi (2 1 6) 

2 - [1- (2 }^uVi^y-s-4jvTK>^l -4- (^'■^ 

HPLC (^) : 4.56 ; M S(m/z) : 346 (M + H)* ; HPLC : B o 
20 ^«?IJ7 (2 1 7) 

2- (i-^^$^;i/trDUi?>-3->r;vT^>') -4- th^nr-tf 
r;v) try 

HPLC ^i^^^ (^) : 4.63 ; M S(m/z) : 346 (M + H)* ; HPLC : Bo 
^ IISS^7 (2 1 8) 

2- [1- (2-p<^;v^>5^;i/) trn>;i?>-3 — r;i/T^y] - 4- 
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HPLC ^ft^^ (^) : 4.56 ; M S(m/z) : 346 (M + H)* ; HPLC : Bo 

mmmi (2 1 9) 

5 2- [1- C(E) -2-^:?F'fe-;v] i^nu$^>-3-'f;i/T^y] -4- 

HPLC^I^^^ (^) : 4.45 ; MS(m/z) : 344(M + H)* ; HPLC^# : Bo 

mmmi (2 20) 

10 2- [1- (3, 3-5^p«5^;i/:r^;i/) ifD>;i^>-3-'r;i/7'^>'] -4 

HPLC ^itH^^ i^) : 4.44 ; M S(in/z) : 346 (M + H)+ ; HPLC Ifefl^ : B o 

mmmi (2 2 d 

15 2-ci-(i, 2,3, 4— r h^t. h*n^>-tf>-2— r;vp<^;v) 
D us^>-3-'f -4- (.'1— b KDr-if t:>- 1 --f;i/) kU 

HPLC^J^^P^ : 4.39 ; MS(m/z) : 356(M + H)+ ; HPLC^# : Bo 
20 HJS^^J 7 (2 2 2) 

2- [1- (2, 3-i?;>«^;v^>^;v) tf D U 3 ->f y'] - 
4- t KDT-^f 1 — r;v) tru^s^> 

HPLC : 4,70 ; M S(m/z) : 360 (M + H)* ; HPLC : B o 
25 mmi (2 2 3) 

2- [1- (2, 2-$^^5^;v-4-^>7^— ;i/) kDU$^>-3--r;i/T 
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HPLC m^mm (^) : 4.62 ; M S(m/z) : 358 (M + H)* ; HPLC : B o 
mm7 (2 24) 

5 2 - [1- (2-:t^^-;V) l:fnU$^>-3->f;i/T^y] -4- (/I— 
HPLC ^i^^r^ i^) : 4.53 ; M S(iii/z) : 370 (M + H)* ; HPLC : B o 

mmmi (225) 

10 2 - [1- (2-7°ntr;i/'^>^;i/) trnUi^>-3 — r^VT^y'] -4- 

HPLC ^^^^F^ (^) : 4.97 ; M S(ni/z) : 374 (M + H)* ; HPLC : B o 

mmmi (226) 

15 2- [1 - (2-p< hdp>>a:^;v) t;^';$^>-3-'r;vT^y] -4- (/I 

HPLC^I^^^ (^) : 3.56 ; MS(in/z) : 334(M + H)+ ; HPLC^# : Bo 

mmmi (227) 

^ 2- [1- [(E) -2-7^7^-;V] l:f^Ui^>-3-'r;i/T^^] - 4 - (/I 

— b KDTHftfv- 1 -W'^v) tru^s^> 

HPLC ^J^^S : 4.10 ; M S (m/z) : 659 (2M + H)*, 330 (M + H)* ; HPLC 
^# : Bo 

?5 ^^J7 (2 2 8) 

2- [1- (2, 2-5^^ bdpi>'ji5=-;i') b^US^y-S—f - 
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4- b KDT-lftr>- 1 — ()]/) tf'MS^> 

HPU:Ui^f^M (^) : 3.56 ; MS(m/z) : 364(M + H)* ; HPLX::^^ : Bo 

mmmi (2 2 9) 

HPLC ^i^^^ (^a-) : 4.45 ; M S(m/z) : 346 (M + H)* ; HPLC : Bo 
^^J7 (2 3 0) 

10 2- [1- [(E) -2-^>5^-;i/] V:f^US^>-3->f;VT^^] -4- 

(>'i— t KDT-i?tf>- 1 --r^v) 

HPLC ^J^^^ (^) : 4.29 ; M S(m/z) : 344 (M + H)* ; HPLjC : B o 

mmm7 (2 3 d 

15 2- [1- (2 ~j^^;i/r5^;i/) tf^us^>-3 — f;i/T^>'] ~4- (/1 

TLC :Rf 0.60 (^nn:fJ>;VA : pi^y— 2 8%T>^— Tzk=8 0 : 
10:1); 

NMR(CDa3) : d 0.84 (t, J = 7.5 Hz, 6H), 1.31 (m, 5H), 1.54 (m, 6H), 1.75 (m, 
20 6H), 2.11 (d, J = 7.0 Hz, 2H), 2.22 (m, IH), 2.32 (m, 2H), 2.67 (m, IH), 3.56 (m, 4H), 
4.02 (m, IH), 5.32 (m, IH), 5.77 (d, J = 6.0 Hz, IH), 7.77 (d, J = 6.0 Hz, IH) ; 
HPLC ^it^^(^): 4.77; M S (m/z) : 719 (2M + H)+, 360 (M + H)* ; HPLC 
^ff^: Bo 

25 mmm7 (232) 

2- (l-^^i^)V\^^Vi^>-3 — {J]/T^y) -4- (>'l— tKDT-tf 
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HPLC ^i^^F^ (^) : 4.73 ; M S (m/z) : 719 (2M + H)*, 360 (M + H)* ; HPLC 
Bo 

5 mmi (23 3) 

2- [1- (2-^5^;i/^>5^;i/) i:f^';s^>-3--f -4- (/I 

HPLC ^it^^ i^) : 4.77 ; M S (m/z) : 719 (2M + H)*, 360 (M + 1^* ; HPLC 
Bo 

10 

|ISIg0!l7 (2 34) 

2- [1- [(E) - 2 -^:^-fe-;i/] tr^Ui^>-3— r;i/T^y3 -4- 

HPLC ^it^^ (^) : 4.51 ; M S(ni/z) : 358 (M + IQ* ; HPLC ^# : Bo 

15 

i 

mmmi (2 35) 

2- [1- (3, 3-:^;>{^;i/:r^;i/) i^'^»;$^>-3--f;vT^y] -4 
- (/I— fc KDT-lflf>- 1 --f;i/) 1^U^S^> 

HPLC «i#^P^ i^) : 4.50 ; M S (m/z) : 360 (M + H)* ; HPLC : B o 

2q 

mSmi (2 3 6) 

2-[l-(l, 2, 3, 4-7^ h^b ^fD^>Hf>-2->r;i/^^;i/) 
^Ui^>~3--r;i/T^^] -4- (/I— t KnTHf 1 -'T;!/) bU 

HPLC ^f^^P(^): 4.54; M S (m/z) : 739 (2M + H)*, 370 (M + H)* ; HPLC 
^#:Bo 
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mmmi (237) 

2- [1- (2, 3-P^^)V^>^JV) \^^Vi^>-3-^ J]/T^Jl - 

5 HPLC'^i^^^(^):4.96; MS(m/z) :747(2M + H)*,374(M + H)*; HPLC 
: Bo 

mmmi (238) 

2- [1- (2-:r^9^^;v) i^^ue^>-3--i';i/T^>'] -4- (>'i— 

HPLC^i^Np^ (^) : 4.59 ; MS(m/z) : 384(M + H)* ; HPLdfeft^ : Bo 

mmmi (239) 

2 - [1- (2-rDif;i/^>^;v) i^^Ui^>-3-'r;vT^y] -4- 
j5 (71— t KnT-iftr>- 1 — f;i/)tfu^s^> 

HPLC ^i^^^ 5.09; M S (m/z) : 775 (2M + H)*, 388 (M + H)* ; HPLC 
Bo 

mmmi (240) 

20 4- (/I— b HnT-lf 1 --f - 2- [1- (2, 4, 6-h>;p( 

HPLC ^j^^^ (^) : 4.19 ; M S(in/z) : 442 (M + H)* ; HPLC ^# : Bo 

mmmi (241) 

25 2 - [1- (3-^'Ty'^>^;V) trD'J:^>-3-'f;i/T^>'] -4- (/I 
— bKn7-lfb>-l — r;i/) tfU^e^V 
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HPLC ^it^^ (^) : 3.86 ; M S (m/z) : 753 (2M + H)*, 377 (M + H)* ; HPLC 

mmm7 (242) 

5 2 - [1- (3-:A^)]/Zf'^)V) \fUVi^>-3-^ )VTK^'] -4- 0^ 
HPLC Ui^mm (^) : 4.33 ; M S (m/z) : 332 (M + H)* ; HPLC : B o 

m^m (24 3) 

;6 2 - [1- (2-*;i/3if:3p->^5^;v:t=^->^>i^;v) i:^DUi^>-3-'<;v 

T^y] -4- (^'l— b KDT-lftr>- i—f ;i/) \fV^V> 
HPLC (^9-) : 3.00 ; M S (m/z) : 851 (2M + H)*, 426 (M + H)* ; HPLC 

: Bo 

\5, mmmi (244) 

2- [1- (4-s^^^;i/T^y^>i^;v) tfnUi?>-3--r;vT^y] 
-4- (/I— t KDT-iftf>- i--f;v) tru^i^v 

HPLC ^itl^P^ (^) : 4.00 ; MS (m^z) : 395 (M + H)* ; HPLC : B o 
20 mSmi (2 4 5) 

4- (/I— t.KDT-i2ftf>-i--r;i/) -2- [1- i3-y:x^y^iy^> 

HPLC^J^^^ (^) : 4.37 ; MS(m/z) : 444(M + H)* ; HPLC ^{4^ : Bo 
25 mMm7 (2 4 6) 

2- [1- [(E) -2-^^;i/-2-:?'7^-;v] tfDi;i^>-3— f;v7'^ 
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1 




H 



HPLC ^it^^ (^) : 4.21 ; M S(in/z) : 330 (M + H)* ; HPLC : B o 

5 mmmi (247) 

2- [1- [(IR) -6, 6-$^^5^;i/lfi^^n [3. 1. 1] ^^"^-2 



10 HPLC^Jt^^ (^) : 4.87 ; MS(m/z) : 396(M + H)* ; HPLC^fl^ : Bo 

mmmi (248) 

2- [1 - C(z) -4-y''^=^)vl t:ni;i^>-3-'f -4- (-'i 

15 HPLC ^Si^^F^ (^) : 5.34 ; M S (m/z) : 400 (M + H)* ; HPLC : B o 




mmi (249) 
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4- t. HDTH2Ptr>- 1 ->r;i/) -2- [l- (3-7 3i:^;vrni^ 
HPLC ^i^^^ (^) : 4.30 ; M S (m/z) : 380 (M + H)* ; HPLC : B o 
5 m&mi (2 5 0) 

2- (l-^^;HfDiji^>-3--f;vT^y) -4- (/I— fc. KnT4f tf 

HPLC ^J^^IS (^) : 4.19 ; M S(m/z) : 318 (M + H)* ; HPLC : B o 

10 m^mi (2 5 1) 

2- [1- [(E) - 3- (4-P;A^)\/T^>fy3:-=-)]/) -2-rn^-;v] 
trnus^>-3 — r;vT^^] -4- (71— t Kn^Hf br>- i — r;i/) t: 

HPLC (^) : 4.01 ; M S(m/z) : 421 (M + H)* ; HPLC : B o 

15 

mmmi (2 5 2) 

2- [1- (3-t Kndps/^>$^;i/) trn U 3 --r;i/T^ y'] -4 

HPLC ^i^^P^ (:»-): 3.38; M S (m/z) : 735 (2M + H)*, 368 (M + H)* ; HPLC 
20 0k^:Bo 

mmmi (253) 

2- [1- (2-b Ko^^^>5^;v) trn';i^>-3 — r^vT^y] -4 

HPLC «i^^K(^): 3.97; MS(m/z):735(2M + H)+,368(M + H)*; HPLC 
Bo 
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mmm (254) 

2 - [1- b*Ddpi<'>Ku;i/^>s^;v) ifD i;5^>-3--f;vT^ 

^'D -4- (y'l— t KnT-ifi^>- 1 — f;v) tru^s^v 



HPLC^it^^ : 3.03 ; MS(m/z) : 396(M + H)* ; HPLC^# : Bo 

mmmi (2 5 5) 

10 -4- (^'l— fc HDT-BlfV- 1 — r;W tT'MS^V 

: . HPLC ^it^F^ (^) : 5.16 ; M S (m/z) : 466 (M + H)*, 398 ; HPLC : 

I 

Bo 

mmmi (2 5 6) 

15 2 - [1- (^>y [b] 7^>-2--r;i/^5^;i/) i^DUS/>-3--f;i/ 

HPLC ^Kf^lS (^) : 4.08 ; M S(in/z) : 392 (M + H)* ; HPLC : Bo 

mmmi (257) 

20 2 - [1- (3-p{^;v^>\; [b] 5=-:^7aiv-2--f;i/p<^;v) trni; 
$^>-3--f;v7^>^] -4- (/I— b KDT-ifi^>- 1 --Y;!/) try^s^ 




5 



H 
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HPLC ^i^^H (^) : 4.37 ; M S (m/z) : 843 (2M + H)*, 422 (M + H)* ; HPLC 
0kW: Bo 

nmmi (2 5 8) 

-4- (^'i— b KnT-if tr>- 1 --Y;!/) tri;^t?> 

HPLC ^i^^^ : 4.85 ; M S (m/z) : 496, 494(M + H)*, 398 ; HPLC ^ 
Bo 

10 ^0!I7 (2 5 9) 

2- [1- (3, 7-S^;><^;V-6-3r<j7 7^— ;v) Ifn U 3 -'f 

^y] -4- (^'i— h KDT-ifif>- i--f;i/) 

HPLC^j^^K : 5.10 ; MS(m/z) : 400(M + H)* ; HPLC^^^t^ : Bo 

I.' 

15 mm7 (2 6 0) 

4- (>''?— b KDT-lfb>- 1 --f;v) -2- [1- (4-bD U-^y'^^> 

s;;i/) bDi;i?>-3 — f;v7^>'] bu^i^> 

HPLC^J^^ffl (tS-) : 4.46 ; MS(m/z) : 421 (M + H)* ; HPLC^{^ : Bo 

20 mmmi (2 6 1) 

2- [1- [2-;'<^;i/-3- (4-t -r^;i/73i-;i/) rDtf;v] trn 
u^>-3— f;i/T^y] -4- (/I— b HDT-iftrv- 1 ->r;i/) b'j^ 

^; HPLC Ui^l^m (^) : 5.03 ; M S (m/z) : 450 (M + H)* ; HPLC : B « 
25 

mmmi (2 e 2) 
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2 - [1- i2-^>t^;i:t^i/^>i^jv) trny^^v-s-^f;!/^^^] 
-4- (>^i— b KDTHftr>- by^$^> 

HPLC U^mm (^) : 4.37 ; M S(m/z) : 458 (M + H)* ; HPLC : Bo 

5 mmm7 (2 6 3) 

2- [1- [3, it-y^JV) -4-t KD:3p>>^<>e^;t,] i^n 

U5^>-3— f -4- (v'l— b KPT-lfb^- 1 -'f bU^ 

HPLC (^) : 4.63 ; M S(m/z) : 480 (M + H)+ ; HPLC : B o 

mmmi (2 64) 

2- [1- [3- (^-'f vrntr;i/7a:— ;i/) - 2 -p<5^;i/rnb;v] tr 
n u>:^>-3-'f;PT^y] -4- (y'^— b Hnr-if b>- i -^r;!/) bU 

15 HPLC^I^^^ (iS-) : 4.94 ; MS(m/z) : 436 (M + H)* ; HPLC^# : Bo 

mmmi (2 e 5) 

2- [1- [3, 4-b:^ (^>J^;i/:;r^^) ^>PJV2 bnU^>-3- 
-r;!/^^^] -4- (/-«— b FnT-lfb>- 1 -^;i/) bU^e^> 
2Q HPLC^it^^ (tS-) : 4.48 ; MS(m/z) : 564(M + H)* ; HPLC^^^ : Bo 

mmm 7 (266) 

4- (/1<-bKD7'4fb>-l-^;V) -2- [1- (3, 5, 5-hUp< 

^;i/^dFi^;v) bnUi^>-3->f;i/T5>'] bu^s^> 

^ HPLC^i^^^ (;^) : 5.11 ; MS(m/z) : 388(M + H)* ; HPLC^{4^ : Bo 
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mm,m7 (26?) 

4- (/I— h HnTHfe>- i->f;i/) t;>;^i^> 

HPLC ^i^l^^ (^) : 3.91 ; M S (m/z) : 376 (M + H)*, 260 ; HPLC 0ki^ : 
5 Bo 

mmm7 (2 6 8) 

2- [1- [5- (4-t HDdp>>-4-pi5=-;i/^>^;V) -1, 2, 3, 

|b -4- (/I— t b*DT'ift:>-i--f;v) t;«; 

HPLC^i#l^ll (^) : 4.26 ; MS(m/z) : 456(M + H)* ; HPLClfe# : Bo 

mmmi (2 6 9) 

2- [1- (5-t h-D:3(^$/^>^;v) i^n Ui^^-S-'f -4 

HPLC ^i^^F^ (^) : 3.45 ; MS(m/z) : 348(M + H)* ; HPLC^#:Bo 
HJfil^J? (2 7 0) 

2- [1- C(1R, 2S, 3R, 5R) - 2 - b KD^f^y- 4 , 6, 8-h 
20 V:t^V-7.h:u [bJ/^n [3. 3. 0] ;r^^>-7, 1' -i/i57D^:3p 
•y-v] -3— f ;i/;><^;i/] bDUi^>-3--r;VT^y] -4- (>'l— b|« 
DT-ifb>-l-^;W bU^^:^> 
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HPLC ^i^^P^ (^) : 3.77 ; M S(ni/z) : 474 (M + H)* ; HPLC : B o 

mmmi (271) 

5 4- (/I— t KDT-ifl:f>- l--r;i/) -2- [1- (3-7a:n;i/lf^\; 

HPLC ^it^^ (^) : 3.69; MS(m/z):835 (2M + H)*,418(M + H)*; HPLC 
Bo 

10 ||Ji«?!17 (2 7 2) 

! ■ 2 - [1- (4-t -:r^;i/^>i?;i/) t^DUi^>-3— f;i/T^y] -4 

HPLCiSJ^^K (^) : 4J4 ; MS(m/z) : 408(M + H)* ; HPLC^# : Bo 

15 mmmi (273) 

2 - [1- (1, 4-^>^Ji^:t^^>-6-^)V:^^J]/) lfD>;$^>-3 

- 4- (71— t: h'DT-lf lf>- 1 ifV^-y> 
HPLC (^) : 3.88 ; M S(m/z) : 410 (M + H)* ; HPLC : Bo 

20 ^S{g^J7 (2 7 4) 

4- (71— t KDT-lfl^^- 1 — r;!/) -2 - [1- [2- (1, 1, 5- 

h»;^^;v-l, 2, 3, 4-7^b^t Kn^>-if>-6-'f;i/) j:5=-;i/] 
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H3C 

CH3 



H 



HPLC U^^M (^) : 5.23 ; MS (m/z) : 412 (M + H)* ; HPLC ^{4^ : B o 
5 IUg0!|7 (2 7 5) 

4- (^t— fc h*DT-iftr>- -2- [1- [4- (3-i^^^;v 

I , HPLC ^jt^^ (^) : 4.08 ; M S(m/z) : 453 (M + H)* ; HPLC ^ff^ : Bo 

io 

mmmi (2 7 6) 

2- [1- (2 -7U;vp<^;i/) trny i?>-3-'i';vT^>'] -4- (>/i 

;. HPLC (:9-) : 3.78 ; M S(m/z) : 342 (M + H)* ; HPLC ^# : B o 



mmmi (277) 

4- (^'i— t. h'nT^ftf>- i-'T;!') -2- [1- (2-5^T\/U;V^5=- 
HPLC^i^^^ (^) : 3.56 ; MS(m/z) : 359(M + H)* ; HPLC^# : Bo 



15 



20 



mmmi (278) 
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2- [1- (4-T-fe^;VT^>'^>S^;i/) \fU^)t^>-3-^)]/T^Jl 

-4- (/I— b i«DT-ifbr>- i->r;v) 

HPLC i^i^^^ (^) : 3.47 ; M S (m/z) : 817 (2M + H)\ 409 (M + H)* ; HPLC 

5 

mmi (2 7 9) 

HPLC ^^^P^ (^S-) : 4.06 ; M S (m/z) : 382 (M + H)* ; HPLC ^j^t^ : B o 

10 

mmm7 (2 s o) 

2- [1- (4-^ h^api/^vs;;!/) tfD';i^>-3--r;i/T^y] -4- 
HPLC^i#^^ (^) : 3.95 ; MS(m/z) : 382(M + H)* ; HPLC^f^ : Bo 

15 

I I 

mmmi (2 8 d 

4- (71— b HnT-iftrv- 1 -'f;!/) -2 - [l- (4-7ai-;i/^>i? 

HPLC ^it^P^ (^) : 4.41 ; M S (m/z) : 855 (2M + H)*, 428 (M + H)* ; HPLC 
?0 Bo 

|IS£^J7 (2 8 2) 

2- [1- ((2E) -3, 7-$^^5^;i/-2, 6 ^:^j^-;i/) bn U 

i?>-3--r;i/T^y] -4- (/i~b KnT-ifb>- 1 -'r;v) try^i? 

HPLC^J^^^ (t^) : 4,94 ; MS(m/z) : 398(M + H)* ; HPLC^# : Bo 
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mmmi (2 8 3) 

5 HPLC^i^^^ : 4.44 ; MS(m/z) : 423 (M + H)+ ; HPLClfef^^ : Bo 

mmmi (2 84) 

2 - [1- ( 2 - ji^;i/^dps/;i/) brD«;>:^>-3-vr;vT^>'] - 4- (/i 

;0 HPLC (^) : 4.99 ; M S (m/z) : 374 (M + H)+ ; HPLC : B o 

mmm7 (2 8 5) 

2 - [1- (3-7;i/:tn^>i?;v) i^D >; 3 y ] -4- 

j5 HPLC^j^^^ (:53>) : 4.04 ; MS(in/z) : 370(M + H)* ; HPLC^# : Bo 
Hifg^J? (2 8 6) 

2- [1- (2-t KD^5^j:5=-;i/) t^n >;i?>-3->r;vT^y] -4- 

20 HPLC ^i^^^ (:S') : 3.27 ; M S(m/z) : 306 (M + H)* ; HPLC ^{^^ : B o 

mmmi (2 8?) 

2 - [1- (l-:^^^^;^^^;!/) bn U^:^>-3--Y;i/T^y] - 4- (/i 
— t KnT-iftr^- 1 — r;i/) b>j^s^> 

2^ HPLC^jt^^ (^) : 433 ; MS(m/z) : 402(M + H)* ; HPLC^f^ : Bo 
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mmmi (288) 

HPLC fi^i^^^ (^) : 3.93 ; M S (m/z) : 793 (2M + H)*, 397 (M + H)* ; HPLC 
^ : Bo 

ll»J7 (2 8 9) 

4- (/1-b h*DTHfl^>- 1 ->f;i/) - 2- [1- C(2S, 3S, 4R) 

-2, 3, 4, 5-y^h^\i\^U^i/^>^)]/2 \^t2Vi^>-3-^ )VTK 

ip ^] i^u 

HPLC ^j^^K (^) : 3.07 ; M S (m/z) : 791 (2M + H)+, 396 (M + H)* ; HPLC 
Bo 

^0!|7 (2 9 0) 

15 4- (/'I— t KnT-iftr>- 1 — r;i/) -2 - [i - (2 -^ai— ;v^5=-;v) 

HPLCfi^i^^lS (tS-) : 3.95 ; MS(m/z) : 358 (M + H)* ; HPLC ^{4^ : Bo 

mmmi (2 91) 

20 2- [1- (4-:^nD^>s^;i/) i^DUS^>-3--f;i/T^>'] -4- 
— tiKDT-tfbr>-i->r;i') 

HPLC (^) : 4.21 ; M S (m/z) : 388, 386 (M + H)* ; HPLC ^{^t^ : 

Bo 



p mmm (292) 

2- [1- (1, 3-^>^/$^;r^v— ;v-4-^;i/^5^;i/) trnui^v- 
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HPLC : 3.93 ; M S (m/z) : 396 (M + H)* ; HPLC ^{'1^ : B o 

mm\7 (2 9 3) 

5 4- b-DTHft:>- 1— r;i/) -2- [1- ((as, 4R) -3, 

4, 5- b Ub KD:¥:^^>5=-;i/) trDUi^>-3-^;i/T^y] bU^i^ 



HPLC (^) : 3.14 ; M S (m/z) : 759 (2M + H)*, 380 (M + H)* ; HPLC 

^fl^: Bo 

mmmi (294) 

2- [1- (1, 5->:^^5=-;v-2-7 3i:n;v-3-;^-:3pv-2, S-^b 

Hn- iH-b^\/— ;i/-4->r;w^5^;i/) b^i;i'>-3--f ;vt^>'] 

-4- (>'1— b h*DT-lfb>- 1 — f;i/) bU^^> 



HPLC #it^F^(:^): 3.49; M S (m/z) : 923 (2M + H)+, 462 (M + H)+ ; HPLC 

mmmi (295) 

20 4- (7l-bKDT^fb>-l-'r;i/) -2- [1- [5- C(E) -4-:A 
r 2 - 1 , 2, 3, 4-7^ h^b Kn^>-lf>-2->r 

boyi?>-3— b';^i^> 



15 
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H 



HPLC (^) : 5.43 ; M S (m/z) : 438 (M + H)* ; HPLC : B o 

mmm7 (2 9 6) 

HPLC : 4.59 ; M S (m/z) : 963 (2M + H)*, 482 (M + H)* ; HPLC 

Bo 

10 mmn (297) 

4- t b-DTHf tf>- 1 --f ;v) -2 - [1- (4-7;v;rn^>s^ 
HPLC^I^I^ra {^) : 4.02 ; MS(m/z) : 370(M + H)* ; HPLC^# : Bo 

r; 

15 mmn (298) 

4- (^-^-t KDT-^I^V- 1 -'1';V) -2- [1- (1, 2, 

2, 3, 4-7^h^b Kn^>Hf>-3— f;vp<^;v) i^o>;s^ 
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CH3 



HPLC^jt^^ : 4.98 ; MS(in/z) : 398(M + H)* ; HPLC^ff^ : Bo 
||J(g«?iJ7 (2 9 9) 

§ 4- (71— h KDT-tflfV- 1 -'f - 2- [1- (3, 5-i^;^^JV- 

1- 7 :c=^)v\^^ y — 4 - ;V'^ tf d u $^ > - 3 — r ^ ^ ] 

HPljC«i^^ra(^):3.91; M S (m/z) : 891 (2M + H)*, 446 (M + H)* ; HPLC 
^fJ^ : Bo 

mmmi (soo) 

2 - [1- (4-'^>i^;i/::r:3r5^-3-p< b^i^^ys^;!/) i^ni;s^>-3 

HPLC fi^it^^ (^) : 4.19 ; M S (m/z) : 975 (2M + H)+, 488 (M + H)* ; HPLC 
i5 ^#:Bo 

mmmi (30 d 

2- [1- (3-^>y;v;^-:^i/^>i;;v) i^ni;y>-3 — r;vT^y] 
-4- (v'l— t HnT-iftr>- i--r;i/) bu^i^> 

20 HPLC^^^ (^) : 4.33 ; MS(m/z) : 458(M + H)* ; HPLCMl^^ : Bo 
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mmmi o o 2) 

2 - [1- i4-^>i^)]/:t^i^^>i^jv) trn i; 3 — f ^ ] 

HPLC ^it^^ (^) : 4.32 ; M S (m/z) : 915 (2M + H)*, 458 (M + H)* ; HPLC 
5 Ifef^: Bo 

Hiffi^J? (3 0 3) 

4- (/I— t. KDT-lftrV- 1 — f;V) -2- [1- (4-7aiy'^i/^> 
10 HPLC ^Jt^^(^): 4.41; MS(ni/z):887(2M + H)+,444(M + H)*; HPLC 

mmmi 004) 

4- KnT^ft:>- 1 --y;!/) -2 - [l - (2, 4, 6-hUp< 

15 tr^Ui;'>-4--r;i/T^>'] try^s^> 

HPLC ^it^^ (^) : 4.13; MS(in/z):911(2M + H)*,456(M + H)*; HPLC 
Bo 

^SS^J7 (3 0 5) 

20 2 - [1- {3-->T^^>i^JV) lf^Ui^>-4— f - 4- (>'1 

— t HnT-iftr>- 1 --i';v) tru^i?> 

HPLC ^It^P^C;^): 3.95; M S (m/z) : 781 (2M + H)*, 391 (M + H)* ; HPLC 
Bo 

25 mmmi o o 6) 

2 - [1- i3-^^)vy^)v) tf^«;i^>-4-'i';i/T5.y] -4- (>'i 
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HPLC i^) : 4.33 ; M S(ni/z) : 346 (M + H)* ; HPLC : B o 
m&m7 (3 0 7) 

^] -4- h HnT-tft^y- 1 --f;v) ifU^i^v 

HPLC (^) : 3.03 ; M S (m/z) : 879 (2M + H)*, 440 (M + H)* ; HPLC 

ISy^: Bo 

10 ^^?IJ7 (3 0 8) 

2 - [1- (4-s^^^;i/T^>'^>5^;i/) tr^';s^>-4 — ovT^yl 
-4 - (z'?— t HDT^fi^v- i--f;v) tru^^^> 

HPLC ^j^^^ i^) : 4.19 ; M S (m/z) : 817 (2M + H)*, 409 (M + H)* ; HPLC 
Bo 

^«?|J7 (3 0 9) 

4- (/I— bHnT-lftr>-l— f;i/) -2- [l- (3-7aiy^i^^> 

j^;v) tr>^U5^>-4-'i';vT^y] tru^5^> 

HPLC ^i^^P^ (^) : 4.50 ; MS (m/z) : 915 (2M + H)\ 458 (M + H)* ; HPLC 
20 ^#:Bo 

mmmi o i o 

2- [1- [(E) -2-^^;i/-2->^7^-;i/3 tr^Ui^>-4— f 
^] -4- (/I— t h-nT-tfb>- i-'f;!/) bU^e^> 

p. HPLC «it^F^(^): 4.37; MS(m/z):687(2M + H)*,344(M + H)*; HPLC 
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mm'7 (3 1 1) 

2-[(lR)-l-(6, 6-S^^5^;Vt:S>'<^n [3. 1. 1] 
5 PT-iftf^-l— r;W \^VKi^> 



H 

HPLC (^) : 5.09 ; M S (m/z) : 819 (2M + H)*, 410 (M + H)* ; HPLC 

Bo 

lb IIJK«?!I7 (3 1 2) 

2- [i-?!j;i/7i^=3fe/p<5^;n^^';i^>-4--f;i/T^y] -4- t: 

HPLC «it^r^ (:^) : 2.78 ; M S (m/z) : 667 (2M + H)\ 334 (M + H)* ; HPLC 



., ||JIB«?!|7 (3 1 3) 

2- (i-i^t;7n:rntr;vp<^;nf'>^ys^>-4 — r;vT^y) -4- (>'i 

HPLC ^1^^^ : 3.97 ; MS (m/z) : 659 (2M + H)\ 330 (M + H)+ ; HPLC 
20 ^n^'.Bo 

mmmi (3 1 4) 




15 
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2- [1- (3-^^;i/^:^rntr;i/) ii^';e^>-4-'f -4 

HPLC^l^^^ : 3.95 ; MS(m/z) : 364(M + H)* ; HPLC^# : Bo 

5 mmmi o 1 5) 

2- [1- (2, e-i^^'^jv-s-^yy^—jv) tr^';i^>-4--f;i/T 
^y] -4- (v'l— t KnT-ifif>-l — f;v) t!U^i?> 

HPLC (^) : 5.03 ; M S (m/z) : 799 (2M + H)*, 400 (M + H)* ; HPLC 

Bo 

10 

mmm7 o i e) 

4- (/I— b h'nT-l?t>- 1 -'f;!/) -2 - [1- i^JV>'-2-^)l^ 

HPLC ^j^^ra (^) : 3.93 ; M S (m/z) : 833 (2M + H)*, 417 (M + H)* ; HPIX) 
i5 JiM^rBo 

^^J7 (3 1 7) 

2- (l-;^:r^>^;Hf^US^>-4-'r;VT^>') -4- (>'l— th*n 

20 HPLC «j^^F^(^): 4.76; M S (m/z) : 691 (2M + H)*, 346 (M + H)* ; HPLC 
Bo 

^^J7 (3 1 8) 

2- [1- C(Z) - 4 tT^U 4 ->r;i/T^ ^ ] - 4- (^'l 
HPLC ^i^^K (^) : 5.34 ; M S(m/z) : 414 (M + H)* ; HPLC : B « 
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mmmi o 1 9) 

4- (/t— t b'DT-ifif >- 1 --r;v) - 2- [1- (3-7ai-;i/rul:f 

ff HPLC^j^^^(:0-):4.32; MS(m/z):787(2M + H)*,394(M + H)*; HPLC 
Bo 

(3 2 0) 

2- [1 -:r^;vb:^u^^>-4--r;i/T^y] -4- t HnT^ftr 

HPLC^i^^^ (:^) : 4.21 ; MS(in/z) : 332(M + H)* ; muc0k^ : Bo 
I^WJ7 (3 2 1) 

2 - [1- C(E) - 3- (4-e^^^;i/T^>'7 3i-;v) -2-rn^-;v] 
;5 tr^Ui^>-4--r;vT^>'] -4- (yi— b b^nrHftr^- i-'f ;v) t: 

HPLC ^i^^^ (^) : 433 ; MS (m/z) : 869 (2M + H)\ 435 (M + H)* ; HPLC 
0ki^ : Bo 

20 mmmi (322) 

2- [1- (3-t h-adr$/^>$^;v) tr^ys^>-4 — f;i/T^>'] -4 

HPLC ftit^^ (^) : 3.44 ; MS (m/z) : 763 (2M + H)\ 382 (M + H)* ; HPLC 

25 

HJS^J? (3 2 3) 
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2- [1- (2-b h-D^s/^>-:;;i/) tf'^»;i^>-4— r;i/T^>'] -4 

HPLC U^^^ : 4.10 ; M S (m/z) : 763 (2M + H)*, 382 (M + H)+ ; HPLC 
^ i Bo 

mmmi (324) 

-4- (/I— bh'DT-ifbf>-i-'f;v) tru^s^> 




H 



IQ HPLC ^Sj^^P^ (^) : 3.11 ; M S (m/z) : 410 (M + H)* ; HPLC ^f^f^ : B o 

mmmi 025) 

-4- (/I— b KDT4ftr>- tru^s^> 

15 HPLC fiSi^l^^ (^) : 5.31 ; M S(m/z) : 480 (M + H)* ; HPLC : B o 

mmmi o 2 6) 

2 - [1- (^>y [b] 7^>-2 — r;i/;'^5^;v) tr^Ui^>-4— f;v 

T^y'] -4- (71— fc KDT4?tf>- 1 — f;i/) trU^i^V 
20 HPLC ^i^^P^(:9^): 4.17; MS(m/z):811(2M + H)+,406(M + H)*; HPLC 



256 



wo 2004/052862 



PCT/JP2003/015718 



mmm7 027) 

2 - [1- (3-^5^;i/^>\/ [b] 5^21-7 2 tf^Ui^V- 
4-'f;vT^>'] -4- (/I— t i«nT-i?tr>- 1 --f tru^s^y 

5 HPLC^i^^^(^):4.54; M S (m/z) : 871 (2M + H)% 436 (M + H)* ; HPLC 
: Bo 

mmmi o 2 s) 

2- [1- [2- (4-^nD:7 3i-;v^;r) \^^Vt^y-4- 

10 -r;i/T^>'] -4- (.'I— t. KDT-ift:>- 1 — ov) i^y^s^v 

HPLC ^1^^^ i^) : 5.03 ; M S (m/z) : 510, 508 (M + H)* ; HPLC : 
Bo 

mmm7 029) 

15 2- [1- (3, 7-$^;»<5=-;P-6-:e-^5^-;V) 4 J]^T 

^y] -4- (71— t ^•^T^f^:^>- 1 --f ;w) if>;^i^> 

HPLC ^i^^P^ (^) : 5.12 ; M S (m/z) : 414 (M + H)* ; HPLC ^{^^ : B o 

mmm ? ( a a o ) 

20 4- (z"?— t h'DT-if i^>- 1 --f ;!/) -2- [1- (4-trnUi^y^> 

HPLC (:^) : 4.57 ; M S (m/z) : 869 (2M + H)\ 435 (M + H)* ; HPLC 

^^*:Bo 

25 mi&m7 (33 1) 

2- [1- [2-p<5^;i/-3- (4-t-r5^;i/7ai-;v) rni^;i/] tf^ 
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HPLC ^i^BtP^ i^) : 5.21 ; M S (m/z) : 464 (M + H)* ; HPLC : B o 
5 mmi (3 3 2) 

-4- (/I— bb'nT^ftr>-i-'f;v) i^u^s^> 

HPLC^^^^^ (^) : 4.44 ; MS(in/z) : 472(M + H)* ; HPLC^I^ : Bo 
10 (3 3 3) 

r 

2_ [1- (3, -:r^;v-4-t b-Ddf.s/^>i;;v) i^^ys^ 

HPLC^i^^^ (iS-) : 4.72 ; MS(m/z) : 494(M + H)* ; HPLC : Bo 

p mmm7 (334) 

1 2 - [1- [3- (4--r vrDt:;v7air:;i/) - 2 ^;vrn tf 
^ijs;>-4--y;i/T^>^] -4- (yi— t KDT-ifif>- 1 — r;v) try 

HPLC ^i^^r^ (^) : 5.09 ; M S (m/z) : 450 (M + H)* ; HPLC ^ft^ : B o 
^^J7 (3 3 5) 

2 - [1- [3, 4-\i7. (^>i^)]y:t^t^) li^yi^>-4- 
-f;i/T^>'] -4- (>'l— h HPTHft^V- 1— f;i/) bfy^5^> 

HPLC^itl^^ (^) : 4.57 ; MS(iii/z) : 578(M + H)* ; HPLC^# : Bo 

P. 

mmmi (3 3 6) 
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2- [1- (4-:t^^;V:r^5^^>^:^;V) \^^Vi^>-4--(J}/T^>fl 
HPLC^i^^^ i^) .: 5.64 ; MS(m/z) : 494(M + H)+ ; HPLC^ft^ : Bo 

5 (3 3 7) 

4_ >rnT-lfl^>- 1 --f^V) -2 - [1- (3, 5, 

HPLC ^i^I^F^ (^) : 5.16 ; M S (m/z) : 402 (M + 1^* ; HPLC ^i^^ : B o 
10 mmi (3 3 8) 

HPLC «jtNf ^ (rS-) : 3.99 ; M S (m/z) : 779 (2M + H)% 390 (M + H)* ; HPLC 
Bo 

, mmmi (339) 

2_ [1- [5- (4-t KD^e^-4-p<5=-;v-^>^;W -1, 2, 3, 
-4- (^'i— t Knr-tftry- i--f;v) i^u^i^^ 



HPLC #5^^^ {^) : 4.41 ; M S (m/z) : 470 (M + H)* ; HPLC 0k^ : B o 




N 
H 



OH 
CH3 



20 
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mmmi (34o) 

HPLC ^i^Np^ i0) : 3.49 ; M S (m/z) : 723 (2M + H)\ 362 (M + H)* ; HPLC 
||J£«?!I7 (34 1) 

2- [1- [(IR, 2S, 3R, 5R) - 2 - b Kndf^i/- 4 , 6, 8-b 
V:t^V'7.}fti [bTi/^D [3. 3. 0] :t^7^>-7, 1* -i^^D^:^ 

10 tJ-^] -3--f;i/p<^;i/] i^^>;i^>'-4--r;i/T^y] -4- (/i— fc^• 



HPLC ^j^^P^ (^) : 3.80 ; M S (m/z) : 488 (M + H)* ; HPLC Ife^^ : B o 

15 mmmi (342) 

4- (^'l— b KDT-lf If >- 1 -^;i/) -2- [1- (3-:7 3i:::i;i/b^\/ 

— ;i/-4--f;v^5=-;i/) b^U5^>-4-'f;i/T^>'] bi;^5^> 

HPLC ^l^^iS (rS-) : 3.77 ; M S (m/z) : 863 (2M + H)*, 432 (M + H)* ; HPLC 
Bo 




20 
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mmi (343) 

2- [1- (4-t-:r^;i/^>5^;v) tr^y s^>-4-'<;i/T^y] -4 

HPLC ^i^^^ (^) : 4.68 ; M S (m/z) : 843 (2M + H)*, 422 (M + H)* ; HPLC 

mmm (344) 

2- [1- (1, 4-^>^Ji^7^^1)'>-6-^)]/:A^)]/) lf^i;-^>-4 

ID HPLC ^j^^^ (^) : 3.99; MS(in/z):847(2M + H)*,424(M + H)*; HPLC 
0ki^: Bo 

^^J7 (3 45) 

4- (/I— bh*nT'^l^>-l->f;i/) -2- [1- [2- (1, 1, 5- 

15 hUp<^;v-i, 2, 3, 4-7^^^b^'D>^>^f>-6->f;^) 



HPLC^i^^^ (^9-) : 5-18 ; MS(m/z) : 426(M + H)* ; HPLC^f^ : Bo 

20 ^^J7 (3 4 6) 

2- [1- [4- (3-^;>«^;i/T^>'rnb;i/;t:^i^) l^^U 
i^>-4-'f -4- (/I— b KnT-tftrv- i-'f;^) tru^t? 
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HPLC fi^i^^^ (^) : 4.22 ; M S(ni/z) : 467 (M + H)+ ; HPLC 0ki^ : B o 
^097 (3 4 7) 

5 2 - [1- (2-:7ij;i/^5=-;i/) tr^'Ji^>-4 — f;i/T^y] -4- (^'i 

— h KDT-lf 1^>- 1 — f;V) lf>J^y> 

HPLC UWmm (^) : 3.82 ; M S (m/z) : 711 (2M + H)\ 356 (M + H)* ; HPLC 
Bo 

10 ^«?iJ7 (3 4 8) 

2- (1 -'f v:/^;vtr'^U$^>'-4 — r;i/T^-^) -4- (>'i— b^nr 

HPLC (^) : 4.30; M S (m/z) : 663 (2M + H)*, 332 (M + H)+ ; HPLC 

Bo 

15 

mmmi (349) 

2- (1 -->^n^dp->;i/;><^;i'tr'>5.US^>-4-^;i/T^y ) -4- (/i 

HPLC ^j^^^ i'^) : 4.85 ; M S (m/z) : 743 (2M + H)*, 372 (M + H)+ ; HPLC 
20 ^f^:Bo 

mmi (3 5 0) 

4- (.'I— b KDT-iftfV- 1 --f;v) - 2- [1- (2-^T\/y;i/pt5=- 

25 HPLC fili^^^(^): 3.64; M S (m/z) : 745 (2M + H)*, 373 (M + H)* ; HPLC 

mi'\r: Bo 
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^^J7 (3 5 1) 

-4- t KDT-lf l^>- 1 — f;i/) )^V^t^> 
5 HPljC^jtl^^(:fl'):3.55; M S (m/z) : 845 (2M + H)*, 423 (M + H)* ; HPLC 

||Jlg«?07 (3 5 2) 

2- [1- (2-p( h=3pi^^>e^;v) tr^';i^>-4-'f;vT^>'] -4- 

HPLC (^) : 4.13 ; M S (m/z) : 791 (2M + H)*, 396 (M + H)* ; HPLC 

Bo 

mmrni (353) 

15 2 - [1- (4-p« h:ape/^>5^;v) if^';^>-4-'f -4- 

HPLC fi^j^^^ : 4.06 ; M S (m/z) : 791 (2M + H)\ 396 (M + H)* ; HPLC 
Bo 

2Q ^«?IJ7 (3 54) 

4- (/I— t FnTHftry- i-'T;!') - 2- [i- (4-7ai-;i/^>i? 

HPLC {^it^F^ (^) : 4.54 ; M S (m/z) : 883 (2M + H)*, 442 (M + H)* ; HPLC 
Bo 

mmmi (s 55) 
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2-Cl-[(2E)-3, 7-S^p<^;i/-2, 6-:t^^i^:i^:^)Vl tf^'J 

HPLC ^i^^^ (^) : 4.89 ; M S (m/z) : 823 (2M + H)*, 412 (M + 1^* ; HPLC 
5 Bo 

HifE^y? (3 5 6) 

-4- KDT-iftr>- 1 — r;i/) 

}0 HPLC 4.57; MS(m/z):873(2M + H)*,437(M + H)*; HPLC 

< 

Bo 

mmmi (357) 

2- [1- (3-7;i/:^n^>>:^;v) tf^U5^>-4--Y;v7^>'] -4- 

15 (71— b KDTHfbfV- l->r;V) l^U 

HPLC (:^) : 4.15 ; M S (m/z) : 767 (2M + H)*, 384 (M + H)* ; HPLC 

Bo 

mmmi (3 5 s) 

2p 2 - [1- (i-:^7^;v^5^;i/) tr^';i^>-4--r;vT^>'] - 4- (^^i 

HPLC ^it^^(^): 4.54; MS(m/z):831(2M + H)+,416(M + H)*; HPLC 
: Bo 

p mmmi (359) 

2- [1- (3-::ihD^>S^;V) t^^U 4 ^ ^ ] -4- (yl 
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HPLC ^Itl^ffl (^) : 4.04 ; MS (m/z) : 821 (2M + H)*, 411 (M + H)* ; HPLC 
Bo 

5 mmmi (seo) 

HPLC ^i^l^^ (^) : 4.02 ; MS (m/z) : 635 (2M + H)*, 318 (M + H)* ; HPLC 
Bo 

10 

mmmi o e d 

4- (y"?— t KDT-iftr>- 1— r;i/) -2- [l- C(2S, 3S, 4R) 
-2, 3, 4, 5— T^h^t Kn:3f.$/^v?.>^;V] l^^U 4 ;VT ^ 

15 HPLC (^) : 3.14 ; M S(in/z) : 410 (M + H)+ ; HPLC : B o 

mmmi (3 6 2) 

4- (/I— b KnT^fif^- i->f;v) -2 - [1- (2-^j^-;i/^^;v) 

^ HPLC ^it^^(^): 4.06; M S (m/z) : 743 (2M + H)*, 372 (M + H)* ; HPLC 
MI#:Bo 

mmmi (3 e 3) 

2- [1- (4-^uu^>i^j\/) b^'JS^>-4— f -4- (yl 
HPLC iSJ^^P^ : 4.35 ; M S (m/z) : 799 (2M + H)*, 402, 400 (M + H)* ; 
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HPLC^^^f^ : Bo 



mmi (3 6 4) 

2- [1- (1, 3-^>V^S^:^^V— ;i/-4->r;i/) l^^Ui^>~4-'f 

5 ;vT^y3 -4- C^''?— t KnT-€i^>- 1 — f;i/) tru^t?^ 

HPLC ^i^^^ i^) : 4.02 ; M S (m/z) : 819 (2M + H)*, 410 (M + H)* ; HPLC 
0ki^ : Bo 



||je£«?!l7 (3 6 5) 

XQ 4- (/^— t KUT-ifl^y- 1 -^;V) -2- [1- C(3S, 4R) -3, 

HPLC (^) : 3.18 ; M S (m/z) : 787 (2M + H)*, 394 (M + H)* ; HPLC 

lilf^: Bo 

^SS^?!I7 (3 6 6) 

2- [1- (1, 5-S^>{^;V-2-7 3i— ;v-3-3j-^V-2, 3-S^t 

l«n- iH-tr^y— ;i/-4 — ov^^;]/) tr^U5^>-4->f;i/T^y] 
-4- (^'?— t h-DT-ift^^- 1 --f ;W b:';^s<?> 




HPLC ^it^F^ i^) : 3.51 ; M S (m/z) : 951 (2M + H)*, 476 (M + H)* ; HPLC 
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mmmi oe?) 

2 - [1- {3->^h^t^-4-^^t^)\/:t^iy^>t^)\/) tf^»J5^>-4 
HPLC ^i^^^ i^) : 4.72 ; M S (m/z) : 496 (M + H)* ; HPLC : B o 
|l2ffi«?lJ7 (3 6 8) 

2- [1- (4-7;i/:tD^>$^;i/) lf^U5^>-4--i';i/T^y] -4- 

HPLC ^it^^(^): 4.13; MS(m/!z):767(2M + H)*,384(M + H)*; HPLC 
mi^: Bo 

HJfiMT (3 6 9) 

15 4- (>'i— t KnT4fi^>- 1 ->r;^) -2- [1- (1, 2, 

2, 3, 4-5^b^t b'n^>Hf>-3-'T;Vp<5^;V) If^US^ 




HPLC ^i^I^^(^): 5.18; M S (m/z) : 823 (2M + H)*, 412 (M + H)+ ; HPLC 
20 ^^:Bo 



^^J7 (3 7 0) 



267 



wo 2004/052862 



PCT/JP2003/015718 



2 - [1- (3, 5-i^^5^;i/- ;i/-4 — r;Vp<^;i/) 
\f^Vi»-4-^j]/TXy^2 -4- (/I— fcKnT-ift;>-i-^;v) tf 

HPLC «i^t^^ (rS^) : 4.02 ; M S (m/z) : 919 (2M + H)*, 460 (M + H))* ; HPLC 
5 ^ffi : Bo 

mmmi (s 7 d 

2 - [1- ( 2 tr^'ji;>-4-'f y'] ~ 

10 BPJJCU^mm (^) : 4.06 ; MS(m/z) : 410(M + ir)* ; HPLC^# : Bo 
||J£«?!|7 (3 7 2) 

-'f;vT^y] -4- (>'i— b b*DTHfi^>- i--f;i/) 

;5 HPLC^i^^^ (^) : 4.30 ; MS(iii/z) : 502(M + H)* ; HPLClSI# : Bo 
|||ffi^J7 (3 7 3) 

2 - [1- (S-^^S^^Vi^-^S/^^S^;!/) \i^VP>-4--(J\/T^>^'\ 

-4- (yi— ti i«DT-iftr>- 1 -'T;!/) tr';^s^> 

26 HPlJCUWmmi^):4.44; MS(in/z):943(2M + H)*,472(M + H)*; HPLC 
liH^: Bo 

IIJS01J7 (3 7 4) 

2 - [1- (4-^>i^;i/2i-:^rS/^>y;i/) tr^i;s^>-4 — r;vT^y] 
25 -4- (/I— t KnT-iftr>- i—f;!/) 

HPLC ^}^^^ : 4.44 ; M S (m/z) : 943 (2M + H)*, 472 (M + H)+ ; HPLC 
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^ : Bo 
HJS^J? (37 5) 

4- (71— t KDT-^li>- l-'f;!/) -2- [1- (4-7iy^S/'^> 
HPLC ^it^^ (^) : 4.51 ; M S (m/z) : 915 (2M + H)\ 458 (M + H)^ HPLC 

mmms 

iQ 4- (yi— b b'nT-iftf>- 1— - 2- TM^py 

15 TL C : Rf 0.40 (B^^3i^;i/ : ^^y— ;v : ^ U J^^;!/^^ >= 2 0:2: 
1); 

M S (m/z) : 338 (M + H)*, 248, 190 ; 

HPLC ^J^^^ (^) : 3.01 ; HPLC 0ki^ : Ao 

20 mmm8 (d --hm^^iis (2) 
mmms (d 

25 4- (/I— t HDT-ifi^>- i-'f;v) -2- [(3S) - (i-^>e^;v) 
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TLCiRf 030 ;><^5^>'— b U >= 2 0 : 2 : 

1); 

NMR(DMSO-d6, 323K) : 6 1.33 (m, IH), 1.45 (m, 4H), 1.51 (m, IH), 1.65 (m, 
5H), 1.76 (m, IH), 1.90 (m, IH), 2.04 (m, IH), 2.60 (m, IH), 2.85 (m, IH), 3.28 (m, 
5 2H), 3.49 (m, 4H), 3.84 (m, IH), 5.83 (d, J = 6.0 Hz, IH), 5.94 (m, IH), 7.23 (m, IH), 
7.29 (m, 4H), 7.70 (d, J = 6.0 Hz, IH) ; 
M S (m/z) : 366 (M + 1^*, 276 ; 
HPLC ^it^^ (^) : 3.03 ; HPLC : Ao 

10 mmms (2) 

4- (/i-bh-nT-iftf^-i— f;v) -2- [(3S) - (l-^>S^;i/) 

TLCrRf 0.45 (^DD7}n;1/A : ;V : 2 S%'r>'e=.T7i^= 8 0 : 

10:1); 

15 N M R (DMSO-d<5) : (5 1.41 (m, 5H), 1.64 (m, 9H), 2.56 (m, 3H), 2.81 (m, IH), 3.49 
(m, 4H), 3.63 (s, 2H), 3.97 (m, IH), 5.80 (d, J = 6.0 Hz, IH), 6.06 (m, IH), 7.24 (m, 
5H), 7.68 (d, J = 6.0 Hz, IH) ; 
M S (m/z) : 380 (M + H)*, 290 ; 
HPLC^it^^ (:^) : 3.03 ; HPLC^i^ : Ao 

20 

msm9 

4- (71— t. HnT-iftf^- 1— r;v) - 2- (T-if^s^>-3-'r;vT^ 
y) If'; 

TLC : Rf 0.65 (<^DD7i>;i/A : ^<57^^;v : 2 8%r>^-T7jc = 
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80:20:4) ; 

NMR(CDa3) : 6 1.52 (m, 4H), 1.73 (m, 4H), 3.54 (m, 4H), 3.61 (m, 2H), 3.89 (m, 
2H), 4.85 (m, IH), 5.41 (m, IH), 5.80 (d, J = 6.0 Hz, IH), 7.77 (d, J = 6.0 Hz, IH) ; 
M S(in/z) : 248 (M + H)*, 124.5 (M + 2H)^ j 
5 HPLC^i^l^^ (^) : 2.81 ; HPLC^^f^ : Ao 

mmmd (d -^mmm9 o) 

llii«?!I9 (1) 

4- (/I— t h-DT4fl^>- l->r;V) - 2- C(3S) -lf^Ui>>-3- 

TLC : Rf 0.70 (^nn3j>;i/A : p^^^—;!/ : 2 8%T>^— Tzk = 
15 80:20:4) ; 

N M R (DMSO-de) :6 1.43 (m, 6H), 1.62 (m, 5H), 1.82 (m, IH), 2.34 (m, 2H), 2.73 
(m, IH), 3.00 (m, IH), 3.45 (m, 4H), 3.75 (m, IH), 5.82 (d, J = 6.0 Hz, IH), 6.21 (m, 
IK^, 7.70 (d, J = 6.0 Hz, IH) ; 
M S (m/z) : 276 (M + H)*, 138.5 (M + 2Hf* ; 
20 HPLC^i^^^ (0) : 2.85 ; HPLC^ft^ : Ao 

mmm9 (2) 

4- (yi— b h*DT-if tr>- 1 -'f;!/) -2- [(3S) -71— n KDT-if tr 
>-3-'f \fV^t^> 

p TLC:Rf 0.33 (^'nn7t%;VA : p«^y— 2 8%T>^— 7'zk=8 0 : 
10:1); 
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NMR(DMSO-d6) : 6 1.34 (m, 5H), 1.70 (m, 9H), 2.60 (dd, J = 13.5, 7.0 Hz, IH), 
2.72 (t, J = 5.5 Hz, 2H), 2.90 (dd, J = 13.5, 4.0 Hz, IH), 3.57 (m, 4H), 3.90 (m, IH), 
5.81 (d, J = 6.0 Hz, IH), 6.10 (m, IH), 7.70 (d, J = 6.0 Hz, IH) ; 
MS(in/z) : 290(M + H)+, 145.5 (M + 2H)^ ; 
5 HPLCfi^it^^ (^) : 2.92 ; HPIjC^{^ : Ao 

mm9 (3) 

4- (v'l— b b-DT-iftr>- 1 - 2- C(3S) -/I— h KDT-iftr 

>-3-^;VT^>'] -5, 6, 7, 8-7=^ h^h h*n^:h^/U> 
;p T L C : R f 0.32 n n3iN;VA : p< ^ — ;i/ : 2 8 T7-k= 8 0 : 

10:1); 

NM R(DMS0-d6) : 6 1.43 (m, 6H), 1.56 (m, 5H), 1.73 (m, 7H), 2.43 (m, 4H), 2.57 
(m, IH), 2.71 (t, J = 6.0 Hz, 2H), 2.87 (m, IH), 3.50 (t, J = 6.0 Hz, 4H), 3.85 (m, IH), 
5.85 (m, IH) ; 
15 MS (m/z) : 344(M + H)+, 172.5 (M + 2H)^ ; 

HPLC U^mm i^) : 3.09 ; HPLC 0k^ : Ao 

^«^1 0 

4- (/I— t KDT-iftf>- 1 --<;!/) - 2- [(1 --r V>^5=-;i/) 
20 >-3-'f;i/T^>'] bU 

] « I 

T L C : R f 0.40 : p< ^ ;i/ : h U J^5^;VT^ >= 2 0:2: 

1); 

25 NM R(DMSO-d6, 323K) : <5 0.84 (d, J = 7.0 Hz, 6H), 1.47 (m, 4H), 1.52 (m, IH), 
1.69 (m, 4H), 2.19 (d, J = 7.0 Hz, 2H), 2.80 (t, J = 7.0 Hz, 2H), 3.54 (m, 6H), 4.33 (m. 
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IH), 5.87 (d, J = 6.0 Hz, IH), 6.62 (m, IH), 7.73 (d, J = 6.0 Hz, IH) J 
M S (m/z) : 304 (M + H)*, 248, 152.5 (M + 2H)^+ ; 
HPLC fi^Jt^^ {^) : 2.96 ; HPLC : Ao 

5 mmmio (1) ^rnmmio (12) 
mmm i o ( i ) 

^0 4- (^'i— t KDTHf t:>- 1 --f;!/) -2- [1- (2 

TLC : Rf 0.40 (Sf : ^ ^ — ;i/ : h Uj^^;1/T^>=2 0:2: 

1); 

NMR(DMSO-d6, 323K) : d 0.82 (t, J = 7.5 Hz, 6H), 1.15 (m, IH), 1.25 (m, 2H), 
15 1.30 (m, 2H), 1.48 (m, 4H), 1.69 (m, 4H), 2.27 (d, J = 6.5 Hz, 2H), 2.79 (t, J = 7.0 Hz, 
2H), 3.53 (m, 6H), 4.32 (m, IH), 5.87 (d, J = 6.0 Hz, IH), 6.62 (m, IH), 7.73 (d, J = 
6.0 Hz, IH) ; 

M S(ni/z) : 332 (M + H)*, 248, 166.5 (M + 2H)^ ; 
HPLC UW^M (^) : 3.09 ; HPLC ^# : Ao 

2Q 

^Jlg^JlO (2) 

4- b b*DTHftr>- 1 — r;i/) -2 - [(i-s^i;7n^^$/;v) r-i? 

TLC : Rf 0.40 (if : ;>< ^ ^ — ;V : h U J^5=-;i/7'5 >= 2 0:2: 
25 1) ; 

M S (m/z) : 330 (M + H)\ 248, 165.5 (M + 2Hf* ; 
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HPLC^jt^^ (^) : 3.03 ; HPIjC^{^ : Ao 

mmmio o) 

4- (/"^-t h*nT-i?vf>-i-— f;i/) -2- [1- (2-i^i;i^-;v^5^ 

T L C : R f 0.33 (g|^3i^;i/ : ^ ^ ;v : b V J^^)VT ^ >= 2 0 : 2 : 

1); 

M S(m/z) : 339 (M + H)*, 170 (M + 2H)^ ; 
HPLC ^i^^P^ (iS-) : 2.94 ; HPLC ^{^j^ : Ao 

mmmio (4) 

4- KDT-ifif>-i— r;v) -2 - [(3 s) - (i-'rv:r^;v) 

TLC : Rf 0.50 (0^a^^;v : pi ^ — ;i/ : h Uj^^;VT^>=2 0:2: 

1) ; 

NMR(DMSO-d6, 323IC): d 0.85 (d, J = 6.5 Hz, 3H), 0.87 (d, J = 6.5 Hz, 3H), 1.33 
(m, IH), 1.48 (m, 5H), 1.69 (m, 7H), 1.88 (m, IH), 2.05 (m, 3H), 2.57 (m, IH), 2.88 
(m, IH), 3.55 (m, 4H), 3.83 (m, IH), 5.87 (d, J = 6.0 Hz, IH), 5.97 (m, IH), 7.73 (d, 
J = 6.0 Hz, IH) ; 
20 MS (m/z) : 332 (M + H)*, 276, 1663 (M + 2H)^* ; 
HPLC (tS-) : 2.98 ; HPLC ^# : Ao 

ll»J10 (5) 

4- (.'I— t. b'nTHflf>- l--f;V) -2 - C(3S) -1- (2-:n^;i/ 

215 tr^';s^>-3--f;i/T^>'] tru^s^> 
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TLC : Rf 0.60 i^UU-^)\^A :;^^^—JV: 2 8%T>^~77jC=8 0 : 
10:1); 

N M R (CDCI3) : 6 0.84(t, J = 7.5 Hz, 6H), 1.31(m, 5H), 1.54(m, 5H), 1.75(m, 5H), 
1.88(m, 2H), 2.10(d, J = 7.0 Hz, 2H), 231(ni, 3H), 2.65(in, IH), 3.56(in, 4H), 
f 4.02(m, IH), 5.17(m, IH), 5.76(d, J = 6.0 Hz, IH), 7.80(d, J = 6.0 Hz, lH)o 
M S (m/z) : 360 (M + H)*, 276, 180.5 (M + 2H)2* ; 
HPLC : 3.11 ; HPLC : Ao 

^S&M 10(6) 

10 4- 01— t h-DTHflf>- 1 --f;i/) - 2- [(3S) -1- (2-lfUi^ 

TLC :Rf 0.35 h Ua:.^;i/7'^ >= 2 0:2: 

1); 

NMR(DMS0-d6, 323K) : (5 1.34 (m, IH), 1.45 (m, 4H), 1.54 (m, IH), 1.65 (m, 
15 5H), 1.77 (m, IH), 1.99 (m, IH), 2.13 (m, IH), 2.65 (m, IH), 2.89 (m, IH), 3.50 (m, 

4H), 3.55 (d, J = 13.5 Hz, IH), 3.63 (d, J = 13.5 Hz, IH), 3.86 (m, IH), 5.84 (d, J = 

6.0 Hz, IH), 5.99 (m, IH), 7.23 (m, IH), 7.44 (d, J = 8.0 Hz, IH), 7.71 (d, J = 6.0 Hz, 

IH), 7.74 (dd, J = 8.0, 2.0 Hz, IH), 8.47 (m, IH) ; 

M S (m/z) : 367 (M + H)\ 184 (M + 2Hf* ; 
20 HPLC (^) : 2.92 ; HPLC : Ao 

II5K«?!I1 0 (7) 

4- (^^— t h*DT^ftr>- 1 --r;i/) - 2- [(3S) - n-^^^u^^ 

TLC :Rf 0.48(^^nD7rv;VA:p<^y— ;i/: 2 8 %T>^-:7'7j<= 8 0 : 
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10:1); 

NMR(CDa3) : 6 1.06(m, IH), 1.22(m, 4H), 1.55(m, 5H), 1.76(m, 12H), 2.28(m, 
2H), 2.45(m, IH), 2.56(m, IH), 2.95(m, IH), 3.57(m, 4H), 3.98(m, IH), 5.06(m, IH), 
5.75(d, J = 6.0 Hz, IH), 7.79(d, J = 6.0 Hz, lH)o 
5 MS (m/z) : 358 (M + H)*, 276, 1795 (M + 2H)^ ; 
HPLCi^i^^F^ i^) : 2.94 ; HPIjC^{4^ : Ao 

mmio (8) 

4- (/I— t KnT-lftf>~ 1 --r;i/) - 2- [(3S) -1- (5^b^bh- 

TLC : Rf 0.45 (^DD7^;i/A : 2 8%T>^— T7k=8 0 : 

10:1); 

NMR(Ca5a3) : 6 1.55(m, 8H), 1.75(m, 8H), 1.91(m, IH), 2.28(m, IH), 2.45(m, 
15 2H), 2.58 (m, IH), 2.96(m, IH), 3.36(m, 2H), 3.57(m, 4H), 4.01(m, 2H), 5.11(m, 
IH), 5.77(d, J = 6.0 Hz, IH), 7.79(d, J = 6.0 Hz, lH)o 
M S (m/z) : 719 (2M + H)*, 360 (M + H)*, 276 ; 
HPLC^it^^ (^) : 2.78 ; HPLC#|{^ : Ao 

20 mmi 0 (9) 

4- tb-nTHf If >- l-'f;!/) -2- [(3 S) - 

T L C : R f 0.50 (.WfM^^J\^ J — ;i/ : h U ^ >= 2 0 : 2 : 

1); 

?5 N M R(DMSO-d6, 323IC) : 6 0.87 (d, J = 6.5 Hz, 3H), 0.88 (d, J = 6.5 Hz, 3H), 1.48 
(m, 4H), 1.62 (m, 5H), 1.68 (m, 4H), 1.76 (m, 2H), 2.21 (dd, J = 12.0, 7.5 Hz, IH), 
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2.26 (dd, J = 12.0, 7.0 Hz, IH), 2.60 (m, 3H), 2.77 (dd, J = 13.5, 4.0 Hz, IH), 3.55 
(m, 4H), 3.94 (m, IH), 5.84 (d, J = 6.0 Hz, IH), 5.87 (m, IH), 7.72 (d, J = 6.0 Hz, 
IH); 

M S (m/z) : 346 (M + H^*, 290, 173.5 (M + 2H)^* ; 
5 HPLC#^j#NF^ (:^) : 3.00 ; HPLC^{^ : Ao 

IIJ(B«»J1 0 (10) 

4- (/l—b HDT-ifl^y- 1— f;i/) - 2- [(3S) -1- (2-ai^;i/ 

10 TLC : Rf 0.60 (^nD7t%;i/A : 2 8%T>^— T7K= 8 0 : 

10:1); 

NMR(DMSC)-d6, 323K) : (5 0.83 (t, J = 7.5 Hz, 3H), 0.85 (t, J = 7.5 Hz, 3H), 1.30 
(m, 6H), 1.48 (m, 4H), 1.62 (m, 3H), 1.69 (m, 4H), 1.75 (m, 2H), 2.29 (m, 2H), 2.58 
(m, 3H), 2.76 (dd, J = 13.5, 4.0 Hz, IH), 3.55 (m, 4H), 3.95 (m, IH), 5.84 (m, 2H), 
15 7.72 (d, J = 6.0 Hz, IH) ; 

M S (m/z) : 374 (M + H)^ 290, 187.5 (M + 2H)^* ; 
HPLC^j^^^ (^) : 3.12 ; HPLC^ft^ : Ao 

10(11) 

20 4- (>'i— t KnTHftr>-i-'f;W -2- COS) - (i-i^^n^^p 
:t-r;v)K<^M; 

T L C : R f 0.35 (iP^^5^;i/ : ;>< ^5^ — ;i/ : b U ^ >= 2 0 : 2 : 

1); 

:?5 N M R (DMSO-de) : <5 1.15(m, 6H), 1.44(m, 6H), 1.66(m, 7H), 1.78(m, IH), 2.01(m, 
2H), 2.34(dd, J = 9.0, 5.5 Hz, IH), 235(m, IH), 2.87(t, J = 8.5 Hz, IH), 3.52 (m, 4H), 
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4.17(m, IH), 5.83(d, J = 6.0 Hz, IH), 6.38(m, IH), 7.71(d, J = 6.0 Hz, IH) ; 
M S (m/z) : 344 (M + H)*, 262, 182 ; 
HPLC#jt^^ (^) : 3.05 ; HPLC^i^ : Ao 

5. mmmi i-ooo i-nss^^ji 1-1035 
mmm 11-0001 

Ip N^- [4- (3, KD>r V^y U>-2 ( 1 H) —f;!/) t^U^-^ 

>-2-'f;i/] -NS N3->:^p«^;vrn/i>- 1, 3-s^t^> 

NM R(DMSO-d6) : (J 1.63 (m, 2H), 2.11 (s, 6H), 2.23 (t, J = 7.0 Hz, 2H), 2.83 (t, J 
= 6.0 Hz, 2H), 3.23 (q, J = 6.5 Hz, 2H), 3.76 (t, J = 6.0 Hz, 2H), 4.66 (s, 2H), 6.04 (d, 
J = 6.0 Hz, IH), 6.53 (m, IH), 7.19 (m, 4H), 7.80 (d, J = 6.0 Hz, IH) ; 
^5 MS (ESI, Pos. 20 V) : 312 (M + H)*, 278, 156 ; 

T L C : R f 0.19 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 11-0002 

Ni- [4- (3, b*n-f U >-2 (IH) -^JV) 

2p >-2--f;i/] -N^, N2-i^^5=-;vj^^>- 1, 2-^:^T^> 

N M R(DMSO-d«) : 6 2.16 (s, 6H), 236 (t, J = 6.9 Hz, 2H), 2.84 (t, J = 5.7 Hz, 2H), 

3.32 (m, 2H), 3.76 (t, J = 5.7 Hz, 2H), 4.67 (s, 2H), 6.06 (d, J = 6.0 Hz, IH), 6.28 (m, 

IH), 7.17 (m, 4 H) 7.80 (d, J = 6.0 Hz, IH) ; 

MS (ESI, Pos. 20 V) : 298(M + H)M49 ; 

T L C : R f 0.34(CHa3 : MeOH : NH40H= 8 0 : 1 0 : l)o 
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mmm 11-0003 

N-2- \.(4'-T'^J^>-l-^)V\fV 2 --<)]/) T^^'] 

NMR(DMSO-d6, 373.1K) : 6 131 (m, 4H), 1.70 (m, 4H), 1.80 (s, 3H), 3.22 (m, 
§ 2H), 3.32 (m, 2H), 3.56 (t, J = 6.0 Hz, 4H), 5.85 (d, J = 6.0 Hz, IH), 5.97 (m, IH), 
7.52 (m, IH), 7.73 (d, J = 6.0 Hz, IH) ; 
M S(ESI, Pos. 20 V) : 278 (M + H)* ; 

TL C : Rf 0.44 (GHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

ip msmi 1 1-0 0 04 

(IR*, 2R*) -N- [4- (3, 4-$^b KD-r V^^ ';>-2 (IH) 

tr';^s^>-2 — f;i/] i^^u^^v>-i, 2-i^T^> 

NM R(DMSO-d<j) : (5 1.15 (m, 4H), 1.66 (m, 2H), 1.82 (m, IH), 1.97 (m, IH), 2.84 
(t, J = 6.0 Hz, 2H), 3.37 (m, 2H), 3.76 (t, J = 6.0 Hz, 2H), 4.67 (s, 2H), 6.05 (d, J = 

15 6.0 Hz, IH), 6.35 (m, IH), 7.17 (m, 4H), 7.80 (d, J = 6.0 Hz, IH) ; 

■ M S (MALDI-TOF, Pos.) : 324 (M + H)* ; 

T L C : R f 0.41 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 11-0005 

20 (IS*, 2R*) -N- [4- (3, 4-$^t: Kn^f VdE^>";>-2 (IH) 

tru ^t^>-2— f;i/] s^^n^:3F-i^->- 1, 2-i^T^> 

N M R (DMSO-de) : 6 1.27 (m, 2H), 1.51 (m, 6H), 2.83 (t, J = 6.0 Hz, 2H), 2.98 (m, 
IH), 3.77 (m, 3H), 4.66 (s, 2H), 6.04 (m, 2H), 7.18 (m, 4H), 7.80 (d, J = 6.0 Hz, 
IH); 

25 MS (MALDI-TOF, Pos.) : 324 (M + H)* ; 

T L C : R f 0.36 (CHCI3 : MeOH : NH40H= 8 0 : 1 0 : l)o 
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mm 1 1-00 0 6 

3- [(4-7'-if>'i>- 1— f;i/i^U ^s^>-2-'r;i/) T^y] T-^/^y- 

5 NMR(DMSO-d6, 373K) : 6 1.32 (m, 2H), 1.49 (m, 4H), 1.72 (m, 6H), 1.92 (m, 
IH), 2.08 (m, IH), 3.18 (m, 2H), 3.57 (m, 4H), 4.44 (m, IH), 5.88 (m, 2H), 7.47 (m, 
IH), 7.76 (d, J = 6.0 Hz, IH) ; 
MS(ESI,Pos.20V) : 607(2M + H)*,304(M + H)*; 
T L C : R f 0.50(CHa3 : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 11-0007 

(3S) -N- (4-THf/^>- i-'r;i/try ^:y>-2-'f;v) -1, 3* 

-tn^^U$^>-3-T^> 

N M R (DMSO-dfi) : 6 1.25 (m, 3H), 1.44 (m, 5H), 1.68 (m, 8H), 2.02 (m, IH), 2.38 
;| (m, 4H), 2.65 (m, IH), 2.81 (d, J = 12.30 Hz, IH), 2.98 (m, 2H), 3.52 (m, 4H), 3.77 
(m, 2H), 5.83 (d, J = 6.0 Hz, IH), 6.10 (m, IH), 7.70 (d, J = 6.0 Hz, IH) ; 
M S(ESI, Pos. 20 V) : 359 (M + H)*, 276 ; 
T L C : R f 0.21 (GHQa : MeOH : 1SIH40H= 8 0: 10: l)o 

mmm 1 1 - o o o 8 

(3S) -N- (4-THf>'1>- l-'f;Hf'J ^S^>-2— f;V) -1, 4' 

- trtr^u 3 -T^ > 

N M R(DMSO-d6) : 6 1.29 (m, 3H), 1.46 (m, 5H), 1.70 (m, 8H), 1.95 (m, IH), 2.16 
(m, IH), 2.30 (m, IH), 2.42 (m, 2H), 2.64 (m, IH), 2.97 (m, 3H), 3.52 (m, 4H), 3.78 
25 (m, 2H), 5.83 (d, J = 6.0 Hz, IH), 6.12 (m, IH), 7.70 (d, J = 6.0 Hz, IH) ; 
M S (ESI, Pos. 20 V) : 359 (M+ H)^ 276, 180 (M + 2H)2* ; 
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T L C : R f 0.18 (CHas : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 11-0009 

2- [4- ((IS*, 2S*) -2- [4- (3, 4-$^tKn>f 

5 -2 (iH) ->f;v) tr'M5^>-2-'r;i/] TKy^i^^u^^>>)v) br^ 
^5^>-i--f;v] Ji^j^y— ;i/ 

N M R (DMSO-dfi) : 6 1.22 (m, 4H), 1.74 (m, 4H), 2.26 (m, dH), 2.40 (m, 2H), 2.66 
(m, 2H), 3.05 (m, 2H), 3.35 (m, 2H), 3.84 (m, 3H), 4.32 (m, IH), 4.76 (s, 2H), 6.23 
(m, IH), 7.07 (t, J = 7.3 Hz, IH), 7.19 (m, 4H), 7.32 (d, J = 8.2 Hz, IH), 7.51 (t, J = 
IP 7.30 Hz, IH), 7.81 (d, J = 8.2 Hz, IH) ; 

MS(ESI,Pos.20V) : 487 (M + H)*, 244 ; 

T L C : R f 0.47 (CHCI3 : MeOH : NH40H= 8 0 : 1 0 : 1 )o 

mtm 11-0010 

1^ 4-T-^f>'i>- i-'r;v-N-[(i-3i^;i/trDUs^>-2 — f;i/)p?^;v] 

N MR(CDa3) : 6 1.24 (t, J = 7.10 Hz, 3H), 1.54 (m, 4H), 1.75 (m, 4H), 1.80 (m, 
2H), 2.01 (m, 2H), 2.50 (m, 2H), 3.07 (m, IH), 3.56 (m, 8H), 5.83 (d, J = 6.30 Hz, 
IH), 6.16 (m, IH), 7.72 (d, J = 6.30 Hz, IH) ; 
2P MS(ESI,Pos.20V) : 304(M + H)* ; 

TL C : Rf 0.33 (CHa3 : MeOH : NH4OH = 8 0 : 1 0 : l)o 

mmm 1 1 - o o 1 1 

Ni_ (4-THf>'1>- l—rPl/trU ^e^>-2->f;i/) -NS N2-S^>f v 
25 rDtr;Vai^>- 1, 2-$^T^> 

N M R (CDCI3) : 6 1.10 (d, J = 6.6 Hz, 12H), 1.53 (m, 4H), 1.74 (m, 4H), 2.75 (t, J 
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= 6.3 Hz, 2H), 3.14 (m, 2H), 3.46 (m, 2H), 3.57 (m, 4H), 5.79 (d, J = 6.3 Hz, IH), 
5.90 (m, IH), 7.73 (d, J = 6.3 Hz, IH) ; 
M S(ESI, Pos. 20 V) : 320 (M + H)+ ; 

T L C : R f 0.33 (CHQa : MeOH : NH40H= 8 0: 10: l)o 

5 

MMm 11-0012 

4-T-tf>'i>-i — r;i'-N- (3-t^D«;s^>- 1 — r;vrni^;u) bfu 

N M R(CDa3) : 6 1.52 (m, 4H), 1.74 (m, 4H), 1.83 (m, 4H), 2.60 (m, 6H), 2.92 (m, 
10 2H), 3.42 (t, J = 6.6 Hz, 2H), 334 (m, 4H), 5.25 (m, IH), 5.76 (d, J = 6.3 Hz, IH), 
7.76(d, J = 63Hz,lH) ; 
MS (ESI, Pos. 20 V) : 304 (M + H)* ; 
T L C : R f 0.35 (CHCI3 : MeOH= 9 : l)o 

If mmm 11-0013 

4-T-lf>'i>- 1 --f;i/-N- (3-^;^;}nU >-4-'r;v:7°Dtf;i/) tru 

N M R(CDa3) : 6 1.49 (m, 4H), 1.70 (m, 6H), 2.37 (m, 6H), 3.37 (q, J = 6.60 Hz, 
2H), 3.54 (m, 4H), 3.64 (t, J = 4.70 Hz, 4H), 4.82 (m, IH), 5.77 (d, J = 6.60 Hz, IH), 
20 7.59 (d, J = 6.60 Hz, IH) ; 

MS (ESI, Pos. 20 V) : 320(M + H)*,233 ; 

T L C : R f 0.33 (CH.CL3 : MeOH= 9 : l)o 

mmm 11-0014 

?5 1-3- l(4-'r-\i^^>-l—(J]/\fV^i^>-2-^)V) T^y] zru\f 

;vt:nue^>-2-:^> 
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NMR(CDa3) : 6 1.53 (m, 4H), 1.76 (m, 4H), 1.80 (m, 2H), 1.99 (m, 2H), 2.35 (t, 
J = 7.90 Hz, 2H), 3.36 (m, 4H), 3.63 (m, 6H), 5.82 (d, J = 6.60 Hz, IH), 639 (m, IH), 
7.65 (d, J = 6.60 Hz, IH) ; 
MS(ESI,Pos.20V) : 318 (M + H)* ; 
5 T L C : R f 0.50(CHa3 : MeOH= 9 : l)o 

mm 11-0015 

4-T'\i^^>-l — f;i/-N- [3- (4-^^;n^^^$^>- 1 ->f 

IP N M R (CDQs) : <5 1.53 (m, 4H), 1.75 (m, 6H), 2.27 (s, 3H), 2.45 (m, 8H), 2.64 (m, 
2H), 3.40 (m, 2H), 3.55 (m, 4H), 5.48 (m, IH), 5.77 (d, J = 6.30 Hz, IH), 7.76 (d, J = 
6.30 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 333 (M + H)*, 233 ; 

T L C : R f 0.25 (GHQa : MeOH= 9 : l)o 

mmm 11-0016 

4-T-if>'i>- 1 — r;i/-N- [(3 S) - i-$^^n^>^;i/t!^U$^>- 
3-'r;v] tru ^s^^-a-T^^- 
NMRccDaa) : 6 1.41 (m, 2H), 1.52 (m, 6H), 1.65 (m, 2H), 1.79 (m, 8H), 1.96 (m, 
2X) 2H), 2.06 (m, IH), 2.22 (m, IH), 2.51 (m, IH), 2.63 (m, IH), 3.00 (m, IH), 3.56 (m, 
4H), 4.02 (m, IH), 5.01 (m, IH), 5.76 (d, J = 6.20 Hz, IH), 7.78 (d, J = 6.20 Hz, 
IH); 

M S (ESI, Pos. 20 V) : 344 (M + H)*, 247, 172.5 (M + 2H)^* J 
T L C : R f 0.60(AcOEt : MeOH : TEA= 2 0 : 1 0 : l)o 

25 

11-0017 



283 



wo 2004/052862 



PCT/JP2003/015718 



NMR(CDa3) : 6 135 (s, 4H), 1.76 (m, 4H), 3.35 (t, J = 5.70 Hz, 2H), 3.60 (m, 
4H), 3.64 (q, J = 5.70 Hz, 2H), 4.29 (m, IH), 5.27 (m, IH), 5.82 (d, J = 630 Hz, IH), 
fj 6.63 (m, 3H), 7.15 (dd, J = 8.50, 7.10 Hz, 2H), 7.79 (d, J = 6.30 Hz, IH) ; 
M S(ESI, Pos. 20 V) : 312 (M + H)* ; 
T L C : R f 0.45 (CHQa : MeOH= 9 : l)o 

mmm 1 1 - o o i s 

ip 1- [2- (3-7ai-;V'f ^^yy 1 —f;!/) i^u^i^>-4--r 

NMR(CDa3) : 6 1.54 (m, 4H), 1.77 (m, 4H), 3.58 (t, J = 6.80 Hz, 2H), 3.59 (m, 
4H), 3.92 (t, J = 6.60 Hz, 2H), 4.87 (s, 2H), 5.85 (d, J = 6.00 Hz, IH), 6.69 (d, J = 
8.50 Hz, 2H), 6.79 (t, J = 7.10 Hz, IH), 7.27 (dd, J = 8.50, 7.10 Hz, 2H), 7.91 (d, J = 
:^5 6.00 Hz, IH); 

MS (ESI, Pos. 20 V) : 324 (M + H)* ; 

T L C : R f 0.35 (AcOEt : hexane= 1 : 2)o 

mmm 11-0019 
2p N- [4- (2, 3-i^iib'D-iH-^>b'-;i/- 1— r;i/) tf';^-;^^ 
-2 — r;v] 3^i$^>-i, 2-s^T^> • 

NMR(300 MHz, CD3OD) : 6 8.42 (brd, J = 8.1 Hz, IH), 7.92 (d, J = 7.2 Hz, IH), 
7.45-7.27 (m, 2H), 7.18 (m, IH), 6.51 (d, J = 7.2 Hz, IH), 4.26 (t, J = 8.1 Hz, 2H), 
3.94-3.78 (m, 2H), 3.50-3.25 (m, 4H) ; 
^ MS (FAB, Pos., Glycerin + m-NBA) : 256 (M + H)*, 239, 213 ; 
T L C : R f 0.13 (n-BuOH : AcOH : H20= 4 : 2 : l)o 
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mm 1 1-0 0 2 0 

N- [4- (3, Fndp^ i;>- 1 (2H) --r;i/) 

2-'f 1, 2-i^T^> ' =Mm.m. 

St N M R(300 MHz, CD3OD) : 6 7.72 (brd, J = 7.2 Hz, IH), 7.48-7.22 (m, 4H), 6.64 
(d, J = 7.2 Hz, IH), 4.20-4.00 (m, 2H), 3.94-3.70 (m, 2H), 3.36-3.18 (m, 2H), 2.79 (t, 
J = 6.6 Hz, 2H), 2.12-2.00 (m, 2H) ; 

M S (FAB, Pos., Glycerin + m-NBA) : 270 (M + H)*, 253, 227 ; 
T L C : R f 0,22 (n-BuOH : AcOH : H20= 4 : 2 : 1 )o 

10 

mm 11-0021 

4-T-if>'i>- i-'f;i/-N- (t:'js^>-2 — (jvpi^jv) 

NMR(DMSO-d<;) : 6 1.34 (m, 4H), 1.63 (m, 4H), 3.52 (m, 4H), 4.48 (d, J = 5.90 
15 Hz, 2H), 5.86 (d, J = 5.90 Hz, IH), 6.97 (m, IH), 7.17 (m, IH), 7.24 (d, J = 7.70 Hz, 
IH), 7.67 (td, J = 7.70, 1.80 Hz, IH), 7.72 (d, J = 5.90 Hz, IH), 8.45 (m, IH) ; 
MS (ESI, Pos. 20 V) : 284 (M + H)* ; 

T L C : R f 0.53 (CHOs : MeOH : NH40H= 8 0 : 1 0 : l)o 
2p mm 1 1-0 02 2 

N^- (4-THf>'i>-i — r;nfU^i^>-2 — f;v) -n^- (tru-;^> 
-2— f;i/7^^;i/) 3i^>-l, 2-s;t^> 

N M R(CD30D) : 6 1.52 (m, 4H), 1.74 (m, 4H), 2.83 (t, J = 6.20 Hz, 2H), 3.47 (t, J 
= 6.20 Hz, 2H), 3.53 (m, 4H), 3.90 (s, 2H), 5.91 (d, J = 6.20 Hz, IH), 7.27 (m, IH), 
2^ 7.44 (m, IH), 7.66 (d, J = 6.20 Hz, IH), 7.76 (m, IH), 8.46 (m, IH) ; 
M S (ESI, Pos. 20 V) : 327 (M + H)* ; 
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TLC : Rf 0.50 (GHQa : MeOH : 1SIH40H= 8 0 : 1 0 : l)o 

mmm 11-0023 

N-2- [(4-THf7i>-i-^'r;nf';^>:^>-2-> r;i/) t^^^i 
5 • nJfi^j© 

N M R (DMSO-dfi) : 6 1.46 (m, 4H), 1.71 (m, 4H), 3.35 (m, 2H), 3.47 (m, 2H), 3.63 
(m, 2H), 3.79 (t, J = 6.00 Hz, 2H), 6.40 (d, J = 7.30 Hz, IH), 7.34 (m, 4H), 7.83 (d, J 
= 7.30 Hz, IH), 7.99 (m, IH), 8.21 (m, IH), 12.63 (m, IH) ; 
M S (ESI, Pos. 20 V) : 555 (2M + H)% 278 (M + H)\ 261 ; 
Ip T L C : R f 0.26(AcOEt : AcOH : H20= 3 : 1 : l)o 

mmm 11-0024 

2- [(4-T^f/1>-l-'f;1/lfU^$;>-2->r;l/) t^jI -n, n, 

1^ NM R(DMSO-d<5) : (J 1.46 (m, 4H), 1.69 (m, 4H), 3.11 (s, 9H), 3.41 (m, 2H), 3.51 
(m, 4H), 3.68 (m, 2H), 5.94 (d, J = 6.00 Hz, IH), 6.72 (m, IH), 7.77 (d, J = 6.00 Hz, 
IH); 

M S (MALDI-TOF, Pos.) : 278 (M*), 233, 219 ; 

T L C : R f 0.10 (AcOEt : AcOH : H20= 3 : 1 : l)o 

mmm 11-0025 

N- [4- (3, KnlfiJ>:^>- 1 (2H) —f;!/) \fVKi^>- 

2--r;i/] 3i^>-i, 2-^T^> • zijg^^ 

NMR(DMSO-d«) : 6 2.19 (m, 2H), 2.98 (m, 2H), 3.64 (m, 2H), 3.77 (m, IH), 3.98 
^ (m, IH), 4.12 (m, IH), 4.34 (m, IH), 5.77 (d, J = 7.30 Hz, IH), 5.94 (m, IH), 6.58 
(m, IH), 7.88 (d, J = 7.30 Hz, IH), 8.40 (m, 4H), 12.64 (m, IH) ; 
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M S (MALDI-TOF, Pos.) : 220 (M + H)* ; 

T L C : R f 0.49 (CHQa : MeOH : NH40H= 8 0 : 2 0 : 4)o 

mmm 11-0026 

5 N- [4- (1, 4' -^jv) tru ^$^>-2-'f;i/] 

N M R(DMSO-d<}) : 6 1.39 (m, IH), 1.73 (m, 5H), 1.95 (m, 2H), 2.26 (m, 2.93 
(m, 5H), 3.18 (m, IH), 3.38 (m, 2H), 3.46 (m, IH), 3.64 (q, J = 6.00 Hz, 2H), 4.35 
(m, 2H), 5.10 (m, IH), 6.61 (d, J = 7.30 Hz, IH), 7.90 (d, J = 7.30 Hz, IH), 8.28 (m, 
10 3H), 11.04 (m, IH), 12.68 (m, IH) ; 

M S (MALDI-TOF, Pos.) : 305 (M + H)* ; 

T L C : R f 0.39 (CHCI3 : MeOH : NH40H= 8 0 : 2 0 : 4)o 

mm 1 1-00 27 

15 N- (4-i^^»;t^>-i— f;vt;u^-:^>-2--f;W 3i^>-i, 2- 

NMRCDMSO-de) : 6 1.44 (m, 4H), 1.63 (m, 2H), 2.91 (t, J = 6.00 Hz, 2H), 3.41 
(m, 2H), 3.52 (m, 4H), 6.06 (d, J = 5.90 Hz, IH), 6.59 (m, IH), 7.80 (m, 3H) ; 
M S (LC-MS, APCI, Pos. 20 V) : 222 (M + H)*, 179 ; 
T L C : R f 0.48 (GHOs : MeOH : NH40H= 8 0 : 2 0 : 4)o 

mmm 11-0028 

Ni- (4-T-^f>'i>- 1 —f ;i/t:U ^i^>-2-'f;v) -N^-^vrnif 

;i/ai^>-l, 2-^T^> 
25 NMR(DMSO-d6) : (J 0.94 (d, J = 6.20 Hz, 6H), 1.42 (m, 4H), 1.67 (m, 4H), 2.62 
(m, 2H), 2.68 (m, IH), 3.24 (m, 2H), 3.62 (m, 4H), 5.83 (d, J = 6.00 Hz, IH), 6.26 
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(m, IH), 7.71 (d, J = 6.00 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 555 (2M + H)\ 278 (M + H)+ ; 

T L C : R f 0.53 (CHaj : MeOH : NH40H= 8 0 : 2 0 : 4)o 

5 mm 1 1-0 0 2 9 

4-T'\i^^>- 1 — f;i/-N- (1 — f vrntf;i/ifn U 3 
l^'J ^>:^>-2-T^> 

N M R(DMSO-d6) : 6 0.98 (m, 6H), 1.45 (m, 5H), 1.62 (m, 5H), 2.05 (m, IH), 2.30 
(m, 2H), 2.54 (m, IH), 2.84 (t, J = 7.90 Hz, IH), 3.60 (m, 4H), 4.16 (m, IH), 5.83 (d, 
ip J = 5.90 Hz, IH), 6.39 (m, IH), 7.71 (d, J = 5.90 Hz, IH) ; 
MS (ESI, Pos. 20 V) : 304(M + H)*,262; 
T L C : R f 0.19 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 1 1 - o o 3 o 

%6 4-T-tf/i>- 1 ->r;i/-N- [1- (1 -3i^;i/:?"n tr;i/) ifnye^v- 
3-'f;i/] tru^s^>-2-T^> 

N M R(DMSO-d6) : (J 0.80 (m, 6H), 1.33 (m, 4H), 1.47 (m, 5H), 1.64 (m, 4H), 2.03 
(m, 2H), 2.30 (dd, J = 9.00, 5.70 Hz, IH), 235 (m, 2H), 2.88 (t, J = 7.90 Hz, IH), 
3.60 (m, 4H), 4.17 (m, IH), 5.83 (d, J = 6.20 Hz, IH), 6.39 (m, IH), 7.71 (d, J = 6.20 
2Q Hz,lH) ; 

M S(ESI, Pos. 20 V) : 332 (M + H)*, 262, 193 ; 

T L C : R f 0.26 (CHas : MeOH : NH40H= 8 0 : 1 0 : l)o 

1 1-0 03 1 

25 4-THf/i>- 1 — r;i/-N- ( 1 -e^^n^:3ip^;i/trD Ui^>-3-'f ;i/) 
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N M R(DMSO-d«) : 6 1.15 (m, 5H), 1.47 (m, 5H), 1.60 (m, 7H), 1.79 (m, 2H), 2.02 
(m, 2H), 2.32 (dd, J = 9.20, 5.50 Hz, IH), 2.55 (m, 2H), 2.86 (t, J = 8.10 Hz, IH), 
3.59 (m, 4H), 4.17 (m, IH), 5.83 (d, J = 6.20 Hz, IH), 6.38 (m, IH^, 7.71 (d, J = 6.20 

5 MS(ESI,Pos.20V) :344(M + H)*,262; 

T L C : R f 0.26 (CHQa : MeOH : NH40H= 8 0: 10: l)o 

1 1-0 0 3 2 

4-T-lf/i>- 1 --r;i/-N- [(3R) - 1 -^>i^JV\^U V i^>- 3 — T 
ip ;V] l^U ^i^>'-2-T^> 

NMR(CDa3) : 6 1.53 (m, 4H), 1.73 (m, 5H), 2.31 (m, IH), 2.49 (m, 2H), 2.70 (m, 

IH), 2.90 (m, IH), 3.55 (m, 4H), 3.63 (s, 2H), 4.45 (m, IH), 5.44 (m, IH), 5.79 (d, J 

= 6.20 Hz, IH), 7.30 (m, 5H), 7.74 (d, J = 6.20 Hz, IH) ; 

M S(ESI, Pos. 20 V) : 352 (M + H)*, 262, 192 ; 
15 T L C : R f 035 (GHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

msm 1 1-0 0 3 3 

4-T-^J^>-l — r;V-N- C(3S) - l-^>i^))/\fUVt^>-3-^ 

2p :i--(JV^mm; 

N M R (COas) : <y 1.53 (m, 4H), 1.72 (m, 5H), 233 (m, IH), 2.51 (m, 2H), 2.70 (m, 
IH), 2.90 (dd, J = 9.50, 6.60 Hz, IH), 3.58 (m, 4H), 3.63 (s, 2H), 4.46 (m, IH), 5.37 
(m, IH), 5.79 (d, J = 6.20 Hz, IH), 7.32 (m, 5H), 7.75 (d, J = 6.20 Hz, IH) ; 
M S (ESI, Pos. 20 V) : 352 (M + H)*, 262, 192 ; 

25 TLC : Rf 0.55 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 
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mm,m 11-0034 

4 - > - 1 — f N - C( 3 s ) - 1 - ( tr u > - 2 - >f 

N M R (CDCI3) : 6 ISA (m, 4H), 1.74 (m, 51^, 2.33 (m, IH), 239 (m, 2H), 2.78 (m, 
5 IH), 2.96 (m, IH), 3.57 (m, 41^, 3.76 (d, J = 13.60 Hz, IH), 3.82 (d, J = 13,60 Hz, 
IH), 4.50 (m, IH), 5.80 (d, J = 6.20 Hz, IH), 5.81 (m, IH), 7.15 (m, IH), 7.43 (d, J = 
7.70 Hz, IH), 7.65 (td, J = 7.70, 1.80 Hz, IH), 7.72 (d, J = 6.20 Hz, IH), 8.54 (m, 
IH); 

M S(ESI, Pos. 20 V) : 353 (M + H)*, 177 (M + 2H)^* ; 
ip T L C : R f 030(AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

mm 1 1-0 0 3 5 

4-T'if7i>- 1 -^;i/-N- [(3S) -1- (2-j^5^;v:/5=-;i') \fuv 

15, N M R (CDQa) : d 0.86 (t, J = 7.30 Hz, 6H), 1.36 (m, 5H), 1.54 (m, 4H), 1.75 (m, 
5H), 2.29 (m, 3H), 2.46 (m, 2H), 2.67 (m, IH), 2.83 (m, IH), 3.57 (m, 4H), 4.45 (m, 
IH), 5.26 (m, IH), 5.79 (d, J = 6.20 Hz, IH), 7.78 (d, J = 6.20 Hz, IH) ; 
M S(ESI, Pos. 20 V) : 346 (M + H)*, 289, 262 ; 
T L C : R f 0.50(AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

20 

mmm 1 1 - o o 3 e 

4-THf>'1>- l-'f ;i/-N- [(3S) -1- ($^^n'sdp^>;v^5^;i/) tT 
DiJi^>-3->r;i/] If U ^i^>-2-T^> 

NMR(CDa3) : 6 0.88 (m, 2H), 1.20 (m, 4H), 1.45 (m, IH), 1.54 (m, 4H), 1.75 (m, 
25 9H), 2.27 (m, 3H), 2.47 (m, 2H), 2.68 (m, IH), 2.87 (m, IH), 3.58 (m, 4H), 4.46 (m, 
IH), 5.28 (m, IH), 5.80 (d, J = 6.20 Hz, IH), 7.77 (d, J = 6.20 Hz, IH) ; 
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M S(BSI, Pos. 20 V) : 358 (M + H)*, 262 ; 

T L C : R f 0.50(AcOEt : MeOH : TEA= 2 0:2: l)o 

mmm 11-0037 

5 4-T-if>'i>- 1-> f;i/-N- C(3R) -1- ( 2 - \fuv 
e^>-3--f;v] try ^i^>-2-T^> 

N M R(DMSO-d6) : 6 0.81 (m, 6H), 1.26 (m, 6H), 1.45 (m, 4H), 1.63 (m, 4H), 2.07 
(m, IH), 2.21 (m, 3H), 2.43 (m, 2H), 2.79 (m, IH), 3.43 (m, 4H), 4.19 (m, IH), 5.84 
(d, J = 5.90 Hz, IH), 6.40 (m, IH), 7.71 (d, J = 5.90 Hz, IH) ; 
iq MS (ESI, Pos. 20 V) : 346 (M + H)*, 262, 173.5 (M + 2H)* ; 

TLC : Rf 0.28 (CHas : MeOH : NH40H= 8 0 : 1 0 : l)o 

msm 1 1-0 0 3 8 

4-TH2f>'^>- 1 ->r;V-N- [(3R) -1- (iy^U^:S^^)]/pi^)]/) bT 

N M R (DMSO-de) : (5 0.82 (m, 2H), 1.14 (m, 3H), 1.35 (m, IH), 1.43 (m, 4H), 1.65 
(m, lOH), 2.05 (m, IH), 2.15 (m, 2H), 2.24 (m, IH), 2.40 (m, 2H), 2.74 (m, IH), 3.52 
(m, 4H), 4.19 (m, IH), 5.84 (d, J = 5.90 Hz, IH), 6.45 (m, IH), 7.71 (d, J = 5.90 Hz, 
IH); 

20 MS(ESI,Pos.20V) :358(M + H)M79.5(M + 2H)*; 

T L C : R f 037 (CMQs : MeOH : NH40H= 8 0 : 1 0 : l)o 

msm 1 1-0 04 0 

4-T-l2f>'1>- l-^;V-N- (l-5^h^b Kn-2H-tr^>-4-'f 

^ ;nfPU^>-3— f;i/) Vf'J ^$^>-2-T^> 

N M R (DMSO-de) : 6 1.28 (m, 2H), 1.47 (m, 4H), 1.69 (m, 6H), 2.07 (m, 2H), 2.33 
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(m, IH), 2.61 (m, IH), 2.86 (m, IH), 331 (m, 4H), 3.39 (m, 4H), 3.84 (m, 2H), 4.21 

(m, 1H>, 5.84 (d, J = 5.90 Hz, IH), 6.39 (m, IH), 7.71 (d, J = 5.90 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 346 (M + 1^*, 290 ; 

T L C : R f 0.44 (CHa3 : MeOH : NH40H= 8 0 : 1 0 : l)o 

5 

mmm 11-0041 

4-T'^^^>-l-^;]/-N- [(3R) - l->>^7D^^e/;l/tDU^^>- 
NMR(DMSO-d6) : 6 1.16 (m, 5H), 1.50 (m, 5H), 1.67 (m, 7H), 1.83 (m, 2H), 2.07 
^0 (m, 3H), 2.70 (m, 2H), 2.98 (m, IH), 3.63 (m, 4H), 4.22 (m, IH), 5.86 (d, J = 5.90 
Hz, IH), 6.43 (m, IH), 7.72 (d, J = 5.90 Hz, IH) ; 
M S(ESI, Pos. 20 V) : 344 (M + H)*, 262 ; 
T L C : R f 0.39 (CHa3 : MeOH : NH40H= 8 0: 10: l)o 

1^ mmm 11-0042 

4-THf/i>- i-'r;v/-N- [(3S) -i^n';i^>-3-^;i/] 

N M R (DMSO-d«) : 6 1.42 (m, 4H), 1.67 (m, 5H), 1.93 (m, IH), 2.66 (dd, J = 11.10, 
4.50 Hz, IH), 2.76 (m, IH), 2.94 (m, 2H), 3.81 (m, 4H), 4.23 (m, IH), 5.85 (d, J = 
20 6.00 Hz, IH), 6.48 (m, IH), 7.72 (d, J = 6.00 Hz, IH) ; 
M S(ESI, Pos. 20 V) : 262 (M + H)*, 131.5 (M + 2Hf* ; 
T L C : R f 0.20(CHCl3 : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 11-0043 
?5 (3S) -N- (4-7'Hf/i>-i->f;n:;';^e;>-2— f;i/) -i-$/ 
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N M R(DMS0-d6) : 6 1.1S (m, 4H), 1.40 (m, 5H), 1.56 (m, 5H), 1.72 (m, 8H), 2.33 
(m, 2H), 2.69 (m, 5H), 3.57 (m, 4H), 3.86 (m, IH), 5.81 (d, J = 6.20 Hz, IH), 5.95 
(m, IH), 7.70 (d, J = 6.20 Hz, IH) ; 

M S(ESI, Pos. 20 V) : 372 (M + H)\ 290, 186.5 (M + 2Hf* ; 
5 T L C : R f 0.47 (CHas : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 11-0044 

(3S) -N- (4-7'H?/1>- 1 ->r;i/lfy ^5^>-2 — ()]/) -1-7- 

b ^ t. Kn - 2 H - 1:^ >- 4 —f ;i/7'-if 3 -T ^ > 

10. NMR(DMS0-d6) : 6 1.37 (m, 7H), 1.68 (m, IIH), 2,70 (m, 5H), 3.17 (m, 2H), 
3.55 (m, 4H), 3.85 (m, 31^, 5.82 (d, J = 6.00 Hz, IH), 6.01 (m, IH), 7.70 (d, J = 6.00 
Hz, IH) ; 

M S (ESI, Pos. 20 V) : 374 (M + H)*, 316, 290, 187.5 (M + 2H)^* ; 
T L C : R f 0.50 (CHas : MeOH : NH40H= 8 0 : 1 0 : l)o 

m&m 11-0045 

NMR(DMS0-d6) : 6 1.46 (m, 12H), 1.69 (m, 6H), 1.85 (m, 2H), 3.52 (m, 4H), 
3.77 (m, IH), 5.80 (d, J = 6.00 Hz, IH), 6.26 (m, IH), 7.70 (d, J = 6.00 Hz, IH) ; 
20 MS (ESI, Pos. 20 V) : 577 (2M + H)*, 289 (M + H)* ; 
T L C : R f 0.41 (CHQa : MeOH= 1 0 : l)o 

mm 1 1-004 6 

(3S) -1* -T-te^;i/-N- (4-T-if>'1>- l-'<;i/tf>J ^$^>-2 

p — -1, 3' -t:tr^us^>-3-T^> 

N M R(DMS0-d6) : 6 1.30 (m, 8H), 1.71 (m, 8H), 1.94 (m, 3H), 2.04 (m, IH), 2.24 
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(m, 2H), 2.48 (m, IH), 2.69 (m, IH), 2.96 (m, 2H), 3.48 (m, 4H), 3.76 (m, 2H), 4.33 

(m, IH), 5.84 (d, J = 6.00 Hz, IH), 6.19 (m, IH), 7.71 (d, J = 6.00 Hz, IH) ; 

M S(ESI, Pos. 20 V) : 401 (M + H)*, 276, 201 (M + 2H)^* ; 

T L C : R f 0.52 (CHaa : MeOH : NH40H= 8 0 : 1 0 : l)o 

5 

mmm 11-0047 

— f;v) -1,4* -iftf^us^y-a-T^^ 

NMR(DMSO-d(i) : 6 1.22 (m, 3H), 1.46 (m, 5H), 1.71 (m, 8H), 1.95 (s, 3H), 2.02 
(m, IH), 2.21 (m, IH), 2.42 (m, 2H), 2.66 (m, IH), 2.96 (m, 2H), 3.52 (m, 4H), 3.80 
(m, 21^, 4.38 (m, IH), 5.83 (d, J = 6.00 Hz, IH), 6.09 (m, IH), 7.71 (d, J = 6.00 Hz, 
IH); 

MS (ESI, Pos. 20 V) : 401 (M + H)*, 201 (M + 2H)^* ; 

T L C : R f 0.46 (CHa3 : MeOH : NH40H= 8 0 : 1 0 : l)o 

11-0048 

(3S) -N- (4-T-if>'i>- i-'f ^s^>-2 — r;v) -i' - 
(p«^;i/x;i/5^— ;i/) -i, 3* -brt;^Ui^>-3-T^> 

NMR(DMSO-d6) : d 1.28 (m, 3H), 1.47 (m, 5H), 1.64 (m, 5H), 1.82 (m, 3H), 2.04 
20 (m, IH), 2.25 (m, IH), 2.48 (m, 4H), 2.71 (m, IH), 2.82 (s, 3H), 2.98 (m, IH), 3.50 
(m, 5H), 3.78 (m, IH), 5.84 (d, J = 6.00 Hz, IH), 6.14 (m, IH), 7.71 (d, J = 6.00 Hz, 
IH) ; . 

M S(ESI, Pos. 20 V) : 437 (M + H)*, 276, 219 (M + 2H)2* ; 

TL C : Rf 0.54(0103 : MeOH : NH40H= 8 0 : 1 0 : l)o 

25 

mmm 11-0049 
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(3S) -N- (4-THf>'1>-l->f;Hf »; 5^>-2— f;i/) -1' - 

;v) -1,4* -tnf^u^>-3-T^> 

N M R (DMSO-dfi) : 6 1.27 (m, 3H), 1.44 (m, 6H), 1.63 (m, 5H), 1.79 (m, 3H), 1.99 
(m, IH), 2.18 (m, IH), 235 (t, J = 11.10 Hz, IH), 2.67 (t, J = 11.10 Hz, 3H), 2.82 (s, 
5 3H), 2.98 (m, IH), 3.52 (m, 5H), 3.80 (m, IH), 5.83 (d, J = 6.00 Hz, IH), 6.09 (m, 
IH), 7.71 (d, J = 6.00 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 873 (2M + H)*, 437 (M + H)*, 219 (M + 2H)^* ; 
T L C : R f 0.63 (CHas : MeOH : NH40H= 8 0 : 1 0 : l)o 

iQ mt^m 1 1-00 5 0 

1- (3S) -3- [(4-T"<f>'1>- l-'f;HfU ^$^>-2— f;i/) 

NMR(DMSO-d6) : 6 1.29 (m, 3H), 1.47 (m, 6H), 1.69 (m, 9H), _1.88 (m, IH), 
2.07 (m, 3H), 2.90 (m, IH), 3.15 (m, 3H), 3.53 (m, 4H), 3.83 (m, IH), 5.84 (d, J = 
15 6.00 _ Hz, IH), 6.25 (m, IH), 7.71 (d, J = 6.00 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 765 (2M + H)*, 383 (M + H)*, 356, 276 ; 
T L C : R f 0.26 (AcOEt)o 

mmm 1 1 - o o 5 i 

2q 4-T-tf/i>- 1 — r;i/-N- C(3 s) - 1- (i-p<5^;i/S/^D^:^e/;v) 
\f^vP>-3 — r;i/3 i^y ^i^>-2-T^> 

NMR(DMSO-d6) : <S 0.77 (s, 3H), 1.18 (m, 6H), 1.44 (m, 7H), 1.67 (m, 9H), 1.88 
(m, IH), 2.07 (m, IH), 2.70 (m, IH), 2.99 (m, IH), 3.53 (m, 4H), 3.81 (m, IH), 5.82 
(d, J = 5.90 Hz, IH), 6.08 (m, IH), 7.70 (d, J = 5.90 Hz, IH) ; 
25 M S(ESI, Pos. 20 V) : 372 (M + H)*, 276 ; 

T L C : R f 0.67 (GHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 
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msm 1 1-0 0 5 2 

4- (3S) -3- [(4-7-if>''?>- 1— f ;i/l^>J ^i^>-2— f ;v) 

5 NMR(DMSO-d6) : 6 1.41 (m, 6H), 1.63 (m, 5H), 1.83 (m, 4H), 2.00 (m, IH), 2.22 
(m, 2H), 2.38 (m, 3H), 2.96 (m, 4H), 3.60 (m, 4H), 3.98 (m, IH), 6.05 (m, IH), 6.98 
(m, IH), 7.76 (d, J = 6.60 Hz, IH) ; 

M S(ESI, Pos. 20 V) : 372 (M + H)*, 290, 186.5 (M + 2H)^ ; 

T L C : R f 0.67 (CHas : MeOH : NH40H= 8 0 : 1 0 : l)o 

IP 

mmm 11-0053 

4-T-^J^>- 1 ->f ;v-N- [(3 S) - 1 - (3 -^^JW>^U^^iy)l) 

NMR(DMSO-d«, 373 19 : <y 0.88 (m, 3H), 1.16 (m, IH), 1.27 (m, IH), 138 (m, 
1^ 4H), 1.50 (m, 8H), 1.63 (m, 2H), 1.70 (m, 4H), 1.92 (m, IH), 2.09 (m, IH), 2.22 (m, 
IH), 2.36 (m, IH), 2.59 (m, IH), 2.89 (m, IH), 3.55 (t, J = 6.00 Hz, 4H), 3.83 (m, 
IH), 5.54 (d, J = 8.40 Hz, IH), 5.83 (d, J = 6.00 Hz, IH), 7.72 (d, J = 6.00 Hz, IH) ; 
M S (ESI, Pos. 20 V) : 372 (M + H)*, 276, 1865 (M + 2H)2* ; 
T L C : R f 0.42(AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

29 

mmm 11-0054 

4-T-^/^>- 1-^ [(3S) -1- (3, 5 -t^?^^;w>^u^ 

tr^i;;^>-3->r;i/] tfU ^s^>-2-t$> 

NM R(DMSO-d<5) : 6 OSS (m, 2H), 0.80 (m, 6H), 1.45 (m, 8H), 1.65 (m, 8H), 1.83 
25 (m, 2H), 2.17 (m, IH), 2.48 (m, 2H), 2.70 (m, IH), 2.93 (m, IH), 3.50 (m, 4H), 3.77 
(m, IH), 5.82 (d, J = 6.00 Hz, IH), 6.03 (m, IH), 7.70 (d, J = 6.00 Hz, IH) ; 
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MS(ESI,Pos.20V) : 386 (M + H)*, 276, 193.5 (M + 2H)^ ; 
T L C : R f 0.47(AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

mmm 11-0055 

5 4-T-^/1>-l->f;v-N- C(3S) -1- (3, 4-i?p<5^;VJ/^D^ 

N M R(DMSO-d6) : 6 0.86 (m, 6H), 1.05 (m, 2H). 1.29 (m, 4H), 1.45 (m, 4H), 1.66 
(m, 8H), 1.89 (m, 2H), 2S8 (m, 2t£), 2.96 (m, IH), 3.49 (m, 4H), 3.73 (m, IH), 5.82 
(d, J = 6.00 Hz, 1 H)6.06 (m, IH), 7.70 (d, J = 6.00 Hz, IH) ; 
IQ MS (ESI, Pos. 20 V) : 372 (M + H)*, 276, 186.5 (M + 2H)2* ; 
T L C : R f 0.42 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

1 1-0 0 5 6 

4-T^j^>- 1 ->r;v-N- [(3 s) - l-->t^7D^:r^;^l^^1;s^>- 
l5 3-'r;i/] i^u ^i^>-2-T^> 

NMR(DMSO-d6) : <S 1.44 (m, 14H), 1.66 (m, lOH), 1.97 (m, IH), 2.18 (m, IH), 
2.45 (m, 2H), 2.86 (m, IH), 3.51 (m, 4H), 3.71 (m, IH), 5.82 (d, J = 6.00 Hz, IH), 
6.00 (m, IH), 7.70 (d, J = 6.00 Hz, IH) ; 
M S (ESI, Pos. 20 V) : 372 (M + H)*, 276, 186.5 (M + 2H)2+ ; 
20 T L C : R f 0.42(AcOEt : MeOH : TEA= 2 0:2: l)o 

mmm 11-0057 

4-T'tfyl>-l-^;i.-N- [(3S) -1- (3, 5 -i^?^^jW>^u^ 

p NMR(DMSO-d6) : 6 0.47 (m, 2H), 0.81 (m, 6H), 1.45 (m, 6H), 1.67 (m, lOH), 
2.04 (m, IH), 2.21 (m, IH), 2.36 (m, IH), 2.58 (m, IH), 2.90 (m, IH), 3.50 (m, 4H), 
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4.17 (m, IH), 5.83 (d, J = 6.00 Hz, IH), 6.35 (m, IH), 7.71 (d, J = 6.00 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 372 (M + H)*, 262 ; 

T L C : R f 0.42(AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

5 mmm 1 1 - o o 5 s 

4 -T-^j'iy- 1 --f ;v-N- [( 3 S) - 1 -a^^;i/t^^U P>- 3 --r;i/] 

IfU ^i^>-2-T^> 

NMR(DMSO-d«5) : 6 0.96 (t, J = 7.00 Hz, 3H), 1.28 (m, IH), 1.44 (m, 5H), 1.66 
(m, 6H), 1.91 (m, IH), 2.28 (m, 2H), 2.48 (m, IH), 2.58 (m, IH), 2.89 (m, IH), 3.51 
iq (m, 4H), 3.77 (m, 1 H)5.83 (d, J = 5.90 Hz, IH), 6.05 (m, IH), 7.71 (d, J = 5.90 Hz, 
IH); 

M S (ESI, Pos. 20 V) : 304 (M + H)*, 152.5 (M + 2H)^* ; 

T L C : R f 0.40(AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

15 IIJS«»J 1 1-0 0 5 9 

4-T-if>'i>- l->r;v-N- [1- ( 1 -ji^;i/S/^D^:^5/;v) 
i^>-3 — r;v] tru ^i^>-2-T^> 

NMR(DMSO-d6) : 6 0.75 (t, J = 730 Hz, 3H), 1.30 (m, 9H), 1.45 (m, 6H), 1.69 
(m, 9H), 1.96 (m, IH), 2.16 (m, IH), 2.73 (m, IH), 2.99 (m, IH), 3.50 (m, 4H), 3.74 
2Q (m, IH), 5.81 (d, J = 6.00 Hz, IH), 6.04 (m, IH), 7.69 (d, J = 6.00 Hz, IH) ; 
M S (ESI, Pos. 20 V) : 386 (M + H)*, 276, 111 ; 
T L C : R f 0.38(CHa3 : MeOH= 1 0 : l)o 

msm 1 1-0 0 6 0 

25 4-T^?/'«>- 1 ->r;i/-N- [1- ( 1 -7 31— ;VS^^D^dp^;i/) tT^ 
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N M R(DMSO-d6) : 6 1.04 (m, IH), 1.29 (m, 5H), 1.46 (m, 5H), 1.65 (m, 9H), 1.87 
(m, 2H), 2.12 (m, 2H), 2.69 (m, IH), 2.98 (m, IH), 3.50 (m, 4H), 3.77 (m, IH), 5.82 
(d, J = 6.00 Hz, IH), 6.03 (m, IH), 7.19 (m, IH), 7.29 (m, 4H), 7.69 (d, J = 6.00 Hz, 
IH); 

5 MS (ESI, Pos. 20 V) : 434 (M + H)*, 276, 159 ; 
T L C : R f 0.38(CHa3 : MeOH= 10 : l)o 

mmm 1 1 - o o e i 

N- (1 -i/^D^ari/;i/lf^iJ^^>-3->f;i/) -4- (1, 4-:t=¥1t 

10 •tf>'i>-4-'r;i/) tru ^i^>-2-T^> 

N M R(CDa3) : 6 1.02 (m, IH), 1.20 (m, 2H), 1.50 (m, 3H), 1.78 (m, 8H), 1.96 (m, 
2H), 2.26 (m, 2H), 2.46 (m, IH), 2.53 (m, IH), 2.89 (m, IH), 3.68 (m, 4H), 3.76 (m, 
4H), 3.95 (m, IH), 5.10 (d, J = 9.30 Hz, IH), 5.76 (d, J = 6.00 Hz, IH), 7.82 (d, J = 
6.00Ife,lH) ; 

1^ MS (ESI, Pos. 20 V) : 360 (M + H)*, 278, 180.5 (M + 2H)* ; 
T L C : R f 0.38 (AcOEt : MeOH : TEA= 2 0:2: l)o 

mmm 1 1 - o o e 2 

N- (4-T4f^i>- 1 — r;i/tf'; ^s^>-2 — r;i/) -i' - (->^d^ 
?p >5^;i/T"fe5^;v) -1, 4' - trtf'^ 3 

NMR(DMSO-d<i) : ^ 1.11 (m, 3H), 1.26 (m, 2H), 131 (m, 9H), 1.71 (m, lOH), 
1.93 (m, IH), 2.06 (m, IH), 2.18 (m, IH), 2.27 (m, 2H), 2.41 (m, 2H), 2.68 (m, IH), 
2.93 (m, 2H), 3.50 (m, 4H), 3.72 (m, IH), 3.89 (m, IH), 4.43 (m, IH), 5.83 (d, J = 
6.00 Hz, IH), 6.10 (m, IH), 7.70 (d, J = 6.00 Hz, IH) ; 
25 MS (ESI, Pos. 20 V) : 469 (M + H)*, 359, 235 (M + 2Hf*, 180 ; 

T L C : R f 0.66 (CHCL3 : MeOH : NH40H= 8 0 : 1 0 : l)o 
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mmm 1 1 - o o e 3 

3- [(4-T'lf/i>- l-^;i/t^U ^i^>-2->f;i/) T^^] -N- (t 
ert-:/^;i/) -1, 4' -bTt^Ui^^-l* -:i7;V3t?^i^^ h* 

5 N M R (DMSO-d6) : 6 1.21 (s, 9H), 1.30 (m, 3H), 1.45 (m, 5H), 1.67 (m, 8H), 1.96 
(m, IH), 2.15 (m, IH), 2.37 (m, 3H), 2.68 (m, IH), 2.96 (m, IH), 3.52 (m, 4H), 3.76 
(m, IH), 3.98 (m, 2H), 5.68 (s, IH), 5.84 (d, J = 6.00 Hz, IH), 6.13 (m, IH), 7.71 (d, 
J=6.00Hz,lH) ; 

M S (ESI, Pos. 20 V) : 458 (M + H)*, 276, 180 ; 
Ip T L C : R f 033 (GHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mm 1 1-00 64 

>f vrnt;;i/ 3- [(4-T-if/^>- l —f;!/!^'; ^s^>-2— f;v) 

-1, 4' -lftr^Ui^>-l' -5S7;i/:^^^'^— h 
15 NMR(DMSO-d6) : 6 1.15 (d, J = 6.20 Hz, 6H), 1.27 (m, 3H), 1.45 (m, 5H), 1.69 

(m, 8H), 1.97 (m, IH), 2.19 (m, IH), 2.38 (m, IH), 2.72 (m, 3H), 3.00 (m, IH), 3.50 

(m, 4H), 3.74 (m, 11^, 3.99 (m, 2H), 4.74 (m, IH), 5.84 (d, J = 6.20 Hz, IH), 6.15 

(m, IH), 7.70 (d, J = 6.20 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 445 (M + H)*, 359, 276, 202 ; 
20 T L C : R f 0.57 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 1 1 - o o e 5 

(3S) -N- (4-T^f>''^>- 1— f;i/t^u ^i?>-2— f;i/) -1* - 
(i/^n/N.:^>>;i/;ij;i/7j?::i;i/) -1,4* -b:if^U$^>- 3 -T^ > 
25 ; 

NMR(CDa3) : 6 1.24 (m, 4H), 1.52 (m, 8H), 1.71 (m, 15H), 2.25 (m, IH), 2.47 
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(m, 4H), 2.95 (m, 2H), 3.55 (m, 4H), 3.96 (m, 2H), 4.64 (m, IH), 5.01 (m, IH), 5.75 

(d, J = 6.00 Hz, IH), 7.77 (d, J = 6.00 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 469 (M + H)*, 359, 318, 212, 111 ; 

T L C : R f 0.48(AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

5 

mmm 1 1 - o o e e 

(3S) -N- (4-7'-lf/1>- l—f^l/l^'; ^S?>-2— r;i/) -1' - 

NMR(DMSO-d6) : 6 1.20 (m, 4H), 1.44 (m, 7H), 1.69 (m, 14H), 1.96 (m, IH), 
10 2.20 (m, IH), 2.40 (m, IH), 2.68 (m, IH), 2.96 (m, 3H), 3.51 (m, 4H), 3.76 (m, IH), 
4.03 (m, IH), 4.45 (m, IH), 5.84 (d, J = 6.00 Hz, IH), 6.16 (m, IH), 7.71 (d, J = 6.00 
Hz,lH) ; 

M S(ESI, Pos. 20 V) : 455 (M + H)*, 359 ; 

T L C : R f 0J3 (CSiaa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 1 1 - o o e 7 

(3S) -N- (4-7-i2P/1>- l-^;i/l^'MS^>-2— f;v) -1' - 
(2-;><^;i/r^y-<;V) -1, 4' -tftf^';i^>-3-T^> 

NMRODMSO-dfi) : 6 0.77 (t, J = 7.40 Hz, 3H), 0.94 (m, 3H), 1.19 (m, 5H), 1.46 
20 (m, 6H), 1.71 (m, 8H), 1.97 (m, IH), 2.20 (m, IH), 239 (m, IH), 2.66 (m, 2H), 3.00 

(m, 2H), 3.50 (m, 4 H)3.75 (m, IH), 4.01 (m, IH), 4.46 (m, IH), 5.84 (d, J = 6.00 Hz, 

IH), 6.15 (m, IH), 7.71 (d, J = 6.00 Hz, IH) ; 

M S(ESI, Pos. 20 V) : 443 (M + H)*, 359 ; 

T L C : R f 0.51 (CHaa : MeOH : NH40H= 8 0 : 1 0 : l)o 

msm. 1 1-0 0 6 8 
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(3S) -N- (4-T-if>'i>-i-'f;i/i^'; ^s^>-2--<;v) -i' - 

NMR(DMSO-d<5) : 6 1.05 (m, 3H), 1.28 (m, 3H), 1.47 (m, 8H), 1.71 (m, IIH), 
1.95 (m, IH), 2.08 (m, IH), 2.19 (m, IH), 2.28 (m, 2H), 2.41 (m, IH), 2.68 (m, IH), 
q 2.96 (m, 2H), 331 (m, 4H), 3.73 (m, IH), 3.93 (m, IH), 4.39 (m, IH), 5.84 (d, J = 
6.00 Hz, IH), 6.12 (m, IH), 7.71 (d, J = 6.00 Hz, IH) ; 
M S (ESI, Pos. 20 V) : 469 (M + H)*, 359, 180 ; 
T L C : R f 0.53 (GHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

10 mMm 1 1-0 0 6 9 

(3S) -N- (4-T-tf/1>-l-'f;HfU^i?>-2-'f;i/) -1* - 
(3-7;v:to^>y-f;i/) -1,4* -if tr^U 3 -T^ > 

N M R (DMSO-d<j) : 6 1.36 (m, 9H), 1.67 (m, 8H), 2.01 (m, IH), 2.24 (m, 2H), 2.71 
(m, 2H), 3.02 (m, 2H), 3.51 (m, 4H), 3.79 (m, IH), 4.50 (m, IH), 5.85 (d, J = 6.00 
15 Hz, IH), 6.22 (m, IH), 7.22 (m, 3H), 7.47 (m, IH), 7.71 (d, J = 6.00 Hz, IH) ; 
M S(ESI, Pos. 20 V) : 481 (M + H)*, 359, 241 (M + 2H)^*, 123 ; 
T L C : R f 0.62 (GHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 11-0070 

2Q N- (4-T4f>'"^>- 1 U ^5^>-2--r;i/) -1' - (If^Ui^ 

>- 1 — f ;v) -i, 4* -if tr^ye^>-3-7'^> 

NMR(DMSO-d6) : 6 1.23 (m, 3H), 1.47 (m, IIH), 1.70 (m, 8H), 1.96 (m, IH), 
2.21 (m, IH), 2.38 (m, 2H), 2.63 (m, 3H), 2.91 (m, IH), 3.10 (m, 4H), 3.52 (m, 5H), 
3.79 (m, IH), 5.84 (d, J = 6.00 Hz, IH), 6.14 (m, IH), 7.71 (d, J = 6.00 Hz, IH) ; 
^ MS (ESI, Pos. 20 V) : 470 (M + H)*, 359, 112 ; 

T L C : R f 0.65 (CHOs : MeOH : NH40H= 8 0 : 1 0 : l)o 
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mm 1 1-0 0 7 1 

4-TM^-^>-i — r;i/-N- (3-\^^vt^>- 1 — r;i/i^^D^^2/;i/) 
If'; ^p>-2-T^> 

5 NMR(DMSO-d<i) : 6 1.31 (m, 3H), 1.49 (m, 13H), 1.69 (m, 6H), 2.38 (m, 5H), 
3.54 (m, 4H), 4.10 (m, IH), 5.81 (d, J = 6.00 Hz, IH), 6.07 (m, IH), 7.70 (d, J = 6,00 
Hz,lH) ; 

M S(ESI, Pos. 20 V) : 358 (M + H)*, 179.5 (M + 2H)^* ; 

T L C : R f 0.74 (CHaa : MeOH : NH40H= 8 0: 10: 1 )o 

Ip 

mmm 11-0072 

4-T^?/i>-i — f;v-N- (1, 4- b^>;;^-4-tr^';$^>- 1- 

NMR(DMSO-d6) : <y 1.18 (m, 3H), 1.33 (m, 31^, 1.47 (m, 8H), 1.69 (m, 6H), 1.94 
15 (m, 2H), 2.20 (m, IH), 2.42 (m, 4H), 3.57 (m, 5H), 5.81 (d, J = 6.00 Hz, IH), 6.14 
(m, IH), 7.70 (d, J = 6.00 Hz, IH) ; 

M S(ESI, Pos. 20 V) : 715 (2M + H)\ 358 (M + H)*, 179.5 (M + 2Hf* ; 
T L C : R f 0.45 (GHOs : MeOH : NH40H= 8 0 : 1 0 : l)o 

2J) mm 1 1-0 0 7 3 

4- (3S) -3- C(4-T^f>''«>- l--f;HfU ^5^>-2--f;V) 

NMR(CD30D) : 6 1.61 (m, 8H), 1.86 (m, 5H), 2.23 (m, 7H), 2.69 (m, IH), 2.84 
(m, IH), 3.05 (m, IH), 3.51 (m, IH), 3.72 (m, 4H), 3.96 (m, 2H), 4.47 (m, IH), 6.43 
25 (d, J = 7.50 Hz, IH), 7.69 (d, J = 7.50 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 402 (M + H)*, 304, 276, 201.5 (M + 2Hf* ; 
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T L C : R f 0.64 (CHas : MeOH : NH40H= 8 0 : 1 0 : l)o 

msm 1 1-0 0 7 4 

1, 4-h^>:^-4- (3S) -3- C(4-T-i?/i>-i— f;i/tru^^:^ 

N M R(DMSO-d6) : 6 1.12 (m, 5H), 1.42 (m, 5H), 1.63 (m, 8H), 1.79 (m, 2H), 1.94 
(m, IH), 2.22 (m, 2H), 2.64 (m, IH), 2.92 (m, IH), 3.50 (m, 41^, 3.77 (m, 2H), 4.44 
(d, J = 4.20 Hz, IH), 5.82 (d, J = 6.00 Hz, 1 H)6.10 (m, IH), 7.70 (d, J = 6.00 Hz, 

IH); 

IP MS (FAB, Pos.) : 374 (M + H)* ; 

T L C : R f 0.33 (Cnaa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 11-0075 

4-7'^^^>-i — r;v-N- [(IR*, 2R*) -2-t;^UJ^>- l--f 

NMR(I)MSO-d6) : 6 1.09 (m, 5H), 1.32 (m, 6H), 1.45 (m, 4H), 1.63 (m, 6H), 1.83 
(m, IH), 2.31 (m, 5H), 3.57 (m, 5H), 5.74 (d, J = 4.80 Hz, IH), 5.84 (d, J = 6.00 Hz, 
IH), 7.71 (d, J = 6.00 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 358 (M + H)*, 179.5 (M + 2H)2'^ ; 
20 T L C : R f 0.43 (CHCI3 : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 11-0076 

1, 4-$^y^-4- (3S) -3- li4-T'^J'^>-l-^JV\^V^P>- 
2— <;i/) T^y] \f^Vt^>-l-'<)Vi^^U^^1^y—}l' 
25 ^^I^StJ^ ; 

N M R (DMSO-dfi) : <5 1.29 (m, 7H), 1.46 (m, 4H), 1.68 (m, 9H), 1.95 (m, IH), 2.22 
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(m, 2H), 2.64 (m, IH), 2.95 (m, IH), 3.49 (m, 4H), 3.77 (m, 2H), 4.22 (d, J = 3.30 
Hz, IH), 5.83 (d, J = 6.00 Hz, IH), 6.13 (m, 1 H)7.70 (d, J = 6.00 Hz, IH) ; 
M S (FAB, Pos.) : 374 (M + H)* ; 

T L C : R f 0.33 (GHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

1 1-0 0 7 7 
- 4 -'f ;i/THf>'1>- 4 ;i/ 

NMR(DMSO-d6) : (5 1.08 (m, 6H), 1.49 (m, 7H), 1.72 (m, 5H), 1.84 (m, 2H), 2.01 
10 (m, IH), 2.24 (m, 2H), 2.63 (m, IH), 2.98 (m, IH), 3.48 (m, 4H), 3.64 (m, IH), 3.79 
(m, IH), 4.49 (d, J = 3.80 Hz, IH^, 5.82 (d, J = 6.00 Hz, 11^, 6.10 (m, IH), 7.71 (d, J 
= 6.00 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 374 (M + H)*, 292, 187.5 (M + 2H)^* ; 

T L C : R f 0.46 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

. mmm 11-0078 
(4- (3s) -3- c(4-T-if>'i>- 1— r;wt;u ^$^>-2— r;i/) t 

NMR(CDa3) : 6 1.27 (m, 4H), 1.53 (m, lOH), 1.74 (m, IIH), 1.92 (m, 4H), 2.04 
2p (m, IH), 2.26 (m, 2H), 2.46 (m, 4H), 2.91 (m, IH), 3.55 (m, 4H), 3.98 (m, IH), 5.05 
(m, lE^, 5.75 (m, IH), 7.78 (m, IH) ; 

M S (ESI, Pos. 20 V) : 468 (M + H)*, 276, 234.5 (M + 2Hf\ 193 ; 
T L C : R f 0.45 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

25 mm 1 1-0 0 7 9 

'i 

N*- (4-T-if/i>-i — r;i'i^u ^i?>-2-'f ;i/) -n^-^^^d^^ 
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NMR(DMSO-d6) : 6 0.95 (t, J = 7.00 Hz, 3H), 1.16 (m, 5H), 1.41 (m, 4H), 1.54 
(m, IH), 1.74 (m, 8H), 2.37 (m, 5H), 3.17 (m, 2H), 3.62 (m, 4H), 5.81 (d, J = 6.00 
Hz, 11^, 6.17 (m, IH), 7.69 (d, J = 6.00 Hz, IH) ; 
5 MS(ESI,Pos.20V) : 346 (M + H)*, 264, 173.5 (M + 2H)^* ; 

T L C : R f 0.44 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mm 1 1-0080 

Ni- (4-T-if/^>- l-^;i/t:'j ^e^>-2— f;i/) -N^-i/^n^^^p 

N M R (DMSO-dfi) : 6 0.92 (m, 2H), 1.19 (m, 3H), 1.45 (m, 5H), 1.63 (m, 6H), 1.79 

(m, 2H), 2.27 (m, IH), 2.65 (t, J = 6.50 Hz, 2H), 3.20 (m, 2H), 3.62 (m, 4H), 5.83 (d, 

J = 6.00 Hz, IH), 6.25 (m, IH), 7.70 (d, J = 6.00 Hz, IH) ; 

M S (FAB, Pos.) : 318 (M + H)*, 219, 206, 193 ; 

T L C : R f 0.49 (CHCb : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 1 1 - o o 8 1 

2Q N M R (DMSO-d6) : 6 1.14 (m, 5H), 1.44 (m, 4H), 1.54 (m, IH), 1.71 (m, 8H), 2.19 
(s, 3H), 2.30 (m, 2H), 2.42 (m, IH), 3.18 (m, 2H), 3.62 (m, 4H), 5.82 (d, J = 6.00 Hz, 
IH), 6.11 (m, IH), 7.70 (d, J = 6.00 Hz, IH) ; 
MS (ESI, Pos. 20 V) : 332 (M + H)*, 250 ; 
T L C : R f 0.42 (CHa3 : MeOH : NH40H= 8 0 : 1 0 : l)o 

25 

msm 1 1-0 0 8 2 
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-T^h^t h'n-2H-br^>-4 — r;V:E.^>- 1, 2-e^T^> 
NMR(pMSO-d<;) : 6 1.38 (dd, J = 12.40, 4.50 Hz, IH), 1.45 (m, 5H), 1.65 (m, 
6H), 2.20 (s, 3H), 2.42 (m, IH), 2.53 (m, 2H), 3.23 (m, 4H), 3.55 (m, 4H), 3.85 (dd, J 
5 = 11.10, 4.10 Hz, 2H), 5.83 (d, J = 6.00 Hz, IH), 6.15 (m, IH), 7.70 (d, J = 6.00 Hz, 
IH); 

M S(ESI, Pos. 20 V) : 334 (M + H)*, 276, 250 ; 

T L C : R f 0.52(CHa3 : MeOH : NH40H= 8 0: 10: l)o 

10 mmm ii - o o 8 3 

(IR*, 2S*) -N^- (4-TH2f;^>- 1— f;i/tr'; ^ j?>-2 — r;i/) 

N M R ODMSO-de) : 6 0.83 (m, IH), 1.09 (m, 4H), 1.25 (m, 3H), 1.44 (m, 8H), 1.70 
(m, lOH), 2.34 (m, IH), 2.87 (m, IH), 3.55 (m, 4H), 3.83 (m, IH), 5.78 (m, IH), 5.83 
15 (d, J = 6.00 Hz, IH), 7.70 (d, J = 6.00 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 372 (M + H)*, 290, 186.5 (M + 2Hf* ; 

T L C : R f 0.54 (CHas : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 1 1 - o o s 4 
20 (IR*, 2R*) -N^- (4-T-t?>'i>-i-'f;n^u^$^>-2— r;i/) 

NMR(DMSO-d6) : 0.99 (m, 8H), 1.42 (m, 6H), 1.64 (m, lOH), 1.86 (m, 2H), 
2.41 (m, 3H), 3.49 (m, 4H), 5.82 (d, J = 6.00 Hz, IH), 6.10 (m, IH), 7.70 (d, J = 6.00 
Hz,lH); 

^ MS (ESI, Pos. 20 V) : 372 (M + H)+, 290, 186.5 (M + 2H)^* ; 

T L C : R f 0.54 (CHaa : MeOH : NH40H= 8 0 : 1 0 : l)o 
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mmm 1 1 - o o s 5 

5 N M R(C»30D) : 6 1.61 (m, 4H), 1.86 (m, 5H), 2.14 (m, 3H), 2.24 (m, 2H), 2.49 
(m, 2H), 2.92 (m, IH), 3.06 (m, IH), 3.23 (m, IH), 3.65 (m, 5H), 3.81 (m, 3H), 4.00 
(m, IH), 4.09 (m, IH), 4.14 (s, 2H), 4.59 (m, IH), 6.43 (d, J = 7.70 Hz, IH), 7.69 (d, 
J = 7.70Hz,lH) ; 

M S (ESI, Pos. 20 V) : 833 (2M + H)*, 417 (M + H)\ 276, 209 (M + 2Hf* ; 
19. T L C : R f 0.22(CHCl3 : MeOH : NHtOH^ 2 0 : 5 : l)o 

mmm ii - o o s e 

3- 3- [(4-T'tf/i>-l-- r;i/tf'M^^>-2-^;i/) T^y] -1, 

;5 N M R(CD30D) : 6 1.61 (m, 4H), 1.83 (m, 5H), 2.12 (m, 3H), 2.24 (m, 2H), 2.49 
(m, 2H), 2.88 (t, J = 6.80 Hz, 2H), 3.17 (m, 2H), 3.44 (t, J = 6.80 Hz, 2H), 3.69 (m, 
8H), 3.98 (m, 2H), 4.07 (m, IH), 4.56 (m, IH), 6.43 (d, J = 730 Hz, IH), 7.69 (d, J = 
7.50 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 431 (M + H)*, 304, 276, 216 (M + 2Hf*, 156 ; 
20 T L C : R f 0.22(CHa3 : MeOH : NH40H= 2 0 : 5 : l)o 

mmm 1 1 - o o s ? 

4- 3- [(4-THf>'l>-l->f;vt^U^i^>-2— r;i/) TK^^l -1, 

25 N M R (CD3OD) : 6 1.62 (m, 4H), 1.86 (m, 5H), 2.14 (m, 5H), 2.48 (m, 4H), 2.90 
(m, IH), 3.12 (m, 4H), 3.72 (m, 9H), 3.99 (m, 2H), 4.07 (m, IH), 4.56 (m, IH), 6.43 
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(d, J = 8.10 Hz, IH), 7.69 (d, J = 8.10 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 445 (M + H)*, 276, 223 (M + 2Hf\ 170 ; 

T L C : R f 0.22(CHCl3 : MeOH : NH40H= 2 0 : 5 ; l)o 

5 mm 1 1-0 0 8 8 

(4-3- i{4-T^^^>- ^i^>-2 — r;W 

NMR(CDa3) : 6 1.01 (m, IH), 1.28 (m, IH), 1.54 (m, 9H), 1.74 (m, 8H), 1.92 (m, 
2H), 2.10 (m, IH), 2.24 (m, 3H), 2.49 (m, 2H), 2.90 (m, IH), 3.57 (m, 4H), 3.66 (s, 
;p 3H), 3.99 (m, IH), 5.15 (m, IH), 5.76 (m, IH), 7.79 (m, IH) ; 

M S (ESI, Pos. 20 V) : 430 (M + H)*, 276, 2153 (M + 2Hf*, 123 ; 
T L C : R f 0.48 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

mMM 11-0089 

][5 3- (4-3- [(4-T'if/'i>- i--r;i/tru ^s^>-2-'f ;v) 

NMR(CDa3) : 6 0.93 (m, IH), 1.24 (m, IH), 1.54 (m, IIH), 1.74 (m, 8H), 2.00 
(m, 2H), 2.28 (m, 4H), 2.48 (m, 2H), 2.91 (m, IH), 3.58 (m, 4H), 3.67 (s, 3H), 3.99 
(m, IH), 5.12(m, IH), 5.76 (m, IH), 7.79 (m, IH) ; 
2p MS (ESI, Pos. 20 V) : 444 (M + H)*, 276, 2223 (M + 2H)^+, 137 ; 
T L C : R f 0.48 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

mmm 11-0090 

(4-3- C(4-TH?^^>- i-'f;vtfy 5y>-2-'f;i') t^jI 

25 »; 1 — r o'viir5/;v) • mmm 

NMR(CD30D) : 6 1.18 (m, IH), 1.61 (m, 4H), 1.85 (m, 6H), 1.97 (m, 2H), 2.17 
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(m, 6H), 2,42 (m, 2H), 2.86 (m, IH), 3.04 (m, IH), 3.24 (m, IH), 3 J3 (m, IH), 3.70 
(m, 3H), 3.83 (m, IH), 3.92 (m, IH), 4.05 (m, IH), 4.52 (m, IH), 5.00 (d, J = 4.80 
Hz, IH), 6.43 (d, J = 7.70 Hz, IH), 7.70 (d, J = 7.70 Hz, IH) ; 
MS(ESI,Pos.20V) : 416 (M + H)*, 276,2083 (M + 2H)^, 123 ; 
5 T L C : R f 0.53 (CH.CI3 : MeOH : NH40H= 2 0 : 5 : l)o 

mmm 11-0091 

3- (4-3- C(4-T-eyi>-l-^;HfU^^:^>-2-'f;i/) T^^l 

10 N M R (CD3OD) : 6 1.10 (m, IH), 1.62 (m, 4H), 1.86 (m, lOH), 2.23 (m, 6H), 2.49 
(t, J = 8.20 Hz, 2H), 2.85 (m, IH), 3.04 (m, IH), 3.24 (m, IH), 3.56 (m, IH), 3.72 (m, 
2H), 3.84 (m, 2H), 3.97 (m, 3H), 4.48 (m, IH), 6.43 (d, J = 7.70 Hz, IH), 7.69 (d, J = 
7.70 Hz, IH); 

M S (ESI, Pos. 20 V) : 430 (M + H)*, 276, 215.5 (M + 2H)2*, 138 ; 
:|5 T L C : R f 0.53 (GHCb : MeOH : NH40H= 2 0 : 5 : l)o 

mmm 11-0092 

s^^^;v-i, 4* -t:tr^'j^>- 1 * -y^;!//^^^^ K 

2p N M R(CDa3) : d 1.55 (m, 8H), 1.75 (m, 8H), 2.27 (m, IH), 2.38 (m, IH), 2.47 (m, 
IH), 2.57 (m, IH), 2.79 (m, 2H), 2.80 (s, 6H), 2.93 (m, IH), 3.59 (m, 4H), 3.73 (m, 
2H), 4.00 (m, IH), 5.38 (m, IH), 5.78 (d, J = 6.20 Hz, IH), 7.77 (d, J = 6.20 Hz, 
IH); 

MS (ESI, Pos. 20 V) : 931 (2M + H)*, 466 (M + H)*, 276, 211 ; 
25 T L C : R f 0.35(CHCl3 : MeOH= 1 0 : l)o 
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msm 1 1-0 09 3 

4-3- [(4-T"if/i>- i->f;i/tri; ^5;>-2->r;v) T^y^l tr^u 

NMR(CDa3) : 6 0.95 (m, 2H), 1.23 (m, 3H), 1.54 (m, 8H), 1.72 (m, 12H), 1.92 
5 (m, 2H), 2.08 (m, IH), 2.28 (m, IH), 2.49 (m, 4H), 2.92 (m, IH), 3.21 (m, IH), 3.56 
(m, 5H), 3.80(d, J = 6.40 Hz, 2H), 4.00 (m, IH^, 5.08 (m, IH), 5.76 (d, J = 6.00 Hz, 
IH), 7.79 (d, J = 6.00 Hz, IH) ; 

MS(ESI,Pos.20V) : 966 (2M + H)*, 483 (M + H)*, 242 (M + 2H)^ ; 
T L C : R f 0.45 (AcOEt : MeOH : TEA= 2 0:2: 1 )» 

IP 

mmm 11-0094 

4-3- [(4-T-if>'i>- 1 -'i';vtfU ^i^>-2->r;v) T^y] tr^u 

NMR(CDa3) : 6 1.54 (m, 18H), 1.75 (m, 5H), 1.85 (m, 2H), 1.94 (m, 3H), 2.07 
15 (m, IH), 2.28 (m, IH), 2.50 (m, 4H), 2.92 (m, IH), 3.22 (m, IH), 3.56 (m, 4H), 3.74 
(m, IH), 3.99 (m, IH), 4.16(m, IH), 5.08 (m, IH), 5.76 (d, J = 6.00 Hz, IH), 7.79 (d, 
J = 6.00Hz,lH) ; 

M S (ESI, Pos. 20 V) : 966 (2M + H)*, 483 (M + H)+, 276, 194 ; 
T L C : R f 0.45 (AcOEt : MeOH : TEA= 2 0 : 2 : 1 )o 

2Q 

1 1-0 0 9 5 

4-3- [(4-T■^f>'1>- 1 --r;H^U ^P>-2 — ()]/) T^y] If^U 

NMR(CDCL3) : 3 1.33 (m, 5H), 1.54 (m, 8H), 1.74 (m, 8H), 1.82 (m, 21^, 1.90 (m, 
25 3H), 2.08 (m, IH), 2.28 (m, IH), 2.49 (m, 4H), 2.93 (m, IH), 3.25 (m, IH), 3.56 (m, 
5H), 3.98 (m, 2H), 5.07 (m, IH), 5.76 (d, J = 6.00 Hz, IH), 7.79 (d, J = 6.00 Hz, 
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IH); 

M S (ESI, Pos. 20 V) : 469 (M + H)*, 276, 194 ; 

T L C : R f 0.50(AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

5 mmm 11-0096 

NMR(CDa3) : <5 0.85 (m, IH), 1.42 (m, 4H), 1.54 (m, 4H), 1.75 (m, 8H), 1.92 (m, 
2H), 2.18 (m, IH), 2.28 (m, IH), 2.43 (m, 2H), 2.58 (m, IH), 2.96 (m, IH), 3.58 (m, 
IQ 4H), 4.00(m, IH), 4.12 (m, IH), 5.34 (m, 11^, 5.78 (d, J = 6.00 Hz, IH), 6.88 (d, J = 
7.50 Hz, 2H), 6.92 (t, J = 7.50 Hz, IH), 7.26 (t, J = 7.50 Hz, 2H), 7.77 (d, J = 6.00 Hz, 
IH); 

M S (ESI, Pos. 20 V) : 899 (2M + H)*, 450 (M + H)*, 276 ; 
T L C : R f 0.23 (CHaa : MeOH= 1 0 : 1 )« 

. HJfg^Jl 1-0 0 9 7 

4-3- [(4-T-lf/1>- 1 — r;Hf'; ^i^>-2— f;i/) 

NMR(CDa3) : 6 1.12 (m, IH), 1.53 (m, lOH), 1.74 (m, 8H), 2.05 (m, IH), 2.24 
20 (m, 2H), 2.47 (m, 2H), 2.88 (m, IH), 3.56 (m, 4H), 3.78 (m, IH), 3.99 (m, IH), 4.98 
(m, IH^, 5.09 (s, 2H), 5.37 (m, IH), 5.76 (d, J = 6.20 Hz, IH), 7.36 (m, 5H), 7.76 (d, 
J = 6.20 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 507 (M + H)\ 415, 373, 276 ; 

T L C : R f 0.45 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

25 

mmm ii - o o 9 s 
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^>i^)\/ (4-3- C(4-T-if>'i>- i-'f ;i/tru ^s^>-2— r;i/) r 

NMR(CDCl3) : 6 0.96 (m, IH), 1.53 (m, IIH), 1.74 (m, 8H), 2.09 (m, IH), 2.26 
(m, 2H), 2.46 (m, 2H), 2.84 (m, IH), 3.09 (m, 2H), 3.56 (m, 4H), 3.99 (m, IH), 4.81 
5 (m, IH), 5.10 (s, 2H), 5.21 (m, IH), 5.76 (d, J = 6.20 Hz, IH), 7.35 (m, 51^, 7.78 (d, 
J = 6.20 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 521 (M + H)*, 431, 387, 276 ; 

T L C : R f 0.45 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

10 mmm 11-0099 

N- (4-T-eM>- 1 -'f;nf'; ^s^>-2-'f ;i/) - 1 -p«5^;i/b:^'j 

NMR(DMSO-d6) : 3 1.41 (m, 6H), 1.68 (m, 6H), 1.87 (m, IH), 2.00 (m, IH), 2.14 
(s, 3H), 2.61 (m, IH), 2,74 (m, IH), 2.97 (m, IH), 3.48 (m, 2H), 3.70 (m, 2H), 6.31 
15 (d, J = 6.2 Hz, 1 H) 7.96 (d, J = 6.2 Hz, IH), 9.90 (s, IH) ; 
M S (FAB, Pos.) : 318 (M + H)* ; 

T L C : R f 0.52(CHa3 : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 11-0100 

NMR(CDa3) : 6 1.22 (m, IH), 1.55 (m, 7H), 1.76 (m, 12H), 2.25 (m, IH), 2.44 
(m, IH), 2.59 (m, IH), 2.75 (m, 0.5H), 2.96 (m, 0.5H), 3.14 (m, 2H), 3.57 (m, 4H), 
4.02 (m, IH), 5.30 (m, 0.5H), 5.79 (m, 1.5H), 7.75 (m, IH) ; 
MS(ESI,Pos.20V) : 373(M + H)M78 ; 
T L C : R f 0.55 (CHCI3 : MeOH : NH40H= 8 0 : 2 0 : 2)o 
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mmm 1 1 - o i o i 

5 N M R(CDa3) : 6 0.93 (m, IH), 1.24 (m, 2H), 1.54 (m, 8H), 1.65 (m, 3H), 1.75 (m, 
5H), 1.86 (m, 2H), 2.26 (m, 2H), 2.50 (m, 2H), 2.63 (m, 2H), 2.85 (m, 0.5H), 2.97 (m, 
0.5H), 3.57 (m, 4H), 4.00 (m, IH), 5.18 (m, IH), 5.76 (d, J = 6.20 Hz, IH), 7.79 (m, 
IH); 

M S (ESI, Pos. 20 V) : 387 (M + H)*, 276, 194 (M + 2H)^+, 185 ; 
XO T L C : R f 0.55 (GHQa : MeOH : NH40H= 8 0 : 2 0 : 2)o 

mmm 11-0102 

4- (3S) -3- [(4-THf/i>- i->f;i/i^i; ^>:^>-2--f;i/) 

^ NM R(CDa3) : 6 1.22 (m, 3H), 1.42 (m, 3H), 1.54 (m, 5H), 1.64 (m, 4H), 1.75 (m, 
8H), 2.28 (m, 2H), 2.47 (m, IH), 2.57 (m, IH), 2.95 (m, IH), 3.58 (m, 4H), 3.77 (m, 
11^, 4.00 (m, IH), 5.16 (m, IH), 5.76 (m, IH), 7.79 (m, IH) ; 
MS (ESI, Pos. 20 V) : 388 (M + H)*, 304, 276, 193 ; 
T L C : R f 0.45 (AcOEt : MeOH : 1^= 2 0 : 2 : l)o 

20 

mmm 11-0103 

N- (4-3- [(4-THf>'1>- 1 — ( ^i^>-2--( )]/) T^y'] 

bT^y l--f ;i/$^^57D^3f-i/;i/) >x;v:ii^>T^ K 

NM R(CDa3) : 6 130 (m, 2H), 1.54 (m, 5H), 1.61 (m, 3H), 1.74 (m, 6H), 1.85 (m, 
?5 2H), 2.11 (m, IH), 2.25 (m, IH), 2.42 (m, 2H), 2.52 (m, 2H), 2.76 (m, IH), 2.89 (m, 
0.5H), 2.97 (s, 3H), 3.21 (m, 0.5H), 3.57 (m, 4H), 4.02 (m, IH), 4.60 (m, 0.5H), 4.93 
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(m, 0.5H), 5.20 (m, IH), 5.76 (m, IH), 7.78 (m, IH) ; 

M S (ESI, Pos. 20 V) : 451 (M + H)\ 356, 276, 226 (M + 2H)^*, 178 ; 

TL C : Rf 0.50(AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

5 mi&m 11-0104 

N- [(4-3- [(4-T'€/1>-l->r;H^U^e^>-2->f;i/) T^^'] 

NMR(CDa3) : (5 0.98 (m, IH), 1.26 (m, IH), 1.54 (m, lOH), 1.74 (m, 8H), 1.87 
(m, IH), 2.03 (m, IH), 2.36 (m, 3H), 2.56 (m, 0.5H), 2.75 (m, 0.5H), 2.95 (m, 4H), 
10 3.08 (m, 1 H)3.56 (m, 4H), 4.02 (m, IH), 4.43 (m, 0.5H), 4.69 (m, 0.5H), 5.21 (m, 
11^, 5.76 (d, J = 6.00 Hz, IH), 7.78 (d, J = 6.00 Hz, IH) ; 
M S (ESI, Pos. 20 V) : 465 (M + H)*, 276, 233 (M + 2H)^*, 138 ; 
TL C : R f 0.50(AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

15 mmm 11-0105 

N- (4-3- [(4-T-if>''«>- i-^;i/tr>; ^5^>-2-'r;i/) T^y] 

NMR(CDCl3) : 6 1.11 (m, IH), 1.25 (m, 2H), 1.54 (m, lOH), 1.75 (m, 15H), 2.04 
(m, 2H), 2.23 (m, IH), 2.41 (m, 3H), 2.87 (m, IH), 3.56 (m, 5H), 4.00 (m, 2H), 5.13 
2Q (m, 1.5H), 5.61 (m, 0.5H), 5.77 (m, IH), 7.79 (d, J = 6.20 Hz, IH) ; 
M S (FAB, Pos., matrix = Glycerin + m-NBA) : 483 (M + H)*, 193 ; 
T L C : R f 0.50 (AcOEt : MeOH : TEA= 2 0 : 1 0 : l)o 

^SiSM 11-0106 
25 N- [(4-3- [(4-T-if/1>- l-'r;H:fU ^i^>-2-'l';V) TK^l 
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- I* 

NMRCCDQa) : 6 0.97 (m, IH), 1.25 (m, 4H), 1.54 (m, IIH), 1.75 (m, 15H), 2.06 
(m, IH), 2.29 (m, 2H), 2.47 (m, 2H), 2.89 (m, IH), 3.08 (m, IH), 3.21 (m, IH), 3.57 
(m, 4H), 4.02 (m, IH), 5.46 (m, IH), 5.63 (m, IH), 5.78 (m, IH), 7.76 (m, IH) ; 
5 MS (FAB, Pos., matrix = Glycerin + m-NBA) : 497 (M + H)*, 193 j 
T L C : R f 0.50(AcOEt : MeOH : TEA= 2 0:2: l)o 

mmm 1 1 - o i o ? 

N- (4-3- C(4-T-€;l>- l-^;Vtri; ^.^^_2_^;i,) 

10 — ()W>^u^^i^j]/) T'izhTK}' 

NMR(CDa3) : 6 1.13 (m, IH), 1.55 (m, IIH), 1.74 (m, 8H), 1.96 (m, 3H), 2.33 
(m, 3.5H), 2.55 (m, 0.5H), 2.72 (m, 0.5H), 2.92 (m, 0,5H), 3.58 (m, 4H), 4.01 (m, 
2H), 5.15 (m, 03H), 5.32 (m, IH), 5.76 (m, IH), 5.94 (m, 0.5H), 7.78 (m, IH) ; 
M S (ESI, Pos. 20 V) : 415 (M + H)*, 276, 208 (M + 2H)^, 140 ; 

|J T L C : R f 0.45 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

mmm 1 1 - o i o s 

N- [(4-3- C(4-T-lf/1>- 1-^;H^U 5 j;y_2_.f;V) :p5y] 

2p NMR(CDa3):cy 0.97 (m, IH), 1.25 (m, IH), 1.54 (m, 9H), 1.74 (m, 6H), 1.86 (m, 
4H), 1.99 (m, 3H), 2.24 (m, IH), 2.43 (m, 3H), 2.74 (m, 0.5H), 2.94 (m, 0.5H), 3.17 
(m, 2H), 3.56 (m, 4H), 4.02 (m, IH), 5.20 (m, IH), 5.49 (m, 0.5H), 5.76 (m, IH), 
5.81 (m, 0.5H), 7.78 (m, IH) ; 

M S (ESI, Pos. 20 V) : 429 (M + H)*, 276, 215 (M + 2H)^, 154 ; 
?5 T L C : R f 0.45 (AcOEt : MeOH : TBA= 2 0 : 2 : l)o 
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msm 11-0109 

N- i4-T^^'^>- l-'i )]/\^V^i^>-2-^ )]/) - 1 -^^;i/tf'^>J 

N M R (CDQa) : (5 1.68 (m, 12H), 2.08 (m, 3H), 2,29 (s, 3H), 2.64 (m, IH), 2.97 (m, 
5 IH), 3.63 (m, 4H), 6.14 (d, J = 6.2 Hz, IH), 8.09 (d, J = 6.2 Hz, IH), 8.84 (s, IH) ; 
M S (FAB, Pos.) : 318 (M + H)* ; 

T L C : R f 0.50 (CHas : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm i i - o i i o 

ID N' - (4-3 - [(4-T-e>'1>- 1— r;i/tfU ^i^>-2— f;i/) T^^l 

tr^>ji?>- 1 --f ;vs^^n^:ap>>;i/) -N, N-i^;»t^;i/x;v7T^ b* 

N M R (CDCI3) : 6 1.26 (m, 2H), 1.57 (m, 8H), 1.75 (m, 8H), 2.07 (m, 2H), 2.29 (m, 
2H), 2.47 (m, 2H), 2.79 (m, 6H), 2.97 (m, IH), 3.54 (m, 4.5H), 4.01 (m, 1.5H), 4.47 
(m, IH), 5.18 (m, IH), 5.76 (m, IH), 7.78 (m, IH) ; 
1^ MS (FAB, pos. matrix = Glycerin + m-NBA) : 480 (M + H)*, 371, 287, 243, 217, 
193, 122 ; 

T L C : R f 0.45 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

mmm 1 1 - o 1 1 1 

20. N' - [(4-3- L{4-T-^J^y- l-^)\/\fV^i^>-2-^)V) T% 

y] t:^i;$^>- i-'f ;v$^^D^dpi/;v) -n, N-e^;?<^;i/:^ 

NMR(CDa3) : 6 0.97 (m, IH), 1.26 (m, IH), 1.54 (m, lOH), 1.74 (m, 4H), 1.87 
(m, 3H), 2.26 (m, 2H), 2.45 (m, 2H), 2.57 (m, IH), 2.81 (m, 6H), 2.88 (m, IH), 3.00 
25 (m, IH), 3.57(m, 5H), 4.01 (m, 1.5H), 4.13 (m, 0.5H), 4.31 (m, 0.5H), 4.81 (m, 0.5H), 
5.16 (m, IH), 5.76 (d, J = 6.20 Hz, IH), 7.78 (d, J = 6.20 Hz, IH) ; 
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M S(FAB, Pos., matrix = Glycerin + m-NBA) : 494 (M + H)*, 301, 257, 217, 193, 
122 ; 

T L C : R f 0.45 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

5 msm 11-0112 

N- (4-THf/'1>-l — ( ^^^>-2-^ )V) -1' - it^^U^ 

NMR(CDa3) : 6 135 (m, 13H), 1.75 (m, 15H), 2.26 (m, IH), 2J3 (m, 5H), 2.97 
(m, 2H), 3.56 (m, 4H), 3.95 (m, 2H), 4.65 (m, IH), 5.08 (m, IH), 5.77 (d, J = 6.20 
10 Hz, IH), 7.79 (d, J = 6.20 Hz, IH) ; 

MS (ESI, Pos. 20 V) : 483 (M + H)*, 359 ; 

TL C : R f 030 (AcOEt : MeOH : TBA= 2 0 : 2 : l)o 

mm 11-0113 

15 N- (4-T-l?/1>-l->r;H^'M2;'>-2->f;i/) -l* - (T^h^b 
HD- 2H-b^>-4-'f;V*;i//J^::::;i/) -1,4* -t:tr^Ui^>-3 

NMR(CDa3) : 6 1.55 (m, 9H), 1.74 (m, 6H), 1.84 (m, 5H), 2.27 (m, IH), 2.52 (m, 
4H), 2.73 (m, IH), 2.96 (m, 2H), 3,44 (m, 2H), 3.57 (m, 4H), 3.99 (m, 4H), 4.65 (m, 
2p IH), 5.18 (m, IH), 5.77 (d, J = 6.20 Hz, IH), 7.78 (d, J = 6.20 Hz, IH) ; 
M S (ESI, Pos. 20 V) : 471 (M + H)*, 359, 304 ; 
T L C : R f 0.33 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

mmm 11-0114 

25 4- (3S) -3- [(4-T-lf>'1>- l-^r^l/trU ^S^>-2-'f 
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NMR(CDa3) : 6 134 (m, 7H), 1.80 (m, 13H), 2.43 (m, 4H), 2.64 (m, IH), 3.03 
(m, IH), 3.55 (m, 4H), 4.01 (m, IH), 5.13 (m, IH), 5.75 (m, IH), 7.24 (m, IH), 7.34 
(m, 2H), 7.51(m, 2H), 7.77 (m, IH) ; 

M S (FAB, pos. matrix = Glycerin + m-NBA) : 450 (M + H)* ; 
5 T L C : R f 0.50 (AcOBt : MeOH : TEA= 2 0 : 2 : l)o 

mmm 11-0115 

Ni_ (4-7-^/'i>- 1— r;i/if'; ^s^>-2--r;i/) 

>-l, 2-i^T^> 
;q N M R(CaDa3) : 6 1.54 (m, 4H), 1.74 (m, 4H), 2.71 (s, 31^, 3.24 (t, J = 5.20 Hz, 
2H), 3.43 (m, 3H), 3.77 (m, 4H), 5,81 (d, J = 6.60 Hz, IH), 7.54 (m, IH), 7.65 (d, J = 
6.60 Hz, IH) ; 

MS (ESI, Pos. 20 V) : 250 (M + H)*, 125 ; 

T L C : R f 0.33 (GHQa : MeOH : 1SIH40H= 8 0: 10: 1 )o 

mmm 1 1 - o 1 1 e 

4 - T-lf ^'l > - 1 — < ;V- N - [( 3 S ) - 1 - (1 , 4 - i^:4-=¥i^;5^ If D [ 4 . 

5] T^jb-s—f ;i/) tr^us^>-3--r;i/] tri; ^i^>-2-T^> 

NMR(CDCl3) : 6 1.53 (m, 8H), 1.72 (m, 12H), 2.30 (m, 2H), 2.55 (m, 2H), 2.95 
2Q (m, IH), 3.58 (m, 4H), 3.92 (s, 4H), 4.02 (m, IH), 5.09 (m, IH), 5.76 (d, J = 6.00 Hz, 
IH), 7.79 (d, J = 6.00 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 416 (M + H)*, 276, 208.5 (M + 2Hf* ; 

T L C : R f 0.55 (CHas : MeOH : NH40H= 8 0 : 1 0 : l)o 

mm 11-0117 

N- il-^>P)V\f^Vt^>-3--( )]/) -4- (1, 4-:t^V-ii^^> 
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N M R (CaXls) :6 1.55 (m, IH), 1.71 (m, 3H), 1.95 (m, 2H), 2.29 (m, IH), 2.39 (m, 
2H), 2.72 (m, IH), 3.46 (d, J = 13.00 Hz, IH), 3.52 (d, J = 13.00 Hz, IH), 3.68 (m, 
4H), 3.74 (m, 4H), 4.02 (m, IH), 5.15 (m, IH), 5.77 (d, J = 6.00 Hz, IH), 7.28 (m, 
5 5H), 7.83 (d, J = 6.00 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 368 (M + H)*, 278 ; 

T L C : R f 0.45 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

mmm 1 1 - o 1 1 s 

^p. 4- (1, 4-:t^v-^^^>-4-^ -N-i^^Ui^y-a—f ;i/t:u 

NMRCCDQa) : 6 1.50 (m, IH), 1.71 (m, IH), 1.86 (m, 2H), 1.96 (m, 2H), 2.53 (m, 
IH), 2.66 (m, IH), 2.86 (m, 11^, 3.21 (m, IH), 3.69 (m, 4H), 3.76 (m, 4H), 3.85 (m, 
IH), 4.93 (m, IH), 5.78 (d, J = 6.00 Hz, IH), 7.82 (d, J = 6.00 Hz, IH) ; 
15 MS (ESI, Pos. 20 V) : 278 (M + H)*, 139.5 (M + 2H)2+ ; 

T L C : R f 0.44 (OaCls : MeOH : NH40H= 8 0 : 2 0 : 4)o 

mmm 11-0119 

4- (3S) -3- [( 4 1 --f ;Vhr U ^ 2 

NMR(CDa3) : 6 1.24 (m, 3H), 1.52 (m, IIH), 1.72 (m, 7H), 1.89 (m, IH), 2.03 
(m, 2H), 2.21 (m, 2H), 2.40 (m, IH), 2.51 (m, IH), 2.91 (m, IH), 3.55 (m, 4H), 3.97 
(m, IH), 4.11(m, 2H), 5.17 (m, IH), 5.74 (m, IH), 7.76 (d, J = 6.20 Hz, IH) ; 
M S(ESI, Pos. 20 V) : 430 (M + H)*, 276, 215.5 (M + 2H)^ ; 
?5 T L C : R f 0.52(AcOEt : MeOH : TEA= 2 0 : 2 : l)o 
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mmm 11-0120 

4- (3S) -3- l(4-T-^^t>'-l-^J\^\^V^-y>-2—()V) 

5 NMR(a)a3) : 6 1.51 (m, 9H), 1.71 (m, 6H), 1.90 (m, 4H), 2.24 (m, IH), 2.37 (m, 
2H), 2.54 (m, 2H), 2.79 (m, IH), 2.91 (m, IH), 3.13 (m, 3H), 3.56 (m, 4H), 3.65 (m, 
3H), 3.98 (m, IH), 5.10 (m, IH), 5.73 (m, IH), 7.75 (m, IH) ; 
M S (ESI, Pos. 20 V) : 445 (M + H)+, 384, 276, 223 (M + 2Hf\ 170 ; 
T L C : R f 0.45 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

mmm n - o 1 2 i 

4- (3S) -3- [(4-T-€7i>-i-^;i/i^>; ^>^>-2->r;v) 

N MRCCDQa) : d 1.29 (m, 4H), 1.54 (m, 6H), 1.74 (m, 6H), 2.01 (m, 4H), 2.28 (m, 
P 3H), 2.53 (m, 2H), 2.95 (m, IH), 3.56 (m, 4H), 3.98 (m, IH), 5.16 (m, IH), 5.76 (d, J 
= 6.00 Hz, IH), 7.78 (d, J = 6.00 Hz, IH), 9.61 (s, IH) ; 
M S (ESI, Pos. 20 V) : 386 (M + H)*, 276, 193.5 (M + 2H)^+ ; 
T L C : R f 0.48 (AcOEt : MeOH : TEA= 2 0:2: l)o 

2p mmm 11-0122 

(4- (3S) -3- C(4-7'-if>'i>- l-'1';i/l:f>J ^e^>-2--f;V) T 
^y] t;^>Ji^>- 1 <>D^^->;v) (e/^D^^>>;i/) ^^y— ;v 

N M R(CDa3) : (5 1.23 (m, 6H), 1.54 (m, 12H), 1.75 (m, 12H), 2.04 (m, 2H), 2.25 
(m, 2H), 2.40 (m, 2H), 236 (m, 2H), 2.97 (m, IH), 3.55 (m, 4H), 4.02 (m, IH), 539 
P (m, IH), 5.76 (d, J = 6.20 Hz, IH), 7.77 (m, IH) ; 

M S (ESI, Pos. 20 V) : 470 (M + H)*, 276, 235.5 (M + 2H)2* ; 
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TL C : R f 0.48(AcOEt : MeOH : TBA= 2 0 : 2 : l)o 

mmm 11-0123 

4-7'^f>'i>- 1 — r;i/-N- (l-^>s^;n^D 3 ->f;i/) 

NMR(DMSOHi6, 363.1K) : 6 1.48 (m, 4H), 1.68 (m, 6H), 2.13 (m. IH), 2.38 (dd, 
J = 93, 5.2 Hz, IH), 2.58 (m, IH), 2.84 (dd, J = 9.3, 6.9 Hz, IH), 3.53 (t, J = 6.00 Hz, 
4H), 3.59 (s, 2H), 4.27 (m, IH), 5.83 (d, J = 6.04 Hz, IH), 5.94 (m, IH), 7.24 (m, 5 
H). 7.71 (d, J = 6.04 Hz, IH) ; 
Ip MS(ESI,Pos.20V) : 352(M + H)* ; 

HPLCgb{4^ : A ; HPLC^i^^^ (^) : 3.00 ; 

TL C : R f 0.16 (CHaQ : MeOH : NH40H= 8 0 : 1 0 : l)o 

11-0124 

1- [2- (4-:7ai-;Hf^^i;>-l-.^;i,) Ifi; ^>:^>-4-^;i,] 

NMR(DMSO-d<i, 363.1K) : 6 1.52 (m, 4H), 1.72 (m, 4H), 3.20 (t, J = 5.10 Hz, 
4H), 3.60 (t, J = 6.00 Hz, 4H), 3.83 (t, J = 5.10 Hz, 4H), 5.93 (d, J = 6.04 Hz, IH), 
6.79 (t, J = 73 Hz, IH), 6.97 (d, J = 7.7 Hz, 2H), 7.23 (m, 2H), 7.86 (d, J = 6.04 Hz, 
2P IH); 

M S (ESI, Pos. 20 V) : 338 (M + H)* ; 
HPLC^ffi : A ; HPLC^i^l^K (^) : 3.40 ; 
T L C : R f 0.18 (Hexane : AcOEt= 3 : l)o 

25 mmm 11-0125 

1- [2- (4-p<^;i/lf^^>:^>-l-^;v) \fV^i^>-4-^j]y2 T 
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NMR(DMSO-d6, 363.1K) : 6 1.49 (m, 4H), 1.71 (m, 4H), 2.20 (s, 3H), 2.32 (t, J = 
5.10 Hz, 4H), 336 (t, J = 6.00 Hz, 4H), 3.65 (t, J = 5.10 Hz, 4H), 5.88 (d, J = 6.0 Hz, 
IH), 7.80 (d, J = 6.0 Hz, IK^ ; 
5 MS(ESI,Pos.20V) : 276(M + H)* ; 

HPLC ^i^'.A; HPLC ^j^^^ (^) : 2.76 ; 

T L C : R f 0.18 (GHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 11-0126 

iq 1- [2- (4-^>>^';i/tf^^$;>- tru ^i?>-4-'f 

NMR(DMSO-d6, 363.1K) : 6 1.48 (m, 4H), 1.68 (m, 4H), 2.40 (t, J = 5.10 Hz, 
4H), 3.50 (s, 2H), 3.54 (t, J = 5.70 Hz, 4H), 3.65 (t, J = 5.10 Hz, 41^, 5.87 (d, J = 6.0 
Hz, IH), 7.26 (m, 5H), 7.79 (d, J = 6.0 Hz, IH) ; 
;5 MS(ESI,Pos.20V) : 352(M + H)* ; 

HPLC ^j^f^ : A ; iffLC m^mm : 2.96 ; 

T L C : R f 0.41 (CHCls : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 11-0127 
mm 11-0128 

25 -3->f;i/] If'; ^:^>-2-T^> 
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mmm 11-0129 

4-TH?.'^>- 1— <;i/-N- 1- [3- yu\^j]/2 

5 mmm 11-0130 

4-3- C(4-T-tf>'^>-i— r;i/t:i; ^:^>-2-'i';i/) r^y] i^n/u 
1 — 

mmm 11-0131 

Ip 4-THf>'1>- l-^;V-N- [1- (2, 6-$^^^;V^7°^5'-5-Ji::i 

ifDUi^>-3— f;i/] tU^^>-2-T^> 
USSI^J 11-0132 

4-TH2f/^>- 1 --f;V-N- [1- 0>-2--()V^^)V) i^nu 
5^>-3->f;V] trU ^i?>-2-T^> 

mmm 11-0133 

2- (TH2^;i/7'^>') -1-3 - [(4-THf>'i>- 1— f ;n^y 

2— f;i/) T^^] l^n Ui^>- 1 1 , 2 -5^v=;2l-^i>'-D-*f^ 

mmm 11-0134 
i^i; ^$^>-2-T^> 

25 

mmm 11-0135 
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4-T-lf>'1>-l-'r;V-N-l- [(2E) -3- (2-7U;V) rn^'l- 

M S (ESI, P0S.2OV) : 368 (M + H)* ; 

HPLC 0kW : B ; HPLC %Wl^m W : 3.97o 

5 

11-0136 

4-T-i?>'i>- 1 --<;u-N- 1 - [4- (;t^^n>>» l^P 

ys^>-3-'r;i/t!U ^i^>-2-T^> 

10 mm 11-0137 

4-T-i?>'i>- i-^;v-N- (i--f v:r^;i/trDUi^>-3— r;v) 
y^e^>-2-T^> 

M S (ESI, P0S.2OV) : 318 (M + H)* ; 

HPLC : B ; HPLC %Wm^ i^) : 4.15o 

mMm 11-0138 

4-T-if/i>- 1 --f ;^-N- (i-rnt:;vtrn Ui?>-3--f;i/) tfU 

^S^>-2-T^> 

2D ^0iJ 11-0139 

4-THf>'1>-l--f;V-N-l- C(2E) — 7*p!j-2-3i^;i/] tfn ij 

^«?y 11-0140 

25 4-T'1f>'1>- 1 --f;V-N 

';i^>-3-'f;n^U ^t^> 
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mm 11-0141 

4-4- [(4-T^f>'1>-l--r;H:^'; ^i^>-2— f;i/) T^y] \^^v 

5 

11-0142 

2- (7'-fe^;i/T^y) -1-4 - [(4-T'if/i>- i--f ;i/tri; 

msm 11-0143 

4-T^f>'i>-i — r;v-N- (i-^>i^;i/tf^Ui?>-4— f;i/) bru. 
^>:^>-2-T^> 

M S (ESI, POS.20V) : 731 (2M + H)*, 366 (M + 1^* ; 
15 HPLC 0m IB; HPLC (^) : 4.11o 

mmm 11-0144 

4-T-l?>'1>- 1— <;v-N- 1- C(2E) -3- (2-7>;;i/) rn.'i- 

20 

mmm 11-0145 

4-T-i?>''?>- 1 --r;^-N- [1- (2 -a:5^;i/^i!r$^;i/) tf^US^V- 
4— f;V] l^U ^i?>-2-T$> 



2f! HJE^^Jl 1-0 1 4 6 

2-4 - [(4-T^f>'i>-i->r;i/Vf'; ^i^>-2— T^y] tr^u 
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mmm 11-0147 

4-T-if>'i>- 1— f;i/-N- 1 - [(2E) -7*3!7-2-ai— tr^US^ 

mmm 11-0148 

4- T^?/'?>- 1— f;i/-N- [1- (4- [(2E) -4-;>?^;i/^>>57- 

i/^D^^t?-- 3 -ai>- 1 — f;i/p<5=-;V) l^^i;^>-4- 
10 -f;i/] l^U ^:^>-2-T^> 

HJfg^J 11-0149 

5- p<^;i/-3-7a:— ;v-N-2- [(4-trn Ui^>- l-^f;!/!^'; 

15 MS (ESI, P0S.2OV) : 785 (2M + H)*, 393 (M + H)* ; 
HPLC : A ; HPLC U^mm : 3.22o 

||}I6««1 11-0150 

N-2- C(4-l^^Ui^>-l-^;i/l^U^i^>-2— f;V) 315=- 
2jD! ;i/^>XT^ K 

M S (ESI, POS.20V) : 326 (M + H)+ ; 

HPLC^# : A ; HPLC^i^^^ : 3.I60 

mmm 11-0151 

25 5-;<5^;i/-3-7air:;i/-N-2- C(4-br^U^>- 1 — fJUl^V Ki^ 

>-2--f;i/) T^>^1 Ji5^;w v^^lf^/— ;i/-4-:j?j;V7tfi|rt>'^ H 
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M S(ESI, P0S.2OV) : 813 (2M + H)*, 407 (M + H)* ; 
HPLC : A ; HPLC U^mm : 3.27o 

mmm 11-0152 

-2, 2 -i^:7 3:— hT^ K 

M S (ESI, P0S.2OV) : 859 (2M + H^*, 430 (M + H)* ; 
HPLC : A ; HPLC mnmm (^) : 3.49« 

Ip llif£«?!l 11-0153 

N-2 - C(4-THf7l>-l->f;vtfy ^S^>-2-'f;i/) T^y] 

M S (ESI, POS.20V) : 841 (2M + H)\ 421 (M +1^ ; 
HPLC m^'.A; HPLC ^it^^ (^9>) : 3.34o 

15 

i 

mmm 11-0154 

N-2 - [(4-T-if>'i>- 1 — f;n^u ^s^>-2— f;i/) T^y] 

M S(ESI, P0S.2OV) : 290 (M + H)* ; 
20 HPLC^# : A ; HPLC^i^^^ (^) : 3.05o 

mm 11-0155 

N-2 - [(4-7'-if^'?>-i->f;i/tfi;^>^>-2— r;i/) T^y] 

25 M S(ESI, P0S.2OV) : 346 (M + H)+, 267 ; 

HPLC : A ; HPLC «Jt^^ (^) : 3.31o 
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mmm 1 1 - o 1 5 e 

5 MS (ESI, P0S.2OV) : 719 (2M + H)*, 360 (M + H)* ; 
HPLC ^# : A ; HPLC iii^^^ (^) : 3.42o 

mmm 11-0157 

N~ (2- [4- (3, 4-^:^b Kn-rv^^y U>-2 ( 1 H) — f;i/) If 
ip U ^i?>-2— r;i/] -2, 2-S^7air^;i/T'fehT^ K 

M S (ESI, P0S.2OV) : 927 (2M + H)*, 464 (M + H)* ; 
HPLC ^ffi : A ; HPLC U^mm (^) : 3.56o 

11-0158 

15 N- (2- [4- (3, 4-i?hKD>fVdp>'U>-2 (1 H) —Y;!/) If 

M S (ESI, P0S.2OV) : 455 (M + H)* ; 

HPLC^# : A ; HPLC^J^^^ (^) : 3.42o 

20 

I 

HJS^^J 11-0159 

N*- (4-7'Hf>'1>- l->r;Vlf 1; ^5^>-2-^;i/) -N2-p<^;i/-N2 
- (=^y U>-2--i';i/^5=-;i') 2-i^T^> 

25 11-0160 

•I 

N-2-[(4-T-^2P>'i>-i— i';i/if «;^5^>-2-^;p)T^y] 
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11-0161 

N^- (4-T-if/i>-i-'f;i/tr>; ^i;>-2— r;v) -N^- [(2E) - 

5 3, 7 -i^;A^)V:t^^-2, 6 - - N ^ - pi ^;Vac^ > - 1 , 2 
11-0162 

(2- [(4-T-1f>'S>- 1 5.^^_2->i';v) T^y] 
10 pi^^^Vtfn 1 ->f;v) T-fe^— h 

mmm 1 1 - o i e 3 

ji^^;!/ N-2-[(4-T-if>'i>- 1 — f;i/tru ^i^>-2 ->f 

15 

11-0164 

(2- [(4-T-t2f/i>- i-^;vtr'; ^^;^>-2->r;W T^y] 
2p HSfi^j 11-0165 

N- (4-i^DUi^>-i — r;n^'; 5s^>-2--f;v) ji^>-i, 2- 

M S (ESI, P0S.2OV) : 208 (M +H) ; 

HPLC IjM^ : B ; HPLC (^) : 2.860 

mmm 1 1 - 0 1 6 6 
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1-2- li2-T^^3^^)V) TK>^1 \^^)Ki:^>-4--()V\fUVP>- 
3 ;i/ 

mm 11-0167 
5 N- [4- (4-7ain;i/tr^^S;>- 1 U ^ 2 

M S (ESI, P0S.2OV) : 299 (M +H) ; 

HPLC : A ; HPLC : 2.94o 

i Q mmm 1 1 - o i e s 

N- [4- (4-p<5^;i/tr^^i;>- l->r;i/) hru ^s^>-2-'f 31 

M S (ESI, P0S.2OV) : 237 (M +H) J 

HPLC : B ; HPLC (^) : 2.59o 

15 

mmm 1 1 - 0 1 e 9 

N- (4-^;v7i%i;>-4-'f ^$^>-2->r;i/) ji^>-i, 2- 

:^ HJfi^ 11-0170 

N- (4-5=-;r^;i/7l^u>-4--r;i/tru ^e^>-2--f;i/) ai^>- i, 

2-i?T^> 

M S(ESI, P0S.2OV) : 240 (M +H) ; 

HPLC : B ; HPLC U^mm (^) : 2.89o 

25 

USS^J 11-0171 

331 



wo 2004/052862 



PCT/JP2003/015718 



2- (1-2 - [(2-T^>'3i^;i/) TK^l IfU ^5^>-4->f;i/tr^U 
i^>-2->r;i/) ;v 

M S (ESI, POS.20V) : 266 (M +H) ; 

HPLC ^# : A ; HPLC ^it^^ (^) : 2.73o 

5 

HJIS^J 11-0172 

(1-2- C(2-T^>'ai^;W T^y] try ^i^>-4--r;i/tf^»;i?> 

M S(ESI, POS.20V) : 252 (M +H) ; 
ip HPLC : B ; HPLC (^) : 2.74o 

mmm 11-0173 

1-2 - l(2-T^^3L^)V) T^y] \^V^-:P>-4 — 

15 MS (ESI, P0S.2OV) : 238 (M +H) ; 

HPLC ^ft^ : B ; HPLC ^i^^^ (^) : 2.41o 

mmm 11-0174 

N- [4- (4->'ain;i/-3, 6-5^t KDl^i; 1 (2H) --f;i/) 

2p l^y ^S?>-2-'f;i/] Jii^'^- 1, 2-$^T^> 
MS (ESL P0S.2OV) : 296 (M +H) ; 
HPLC ^{4^ : A ; HPLC Ui^f^m i^) : 3.08o 

mmm 11-0175 

25 2- (1-2- [(2-T^>'a^f-;V) T^^] U ^ 4 — r;i/tr'^U 
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M S(ESI, P0S.2OV) : 266 (M +H) ; 

HPLC ^ff^ : A ; HPLC U^mm (^) : 2.63o 

mmi 1-0176 

5 1-2- [(2-T^-/ai^;i/) T^y] i^U ^$^>-4— f;i/t:^Ui?>- 

3 -:t-'JV 

M S (ESI, P0S.2OV) : 238 (M +H) ; 

HPLC : B ; HPLC ^i^l^^ (^) : 2.57o 

ip 11-0177 

N- [4- (3, h-Dl^»;j^>- 1 (2H) -^JV) }^V^i^>- 

2->f;V] ai^>-l, 2-i^T^> 

M S (ESI, P0S.2OV) : 220 (M +H) ; 

HPLC ^ : A ; HPLC : 2.70o 

IUl^Jll-0 178 

4-2- [(2-T^yji^;i/) r^y] ifU ^-^>-4— f ;n^'>^^s^>- 

20 HSfi^aj 11-0179 

2- (4-2- C(2-T^>'ji^;v) T^y] tru ^i^>-4-'r;nf'^^ 

^SI0IJ 11-0180 
^ N- [4- (3, 5-i;p?^;i/tr^y:^>-l-^;v) if i; 5 2 
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M S (ESI, P0S.2OV) : 250 (M +H) ; 

HPLC 0kW:Ai HPLC ^1^^ (^) : 2.98o 

mmm 1 1 - o i s i 

5 N- (4-T4f/1>-l--f;i/t:y ^t?>-2— f;i/) 2-:^^ 

M S (ESI, Pos^OV) : 236 (M +H) ; 

HPIX) : A ; HPLC ^Wmm i^) : 2.84o 

10 mmm 1 1 - o i s 2 

N~ [4- (4-^^;i/-i, 4-i^T-if>'i>- i-> r;i/) tr';^>:^>-2 
— r;i/3 2-j?T^> 

M S (ESI, P0S.2OV) : 251 (M +H) ; 

HPLC : B ; HPLC Unmm i^) : 2.68e 

mmm 1 1 - 0 1 s 3 

N- [4- (2, 6-^^5=';v^;i/7iNU>-4--f tri;^s^>-2-^ 

M S (ESI, P0S.2OV) : 252 (M +H) ; 

HPLC ^{^^ : A ; HPLC UWmm (^) : 2.68o 

HJIB^ 11-0184 

N-4- [(2 S) -2- (;>{ D U 1 ->f ;V] l^U ^ 

S^>-2— r;p3^^>- 1 , 2-i?T^> 
25 M S(ESI, POS.20V) : 252 (M +H) ; 

HPLC : A ; HPLC U^mm (^) : 2.71o 
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msm 11-0185 

3^^JV 1-2- C(2-T^>'ac5^;i/) T^y'] tf U ^ 5^>- 4 ->r ;i/tf^ 
U 3 -A;i/7i^:3|r->-^— h 

^ MS (ESI, POS.20V) : 294 (M +H) ; 

HPLC : A ; HPLC Ui^mM (^) : 2.85o 

mm 11-0186 

1-2- C(2-T^ya:5^;i/) T^^] tf U ^ 4 
IQ US^>-4-*;i/7j?dpi/^~h 
M S (ESI, POS.20V) : 294 (M +H) ; 
HPLC ^i^'.A; HPLC «J^^P^ (^) : 2.85o 

mmm 1 1 - o 1 8 7 

Iff N- [4- (4-7a:-;H^^Ui;>- 1 ->f;V) tfi; ^.->>_2-^;^] 
^<5^>-l, 2-^^T^> 
M S (ESI, P0S.2OV) : 298 (M +H) ; 
HPLC : A ; HPLC U^mm (^) : 3.08o 

2P HJE^J 11-0188 

N- [4- i4-^>i^)\/\^^Vi^>-l-^JV) trU ^S^>-2--Y;i/] 

3i^>-l, 2-i^T^> 

M S (ESI, P0S.2OV) : 312 (M +H) ; 

HPLC : A ; HPLC (^9-) : 3.16o 

25 

mmm 1 1 - o 1 8 9 
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N- [4- (1, 4* -tftr^i;e^>- 1* -'f;i/) \fV^i^>-2—(M 

M S (ESI, POS.20V) : 305 (M +H) ; 

HPLC M^ffi : B ; HPLC Un^M (^) : 3.14o 

5 

mmm 11-0190 

N-4- [4- (4-p< Vf'^^i^^-l — f;i/] t:U^$^ 

M S (ESI, P0S.2OV) : 329 (M +H) ; 
IQ HPLC ^{^l^ : A ; HPLC #3^^^ i-^) : 2.8I0 

mmm 11-0191 

N- (4-4- [4- (h U7;i/:tDp<^;i/) y :3u=i)v'\ I^^^i^>-1- 
-f;HfU ^s^>-2->f;v) Ji^>-1, 2-s^T^> 

15 MS (ESI, P0S.2OV) : 367 (M +H) ; 

HPLC : A ; HPLC ^i^^^ : 3^o 

IUai«?!l 11-0192 

N- [4- (4->>^n^:ap^>;vtf^^$;>- 1 — r;i/) lfU^S^>-2- 

20 -r;v]^^>-i, 2-i^T^> 

M S (ESI, P0S.2OV) : 305 (M +H) ; 

HPLC ^{4^ : B ; HPLC ^i^^^ : 3.29o 

mmm 11-0193 

25 N- [4- (4 -^>P)i^\f^^P> -!--()]/) l^U ^i^>-2— f ;V] 

•I ' 
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M S (ESI, P0S.2OV) : 313 (M +H) ; 

HPLC : B ; HPLC ^i^^P^ i^) : 3.27o 

mmm 11-0194 

5 N-4- [4- (2, 4-^^^;v7ai— 1 --r;i/] ^^U 

M S (ESI, P0S.2OV) : 327 (M +H) ; 

HPLC : A ; HPLC ^^Nf^ (^) : 3.12o 

IP mm 11-0195 

N- (4-4- C(2E) -3-y3^=^)]/yu^'^-2-3L=:)]/2 t:^^i?>- 

i-'f;i/tf>; ^s^>-2-^;i/) 3i^>-i, 2-i^T^> 

M S (ESI, P0S.2OV) : 339 (M +11) ; 

HPLC : A ; HPLC fi^^t^^ : 2.860 

mmm 11-0196 

N-4- [4- (2-:t^V-2-l^DUi^>-l— f;V3i5^;i/) tT^^t^ 

>-i-'f;v] t:';5-:^>-2 — r;p3i^5^>- 1, 2-s?t^> 

M S (ESI, P0S.2OV) : 334 (M +H) ; 
2!D! HPLC^{*|i : B ; HPLC^j^^^ (i^) : 2.77o 

mm 11-0197 

4-2- [(2-7'^y3i^;i/) T^^] tfU ^i?>-4-'f;i/tr^ 

35 MS (ESI, P0S.2OV) : 295 (M +H) ; 

HPLC : A ; HPLC ^i^^^ : 2.78« 
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mmm 1 1 - o 1 9 s 

N- (4-4- [5- (b U7;u:tD^^;i/) U 2 --f ;v] -1, 
5 > 

M S (ESI, POS.20V) : 382 (M +H) ; 

HPLC : A ; HPLC ^i^^^ i^) : 3.00o 

mmm 11-0199 

10 N- (1-2- 1(2 -T ^ y T^J2 tru ^>:^>-4— r;i/tfDU 

M S (ESI, P0S.2OV) : 279 (M +H) ; 

HPLC : B ; HPLC ^3^^^ (^) : 2.57o 

15 mmm 11-0200 

N- [4- (2-t;Ui?>-2--i';i/T-lf>'1>- 1 — (J]/) tfU^^^>-2 

—f;!/] Ji^>-1, 2-S^T^> 

M S (ESI, P0S.2OV) : 313 (M +H) ; 

HPLC : A ; HPLC ^i^^P^ (^) : 2.74o 

IIJIS0!! 1 1-0 2 0 1 
(3R) -N- (4-T-\fJ^>-l-^JV\^V^P>-2--(J]/) -1-^ 

NM R(DMSO-d«) : 136 (m, 5H), 1.59 (m, 8H), 1.82 (m, IH), 2.56 (m, 3H), 2.80 (m, 
25 IH), 3.48 (m, 4H), 3.63 (s, 2H), 3.95 (m, IH), 5.80 (d, J = 5.90 Hz, IH), 6.08 (m, 
IH), 7.24 (m, 5H), 7.68 (d, J = 5.90 Hz, IH) ; 
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M S(ESI, Pos. 20 V) : 380 (M + H)\ 290, 193 ; 

HPLc : A ; HPLc 0mmm (^) 3.03 ; 

T L C : R f 0.55 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

5 mmm 11-0202 

(3R) -N- (4-T-if^1>- 1 --r;i/lfU ^S^>-2--<;i/) T-tf/l^ 

NMR(DMS0-d6) : 6 1,44 (m, 5H), 1.61 (m, 9H), 2.60 (dd, J = 13.50, 7.10 Hz, 
IH), 2.72 (t, J = 6.00 Hz, 2H), 2.89 (dd, J = 13.50, 4.30 Hz, IH), 3.56 (m, 4H), 3.87 
IQ (m, IH), 5.81 (d, J = 6.00 Hz, IH), 6.09 (m, IH), 7.70 (d, J = 6.00 Hz, IH) ; 
MS (ESI, Pos. 20 V) : 290 (M + H)*, 145.5 (M + 2H)^; 
HPLC^^4^ : A ; HPLC^^it^^ : 2.92 ; 
T L C : R f 0.20(CHa3 : MeOH : NH40H= 8 0 : 1 0 : l)o 

1^ mmm 11-0203 

(3 s) -N- (4-T^f>'i>- i->f;nfu ^i^>-2— r;i/) - 1- (tf 

mmm 11-0204 

2p (3R) -N- (4-T-lf>'1>- l-'l';!/!:;'; ^i^>-2— f;i/) - 1- (If 

US^>-2-'f;M^;i/) T"if/i>-3-T^> 

HJE^J 1 1-0 2 0 5 
(3R) -N- (4-THf>'l>-l--f;i/trU^i^>-2--f;i/) -1- (2 

25 -jc^;i/:r5^;i/) T-^ji>-3-T^> 

M S (ESI, Pos. 20 V) : 374 (M + H)*, 290, 187.5 (M + 2Hf* ; 
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HPLC ^# : A ; HPLC : 3.12o 

mmm 1 1 - o 2 o e 

(3R) -N- (4-T^f>''?>-i->f;i/tri; 5i?>-2->f;i/) -i-^ 

M S (ESI, Pos. 20 V) : 346 (M + H)*, 290, 173.5 (M + 2H)2* ; 
HPLC : A ; HPLC U^mm (^) : 3.00o 

mmm 11-0207 

\0 (3R) -N- (4-T^f>'1>- 1— f;H^i; 5 5;^_2->f;i,) - l 
^ D 5/;i/T-lf ^'l > - 3 - T ^ > 

M S (ESI, Pos. 20 V) : 372 (M + H)*, 346, 290, 186.5 (M + 2Hf* ; 
HPLC : A ; HPLC m^mm : 3.07o 

15 mmm 1 1 - o 2 o s 

4-TM^^>- 1-^ [(3R) - 1 i^y- 3 --i 

;V] tfU ^5^>-2-T^> 

M S (ESI, P0S.2OV) : 366 (M + H)*, 276 ; 

HPLC : A ; HPLC U^mm (^) : 3.03o 

20 

: f 

mmm 11-0209 

4-T-i?7l>-l-^;i/-N- C(3R) -1- (tfU$^>'-2->f;i/p<5^;i/) 

tr^us^>-3— r;i/] tfu ^i^>-2-T^> 

M S(ESI, P0S.2OV) : 367 (M + H)*, 184 (M + 2Hf* ; 
2Si HPLC : A ; HPLC ^^mm (^) : 2.92o 
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mm 11-0210 

4-T-lf/i>- 1— f;v-N- C(3R) -1- (2-ai5^;i/r5^;i/) tf^U 

M S (ESI, POS.20V) : 360 (M + H)*, 276, 1803 (M + 2H)2* ; 
5 HPLCISI# : A ; HPLCi^i^^^ : 3.11o 

11-0211 

4-T-if>'i>- 1 — r;v-N- [(3R) - i--f v::^^;^tr^US^>-3- 
ip M S (ESI, POS.20V) : 332 (M + H)+, 276, 1663 (M + 2H)2+ ; 
HPLCMM^ : A ; HPLC#it^S i^) : 2.96o 

11-0212 

4-T-lf>'i>- 1 -'f ;i/-N- C(3R) - 1 - D^i|re/;i/i^^ 
1^ 3— r;v] If'; ^i?>-2-T^> 
M S (ESI, POS.20V) : 358 (M + H)*, 276, 179.5 (M + 2H)2* ; 
HPLC 0kW:A; HPLC (^) : 3.05o 

HJS^J 11-0213 
2Q 4-THf>'1>- 1 --r;i/-N- [1- (3, 3 D^^^re^;!/) 

M S (ESI, POS.20V) : 372 (M + H)*, 262, 186.5 (M + 2H)2* ; 
HPLC : A ; HPLC m^^^m (^) : 3.18o 

?5 msm 11-0214 

4-T-lf/l^-l — r;i/-N- [1- (2-^ l-^5=-;i/a^^;i/) 
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M S (ESI, P0S.2OV) : 334 (M + H)*, 193 ; 

HPLC : A ; HPLC ^i^^F^ (^) : 2.92o 

5 HJiB^^iJ 11-0215 

4-T-\iJ-^>- l--i';v-N- (l-i/tJ7n::^^;vtrni;i?>-3->f;i/) 

M S (ESI, P0S.2OV) : 316 (M + H)*, 262, 193 ; 
HPLC : A ; HPLC ^it^F^ : 2.94o 

IP 

msm 11-0216 

4-T'i?/1>- 1 ;i/-N- (l-5^h^t FD-2H-5=-:tt!-^>-4 

M S (ESI, Pos,20V) : 362 (M + H)% 262, 193 ; 
%S HPLC ^^1^ : A ; HPLC ^j^^^ (t^) : 3.00o 

mm 11-0217 

t!U ^i^>-2-T^> 
2Q MS (ESI, P0S.2OV) : 330 (M + H)*, 262, 193, 165.5 (M + 2H)^* ; 
HPLC^f^ : A ; HPLC^jt^S (^0) : 2.98o 

mmm 1 1 - o 2 1 s 

4-T-i?>''?>- i--f ;v-N- [1- (i-;^^;v:/^;v) trnus^v-s 

25 —f^V] tf U ^S^>-2-T^> 

M S (ESI, P0S.2OV) : 332 (M + H)*, 262, 166.5 (M + 2Hf* ; 
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HPLC : A ; HPLC UWmm (^) : 3.03o 

mmm 11-0219 

4-T^;^>- 1 -y( )i^-N- [1- (1, 2-i?^^;vrDtr;i/) i^n y 

M S (ESI, P0S.2OV) : 332 (M + H)*, 262, 193 ; 
HPLC 0ki^:A; HPLC ^^^^^ (t^) : 3.00o 

mmm 11-0220 

Ip 4-T-g>'1>-l-'f;i/-N- [1- (2, 2-S^^ h:3p$/-l-p<f=-;v:c 

M S (ESI, P0S.2OV) : 364 (M + H)*, 193 ; 

HPLC : A ; HPLC ^i^^P^ (^) : 2.96o 

15 IISIB«?!1 1 1-0 2 2 1 

4-T-^f>'N°>- 1 -^;i/-N- [1- (1, 3-^:^^5^;i/r^;i/) \fuVi^ 
>-3--f;i/] ifU ^$;>-2-T^> 

M S (ESI, POS.20V) : 346 (M + H)*, 262, 173.5 (M + 2H)2* ; 
HPLC ^ii^-.A; HPLC ^i^^P^ (^) : 3.II0 

mi^J 1 1-0 22 2 

4-T-^7t>- l-^;i/-N- [1- (1 trnus^v- 

M S (ESI, P0S.2OV) : 346 (M + H)*, 262, 173^1 (M + 2Hf* ; 
25 HPLC : A ; HPLC Ummm (^) : 3.12o 
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mmm 11-0223 

4-THf/1>-l-'f;i/-N- [1- (3, 
Dtr;i/) \fuvi^>- 3-^)1^2 ^0 ^i^>-2-T^> 
M S (ESI, P0S.2OV) : 378 (M + H)* J 
5 HPLC : A ; HPLC U^f^m (^) : 2.98o 

IIM«?y 1 1-0 2 24 

4-T^f>'l>- 1 -'f;i/-N- [1- (l-^5^;i/^>^-4-ai— if 
nUi^>-3--Y;i/] If'; ^$^>-2-T^> 
^q MS (ESI, P0S.2OV) : 344 (M + H)*, 262, 1723 (M + 2H)^* ; 
HPLC i^fji : A ; HPLC ^^mm {^) : 3.07o 

HiiM 1 1-0 2 2 5 

A-T^ni/- 1 --r;v-N- ( 1 -i/^u^^^-2-3Ly- i — f ;n; 
1^ ny^:?>-3-^;i/) if u^i^>-2-T^> 

M S (ESI, POS.20V) : 342 (M + H)*, 262, 193 ; 

HPLC : A ; HPLC mmmm 3.030 
mmm 11-0226 

20 4-7'4f>'1>- 1 --r;V-N- [1- i2-:A^)W>^u^>^)]/) tTD U 
i^>-3->r;V] trU ^:^>-2-T^> 
M S (ESI, P0S.2OV) : 344 (M + H)*, 262, 193 ; 
HPLC : A ; HPLC ^i^Bt^ (^) : 3.03o 

?5 HSIB^?!! 1 1-0 2 2 7 

4-T^f>'1>- l-'f^V-N- [1- (3-^^JW>^U^>^jV) }fUV 
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M S (ESI, P0S.2OV) : 344 (M + H)*, 262, 172.5 (M + 2H)^ ; 
HPLC : A ; HPLC Ummm (^) : 3.07o 

5 HJE^ 1 1-0 2 2 8 

4-7'-if>'i>- 1 --r;i/-N- [1- ( 1 - trnys^v-a 

M S(ESI, Pos^V) : 346 (M + H)+, 262, 173^ (M + 2H)^ ; 
HPLC ^fj^ : A ; HPLC iSi^^K (^) : 3.09o 

Ip 

mmm 11-0229 

4-T'if>'i>- 1 --f ;i/-N- [1- (2-^5^;i/i^^D^><$^-2-3^> 
-1— r;i/) t^n>j$;>>-3— ^i^>-2-T^> 

M S (ESI, P0S.2OV) : 342 (M + H)+, 193 ; 
15 HPLC 0k^:A; HPLC ^i^^F^ : 3.03o 

m^rn 11-0230 

4-THf>''^>- 1 --f;v-N- [1- (1 -p?^;vtr^ij$;>-4 — r;v) 

20 M S(ESI, P0S.2OV) : 359 (M + H)*, 262, 180 (M + 2H)^ ; 
HPLC : A ; HPLC ni^mm i^) : 2.83o 

mmm 11-0231 

4-T'^;t>-i — r;v-N- [1- (1 t;n';s^>- 
^ 3— r;v] i^y ^e^>-2-T^> 

M S (ESI, P0S.2OV) : 360 (M + H)*, 262, 180.5 (M + 2H)^* ; 
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HPLC m^lA; HPLC Unmm (^) : 3.22o 

mmm 11-0232 

4-7Hf>'i>- 1 -'f ;i/-N- [1- ( 1 trnyj^^- 
5 s—f;!/] fcr»; ^i?>-2-T^> 

M S (ESI, P0S.2OV) : 360 (M + H)*, 262, 180^ (M + 2H)2* ; 
HPLC 0ki^:A; HPLC ^^Nf^ : 3.18o 

HJlS^J 1 1-0 2 3 3 

^0 4-T-lf>'i>- l--r;v-N- [1- (2-p<9^;i/->^D^dpi/;v) i^ny 
$^>-3->r;i/] ifu ^s^>-2-T^> 

M S (ESI, POS.20V) : 358 (M + H)*, 262, 179.5 (M + 2H)^ ; 
HPLC : A ; HPLC iSj^^^ (^) : 3.09o 

15 1 1-0 2 3 4 

4-T-^>'1>- 1— f;i/-N- [1- (3-pi^;i/$/^D^:3|r^;V) t^ng 

M S (ESI, POS.20V) : 358 (M + H)*, 262, 179.5 (M + 2H)2+ ; 
HPLC : A ; HPLC m^i^M (^) : 3.14o 

1 1-0 2 3 5 

4-T-l?/'?>- 1 -■<;i/-N- [1- (4-p{5^;i/S^^D^:^^i/;i/) i^n>j 

s^>-3— r;i'] i^>; ^i^>-2-T^> 

M S (ESI, POS.20V) : 358 (M + H)*, 262, 179.5 (M + 2H)2* ; 
25 HPLC 0ki^:A; HPLC (^) : 3.12o 
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mmm 11-0236 

4-T'^^^>-l->()V-N- [1- (3, 4-i^^^;W>^U^>^)V) 
l^nU5;>-3--r;i/] }fVKi^>-2-T^> 
M S (ESI, P0S.2OV) : 358 (M + H)*, 262, 179^ (M + 2Hf* ; 
5 HPLC ^n^iA; HPLC ^i^^P^ (^0-) : 3.14o 

mmm 11-0237 

IQ MS (ESI, P0S.2OV) : 374 (M + H)*, 262 ; 

HPLC m^'.A; HPLC m^mm (^) : 3.05o 

1 1-0 2 3 8 

4-T-i?/'^>- 1 — r;i/-N- [1- (l-rDi^;i/:r^;i/) i^nUi?>- 

1^ 3— r;i/] If'; ^$^>-2-T^> 

M S (ESI, POS.20V) : 360 (M + H)\ 262, 180.5 (M + 2H)^* ; 
HPLC : A ; HPLC U^mm (^) : 3.18o 

IISS«?!J 1 1-0 2 3 9 

20, 4-T-if>'i>- 1 — f;i/-N- ii-i/^u^y^?vi:uv^>-3-^)v) 

l^U ^>:^>-2-7'^> 

M S (ESI, POS.20V) : 358 (M + H)*, 262, 179.5 (M + 2H)2* ; 
HPLC : A ; HPLC ^}^^^ (0) : 3.1U 

^ mm 1 1-0240 

— r;w-N- (i- h us/^j^d [2. 2. 1. o^. 
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M S (ESI, P0S.2OV) : 354 (M + H)+, 262, 193 ; 
HPLC : A ; HPLC ^i^^^ : 3.03o 

5 |IJIB«»I1 1-0 24 1 

4-T-if/i>-i — r;i/-N- [1- (l--f V7'^l^;^tr^U^>-4- 
M S (ESI, P0S.2OV) : 387 (M + H)*, 262, 194 (M + 2Hf* ; 
HPLC ^{^ : A ; HPLC i^^mm (^) : 2.85o 

. mm 1 1-0 242 

4-T^f>'i>- 1 — r;i/-N- [1- (1 -p<5^;v^r5^;i/) i^nu>:^>- 

3- ^;i/] tru ^i^>-2-T^> 

M S (ESI, P0S.2OV) : 374 (M + H)*, 262, 187^ (M + 2Hf* ; 
HPLC Ife^^ : A ; HPLC m^mm 33U 

mm 1 1-0 243 

4- TH2f/1>-l — f;V-N- [1- (l-$^^n^dp>>;i/ai^;i/) i^n U 
i^V-S-.f;!/] l^U5.i^>-2-T5.> 

20 MS (ESI, P0S.2OV) : 372 (M + H)+, 262, 186^ (M + 2H)^ ; 
HPLC 0^:A; HPLC (^) : 3.I80 

ll»J 1 1-0 244 

4-T-if>'i>-i — r;v-N- [1- (1 -rnif;i/tr^i;i;v-4--i';v) 

M S (ESI, P0S.2OV) : 387 (M + H)+, 262, 194 (M + 2H)^+ ; 
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HPLC ^# : A ; HPLC (^) : 2.87o 

mmm 11-0245 

4-T^f>'l>-l-^;i/-N- [1- (1, 4-^:t^V'y(.\fU [4. 5] 

M S (ESI, P0S.2OV) : 402 (M + H)*, 262, 193 ; 
HPLC : A ; HPLC ^^^^^ (^) : 2.98o 

1 1-0 2 4 6 

10 4-T-if/i>- 1 — r;i/-N- (i->>^D3r^5=-;i/t!nus^>-3-'r;v) 

M S (ESI, P0S.2OV) : 372 (M + H)% 262 ; 

HPLC ^i^^ : A ; HPLC ^j^^^ (:^) : 3.I80 

15 mmm 11-0247 

4 -T-tf 1 --r;V-N- [1- (3, 5-t^A'^)l^i^'!7U^=^i/)]/) 

i^nU5^>-3— f;i/] i^>; ^i^>-2-r^> 

M S (ESI, P0S.2OV) : 372 (M + H)*, 262, 186^ (M + 2H)^ ; 
HPLC : A ; HPLC ^3^^^ : 3.20o 

20 

msm 1 1-0 2 48 

4-T^f/i>-i — r;i/-N-i- [3- (s^3i5^;v7'^>') -i-p<5^;i/ 
rntf;i/] t:n Ui^>-3-'f ^:^>-2-7'^> 

M S (ESI, POS.20V) : 389 (M + H)*, 262, 195 (M + 2H)^ ; 
?5 HPLC ^ : A ; HPLC ^^mm i^) : 2.87o 
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mMm 11-0249 

M S (ESI, POS.20V) : 374 (M + H)*, 262 ; 
5 HPLC 0kW:A; HPLC (tS') : 327o 

mmm 11-0250 

4-T-lf^1>- l-'f^V-N- [1- (2, 3-i^bb-D-lH— f ^T^V 

-2--f;i/) t:nUi^>-3 — r;v3 tf u ^^:^>-2-t5.> 

IP MS (ESI, P0S.2OV) : 378 (M + H)*, 262, 189.5 (M + 2Hf* ; 
HPLC : A ; HPLC ^^mm (^) : 3.11o 

mMm 11-0251 

4_^^f^t>- l—f ;i/-N- 1- [4- (b ';7;i/:^-n^^;i/) 
15 df.i/;v] trDy5^>-3— y;h^u ^5^>-2-T^> 

M S (ESI, POS.20V) : 412 (M + H)*, 262, 206.5 (M + 2H)^* ; 
HPLC : A ; HPLC (^) : 3.18o 

mMm 11-0252 

2Q 4-T-if>'^>-i — r;i/-N- [1- (2-7'nt;;i/i/^u^=3e$^;v) i^n 
';5^>-3— f;v] If'; ^$^>-2-T^> 

M S (ESI, POS.20V) : 386 (M + H)*, 262, 193.5 (M + 2H)^* ; 
HPLC : A ; HPLC iSi^^P^ (^) : 3.23o 

25 mmm 11-0253 

4-T-tf/1>- l-'f;V-N- [1- il—>^U^^-»]yyu\fJV) IfD 
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U5^>-3— r;v] try ^i;>-2-T^> 

M S (ESI, P0S.2OV) : 386 (M + Hf, 262 ; 

HPLC Ife^^ : A ; HPLC ^j^^P^ (^) : 3.23o 

$ mm 1 1-0 2 5 4 

1 — r;i/-N- [i - ii-zr^jv^>9-j]^) ifD>;i^>-. 

M S (ESI, P0S.2OV) : 388 (M + H)*, 262 ; 

HPLC : A ; HPLC U^mM (^) : 3.33o 

IP 

' mmm 11-0255 

4-7'-lf>'i>- 1— r;v-N- [1- (l-^5^;i/-3-:7 3:-;i/rDtr;i/) 

M S (ESI, P0S.2OV) : 394 (M + H)*, 262, 197.5 (M + 2Hf* ; 
p HPLC : A ; HPLC m^mm (iS-) : 3.22o 

mm 1 1-0 2 5 6 

4-T^f/^>- 1 — r;w-N- (l-7*5bt. K^:^7^l/>-2— r;vi:fn 

';s^>-3 — r;i/) ifu ^i?>-2-T^> 

20 MS (ESI, POS.20V) : 398 (M + H)*, 262, 199.5 (M + 2Hf* ; 
HPLC : A ; HPLC ^^mm (^) : 3.27o 

mmm 11-0257 

4 -T-tf/iy- 1 --r;v-N- ( 1 -s^^D5^2/;i/t;D u 3 --f ;v) 

?5 IfU ^$^>-2-T^> 

MS(ESI,Pos.20V) : 400(M + H)*,262 ; 
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HPLC : A ; HPLC U^mm i^) : 33U 

mmm 11-0258 

4-T-if>'i>-l->r;i/-N- [1- (1, 2, 3, 4-7^h^t h-D:^7 

5 ^^>-2— r;i/) trny5;>-3— r;i/] tru ^s^>-2-t^> 

M S (ESI, P0S.2OV) : 392 (M + H)*, 262 ; 

HPLC : A ; HPLC ^j^l^^ (^) : 3.18o 

mmm 11-0259 

10 . 4-7'-if>'i>- 1 --r;i'-N- [1- ( 1 -^>5^;v^dp->;i/) t:nUi^> 
-3— f;i/] l^'Mt?>-2-T^> 
M S (ESI, P0S.2OV) : 416 (M + H)*, 262, 208.5 (M + 2H)2* ; 
HPLC mi^iA; HPLC ^J^Bt^ (^) : 3.51o 

15 mmm 1 1 - o 2 e o 

4-THf>'l>-l-^;V-N- [1- (e-^bdpi.-l, 2, 3, 4-7^ 

h^t ^•^:^7^^'>-2--f;^) trnus^>-3— f;i/] try^i?>-2 

M S (ESI, P0S.2OV) : 422 (M + H)*, 262 ; 
20 HPLC : A ; HPLC Ut^mm (^) : 3.16o 

mmm 1 1 - o 2 e i 

4-T4f/l>-l-^;V-N- [1- (7-p«h^>>-l, 2, 3, 4-7^ 
M S (ESI, P0S.2OV) : 422 (M + H^*, 262 ; 
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HPLC 0ki^:A; HPLC mmmM (^) : 3.16o 

mmm 11-0262 

4-T^j^>- [1- (1 -^>i?;i/i^^ij$^>-4— f 

M S (ESI, P0S.2OV) : 435 (M + H)% 193 ; 

HPLC 0k^ : A ; HPLC m^mm : 2.96o 

mmm 11-0263 

IP 4-T-^n>- 1 — r;i/-N- ( 1 -->^D ';i^>-3 — r;i') 

M S (ESI, P0S.2OV) : 428 (M + H)+, 262, 214.5 (M + lUf* ; 
HPLC ^j^l^ : A ; HPLC U^mM : 3.45o 

15 mmm 11-0264 

4-T^f/i>- 1 --f ;i/-N- [1- (4-7cn^;i/^^D^dpi/;i/) trn 
y:^>-3 — r;i/] IfU ^$^>-2-7'^> 
M S (ESI, P0S.2OV) : 420 (M + H)+, 262, 210.5 (M + mf* ; 
HPLC ^ff^ : A ; HPLC (^) : 3.29o 

20 

mmm 11-0265 

4-T-if/i>- 1 ->f;v-N- [1- (2-7ain;vi/^D^^$^;i/) i^n 
Ui^>-3 — f;i/] IfU ^i^>-2-T^> 
M S (ESI, POS.20V) : 420 (M + H)*, 262, 210.5 (M + 2H)2* ; 
^, HPLC : A ; HPLC UWmm i^) : 3.22o 
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mmm 11-0266 

4-T-if/i>- 1 --f ;V-N- 1 - [1- (2->':c^;i/ai5^;i/) i^^ij^:; 

M S (ESI, P0S.2OV) : 449 (M + H)*, 262, 225 (M + THf* ; 
5 HPLC : A ; HPLC ^^^^ : 3.00o 

mmm 11-0267 

4-T-lf>''?>- 1 — r;i/-N- [1- ( 1 -p<5^;i/-2, 2-i^yj^=^)]/:r. 

MS (ESI, P0S.2OV) : 456 (M + H)*, 262 ; 

HPLC 0ki^ : A ; HPLC ^j^^^ i^) : 3.29o 

mmm 11-0268 

4-T-t?/l>- l-'f;v-N- [1 - (l-^>-:^;V-2-7ai-;i/a^^;i/) 

M S (ESI, P0S.2OV) : 456 (M + H)*, 262 ; 

HPLC : A ; HPLC fi^i^^^ i^) : 3.36o 

mmm 11-0269 

^ 4-T-if>'i>- 1 ->f ;i/-N- (i-7^b-7t KD^ai>-3--r;i/Vf^'; 
i^>-3— r;i/) tr>; ^e^>-2-T^> 

M S (ESI, P0S.2OV) : 362 (M + H)% 276, 193 ; 
HPLC : A ; HPLC (^) : 2.96o 

25 mmm 11-0270 

i 

4-T-if/1>- l-'f;i/-N- [1- (3, 3-t^p^^JW>^U^^>>)]/) 
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M S (ESI, P0S.2OV) : 386 (M + H)*, 276, 193^ (M + 2H)2* ; 
HPLC m^iA; HPLC (^) : 3.I80 

5 HSffifi^J 1 1-0 2 7 1 

M S (ESI, P0S.2OV) : 330 (M + H)*, 276, 193, 165^ (M + 2Hf* ; 
HPLC §m".Al HPLC W^m^ (^) : 2.94o 

IQ 

1 1-0 2 7 2 

4-T-lf/l>-l— f ;i/-N- (l-5^h5t Kn-2H-^;rtf^>-4 

— r;i/tf^>;s^>-3--r;v) ifU^^>-2-T^> 

M S (ESI, Pos^OV) : 376 (M + H)*, 276, 188.5 (M + 2H)^ ; 
15 HPLC ^ft^ : A ; HPLC ^i^^^ (^) : 3.OO0 

1 1-0 2 7 3 

4 -T-l?>'^>- 1 — r ;i/-N- ( 1 D^>^;nf^i; 3 ;v) 
l^U ^5^>-2-T^> 
2q MS (ESI, P0S.2OV) : 344 (M + H)*, 276, 172.5 (M + 2H)2* ; 
HPLC : A ; HPLC Un^m : 3.00o 

1 1-0 2 7 4 

4-7-ifyi>-i-^;v-N- [1- il-^^)\,zr^)],) if-^ 3 
:?5 -'f;!/] ifU^^:^>-2-T^> 

M S (ESI, P0S.2OV) : 346 (M + H)+, 276, 193 ; 
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HPLC : A ; HPLC Unmm : 3.03o 
mm\ 1 1-0 2 7 5 

4-TM^^>- [1- (3-;><^;Vi/^n^>5^;v) bf^i; 

M S (ESI, POS.20V) : 358 (M + H)*, 276, 179.5 (M + 2H)^* ; 
HPLC 0kW : A ; HPLC ^if^^ i^) : 3.05o 

mmm 11-0276 

M S (ESI, P0S.2OV) : 360 (M + H)\ 318 ; 

HPLC ^{-1^ : A ; HPLC U^mm (^) : 3.09o 

USE^ 1 1-0 2 7 7 

N- (4-7'-tf/i>-l--Y;n^ij^s^>-2-'f;v) -1* -p(5^;i/-i, 

M S (ESI, P0S.2OV) : 373 (M + H)*, 276, 187 (M + 2H)^ ; 
HPLC : A ; HPLC «i^^F^ i^) : 2.83o 

2q 

lUlg^a 1 1 - 0 2 7 8 

4-T-t?^i>- 1 ->f;i/-N- (l-i^^n^r^-2-j^>- l->f;i/tf 

M S (ESI, POS.20V) : 370 (M + H)*, 276 ; 
P HPLC : A ; HPLC (^) : 3.07o 
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mmm 11-0279 

4-T^f/'?>- i-> f;i/-N- [1- (i-p«^;i/^:^>>;v) t:^u>:^>- 

M S (ESI, P0S.2OV) : 374 (M + H)*, 276, 187^ (M + 2Hf* ; 
5. HPLC : A ; HPLC (^) : 3.20o 

HJS^aj 1 1-0 2 8 0 

4-TH?>'1>- l-'f ;i/-N- [1- (3-;>?^;i/^'^D^i|rS^;V) tf^'J 
IQ MS (ESI, POS.20V) : 372 (M + H)*, 276, 186^ (M + 2H)2* ; 

I . • 

HPLC ^{^t^ : A ; HPLC m^mm : S.IU 

mmm 1 1 - o 2 s i . 

4-THf>'l>- l--r;V-N- [1- (3, 4-i^^^)W>^u^>^jV) 

15, tr^y-i?>-3— r;w] tru^^>-2-T^> 

1 1*' 

M S (ESI, P0S.2OV) : 372 (M + H)* ; 

HPLC : A ; HPLC m^mm (^) : 3.14o 

USS^J 1 1-0 2 8 2 
2q 4-T'if>'i>'- 1 -'<;i/-N- ( 1 - ^> ^D^r5^;i/tr^ 3 

t^y ^i?>-2-T^> 

M S (ESI, P0S.2OV) : 372 (M + H)*, 276, 1863 (M + 2H)2* ; 
HPLC ^^:A; HPLC «i^^r^ i^) : 3.1U 

25 1 1-0 2 8 3 

4-T-if>'1>- 1 ->T;1/-N- (1-hUS^^n [2. 2. 1. 0^- 
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^-3-'r;i/tf^U5^>-3--f;i/) try ^s;>-2-T^> 

M S (ESI, Pos^OV) : 368 (M + H)*, 276, 184.5 (M + 2Hf* ; 
HPLC : A ; HPLC U^mM : 3.01o 

^ IIJS^ll-0 2 84 

M S (ESI, POS.20V) : 401 (M + H)*, 276, 201 (M + 2H)2* ; 
HPLC ^{4^ : A ; HPLC ^mmm (^) : 2.85o 

1 1-0 2 8 5 

4-THf^i>- 1 --f ;i/-N- [1- ( 1 if^>js^>- 

M S (ESI, POS.20V) : 388 (M + H)*, 276, 194.5 (M + 21^^ ; 
15 HPLC : A ; HPLC ^WmM : 3.29o 

1 1-0 2 8 6 

N- (4-THf>'i>- 1 --r;nfU ^$^>-2-^;i/) -1' -rnif;i/- 

1, 4* -tri^^Ui^>-3-T^> 
2p MS (ESI, POS.20V) : 401 (M + H)^ 276, 201 (M + 2H)^* ; 
HPLC 0m- : A ; HPLC ^j^^^ (^) : 2.87o 

mmm 11-0287 

4-T^^>'1>-l-^;l/-N- [1- (1, 4-i^:t^V>f^\fia [4. 5] 
25 5'*-8 — f;v) tr^u$^>-3— f tru 2 -t^ > 

M S (ESI, POS.20V) : 416 (M + H)^ 276, 208.5 (M + 2H)2+ ; 
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HPLC ^^:A\ HPLC UH^mm (^) : 2.96o 

mmm 11-0288 

4-T'if>''?>- 1 -'f ;v-N- ( 1 -i^^u:ti7^J\/\^^Vi^>-3-^)\y) 

M S (ESI, P0S.2OV) : 386 (M + H)*, 276, 193.5 (M + 2H)^* ; 
HPLC : A ; HPLC U^mm i^) : 3.16o 

1 1-0 2 8 9 

4-T-lf>'1>- 1 -'f ;V-N- [1- (3, 5-i^;A^J]/i^^u^^i/J]/) 

M S (ESI, POS.20V) : 386 (M + H)*, 276, 193.5 (M + 2H)^ ; 
HPLC ^{^f^ : A ; HPLC ^mmm (t^) : 3.20o 

mmm 11-0290 

4-T^f/1>- i--r;i/-N- 1 - [3- ^ y ) 

MS(ESI,Pos.20V) : 403 (M + H)*, 276, 202 (M + 2H)^ ; 
HPLC : A ; HPLC (^) : 2.87o 

mmm 11-0291 

4-7'Hf/'i>- 1 --r;v-N- [1- {i-x.^)\/^^i^)i/) t:^i;i^>- 

M S (ESI, P0S.2OV) : 388 (M + H)*, 276, 194.5 (M + 2H)^ ; 
HPLC MH^ : A ; HPLC U^mm (tS-) : 3.27o 
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mmm 11-0292 

4-T'if>'1>- l-'r;i/-N- [1- (2, Kn- IH— f 

-2->f;i/) i^^U5^>-3-'f If y ^$^>-2 -T^> . 

M S (ESI, P0S.2OV) : 392 (M + H)*, 276, 196.5 (M + 2H)^ ; 
^ HPLC 0ki^ : A ; HPLC i^) : 3.11o 

mmm 11-0293 

4-T^f/i>- 1 ->r;i/-N- 1 - [4- (h U7;i/:^n;>(^;i/) i^^n^ 

IQ MS (ESI, P0S.2OV) : 426 (M + H)*, 276, 213.5 (M + 2Hf* ; 
HPLC Ifl^^ : A ; HPLC ^j^^^ (^) : 3.14o 

mmm 11-0294 

4-THf>'1>-l — (J]/-N- [1- (l-p<^;V-3-7 3i-;vrDtr;i/) 
M S (ESI, P0S.2OV) : 408 (M + H)*, 276, 204.5 (M + 2H)^* ; 

HPLC 0m- : A ; HPLC ut^mm (^) : 3.200 

1 1-0 2 9 5 

2q 4-T-if.'i>- 1 -'f;i/-N- (l-7^:3!3hKD±7^i/>-2--f;i/tf^ 
y i^>-3--f try ^i^>-2-T^> 

M S (ESI, P0S.2OV) : 412 (M + H)^ 276, 206.5 (M + 2Hf* ; 
HPLC : A ; HPLC ^^mm i^) : 3.27o 

25 1 1-0 2 9 6 

4-7'-tf/1>- 1 -'f;i/-N- [1- (1, 2, 3, 4-5^h^tKn:h7 
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M S (ESI, P0S.2OV) : 406 (M + H)*, 276 ; 

HPLC 0tW : A ; HPLC fti^^^ (^) : 3.16o 

^ mm 1 1-0 2 9 7 

4-T'tf/'?>- 1 --f ;v-N- [1- ( 1 --^>5^;v^^>>;i/) \i^Vi^> 

M S (ESI, P0S.2OV) : 430 (M + H)*, 276, 215.5 (M + 2H)^ ; 
HPLC : A ; HPLC iSi^^P^ i^) : 3.49o 

mmm 11-0298 

4-T"if>'1>- 1 --f;i/-N- [1- (7-pi hdpsx-l, 2, 3, 4-7^ 

1| MS (ESI, P0S.2OV) : 436 (M + H)*, 276 ; 

HPLC ^# : A ; HPLC U^mfM i^) : 3.16o 

mm 1 1-0 2 9 9 

N- (4-T-if/'i>-i-'T;i/ifU^i^>-2--r;i/) -i' -^>s^;u- 

2q 1,4' -}:^\i^VP>-3-'r^> 

M S (ESI, POS.20V) : 449 (M + H)*, 276, 225 (M + 2H)^* ; 
HPLC ^# : A ; HPLC (^) : 2.96o 

mm 1 1-03 00 
25, 4-T^f>'1>- 1 -^;V-N- [1- (4-:7a:^;vS/^n^dpS/;i/) tT^ 
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M S (ESI, P0S.2OV) : 434 (M + H)*, 276, 2175 (M + 2Hf* ; 
HPLC m^:A; HPLC : 3.23o 

mn&m 1 1-0 3 0 1 

5 N- (4-T-tf/i>- l--f;i/ify ^t^>-2-'f;i/) -i» - (2-731 
— -1, 4' -tft:^>Ji^>-3-T^> 
M S (ESI, P0S.2OV) : 463 (M + H)*, 276, 232 (M + 2H)2* ; 
HPLC : A ; HPLC Ummm (^) : 3.00o 

|Q ll»J 1 1-0 3 0 2 

N- (4 -T-lf/1>- 1 >J ^ 2 — f ;v) - 1 ' 1 , 

M S (ESI, P0S.2OV) : 387 (M + H)\ 276, 194 (M + 2H)2+ ; 
HPLC : A ; HPLC ^^mm (^) : 2.83o 

mmm 11-0303 

N- (4-T4f/i>-i-^;n^i; ^>:;>-2-'i';i/) -l* 
3* -p?^;i/-i, 4' -trtr^»;^>-3-T^> 

M S (ESI, P0S.2OV) : 463 (M + H)\ 232 (M + 2H)2+ ; 
2Q HPLC : A ; HPLC U^mm i^) : 2.94o 

! i 

mm 1 1-0 3 0 4 

^>;i^>-3->f;i/) tfi; ^e^>-2-T^> 

25 M S(ESI, POS.20V) : 342 (M + H)* ; 

HPLC : A ; HPLC UWmm i^) : 3.00o 
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mMm 11-0305 

4-T-tf>'i>- i--r;i/-N- [1- ii-yu\f)v^y^jv) }f^vt» 

5 MS (ESI, POS.20V) : 416 (M + H)*, 276, 208.5 (M + 2Hf* ; 
HPLC : A ; HPLC ^J^^^ i^) : 3.42o 

11-0306 

4-T-if>'^>- i--f;v-N- 1- [2- (^>i^;i/;t=ap>» -i-p<5^;i/ 

M S (ESI, POS.20V) : 424 (M + H)*, 334 ; 

HPLC : A ; HPLC ^3^^P^ (^^5-) : 3.16o 

mmm 11-0307 

X5 N- (4-T-if>''?>- 1 ->f;i/ifu ^i^>-2--f;v) -1* --ivy^^jv 
-1, 4' -trtr^Ui^>-3-T^> 

M S (ESI, P0S.2OV) : 415 (M + H)*, 276, 208 (M + 2H)^* ; 
HPLC : A ; HPLC ^i^^^ (^) : 2.89o 

2p mmm 1 1 - o 3 o s 

N- (4-T-K.'i>- i-^;vtr'; ^$?>-2--f;v) -i-5^b5bb*D 

> - 3 - >' ^ > - 3 - T ^ > 
M S (ESI, P0S.2OV) : 376 (M + H)*, 290, 193 ; 
HPLC : A ; HPLC ^1^^^ (^) : 3.01o 

^JS^J 1 1 -0 3 0 9 
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M S (ESI, P0S.2OV) : 400 (M + H)*, 332, 200.5 (M + 2Hf* ; 
HPLC ^# : A ; HPLC ^i^^K (^) : 3.20o 

5 

mmm 11-0310 

N- (4-T^f>''?>-l—f;VbfU^e^>- 2 --<;!/) -1- (2-p<b^ 
i^- 1 T"if>'1>-3-T^> 
M S (ESI, P0S.2OV) : 362 (M + H)* ; 
iq HPLC : A ; HPLC UW^M (^) : 2.98o 

11-0311 

15 MS (ESI, P0S.2OV) : 344 (M + B)\ 290, 172.5 (M + 2Hf* ; 
HPLC ^# : A ; HPLC (^) : 3.00o 

11-0312 

N- (4-T-\i/^>-i — r;vtfi; 5:e^>-2--f;v) _i_5^|.^th-D 

?P -2H-5^:^l:f^>-4 — r;i/T-if>'1>-3-T^> 
M S (ESI, POS.20V) : 390 (M + H)*, 290, 195.5 (M + 2H)2* ; 
HPLC ^# : A ; HPLC ^jtBt^ i^) : 3.03o 

mmm 11-0313 

25 N- (4-T-if/i>-i — r;i/tru ^s^>-2 — f;i/) - 1 -i/^n-^>5=- 

;VT-^>'1>-3-7'^> 
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M S (ESI, Pbs.20V) : 358 (M + H)\ 290, 1795 (M + 2Hf* ; 
HPLC : A ; HPLC i^it^r^ (^) : 3.01o 

mmm 11-0314 

5 N- (4-T'^J^>-l-^)V\fV^t^>-2--()V) -1- (l-^5^;i/ 

M S (ESI, P0S.2OV) : 360 (M + H)*, 290, 1805 (M + 2H)^ ; 
HPLC 0ki^ : A ; HPLC ^i^l^^ (^) : 3.07o 

IQ mSm 11-0315 

N- (4-THf>'i>- 1 -'f ;vb:i; ^i^>-2— r;i/) 

M S (ESI, POS.20V) : 392 (M + H)*, 180 ; 
HPLC ^ii^ : A ; HPLC ^i^Nf^ (^) : 3.0U 

15 

mmm 1 1 - o 3 i e 

N- (4-T'^>'i>-i->r;vtru5>:^>-2-'<;i/) 

M S (ESI, P0S.2OV) : 374 (M + H)*, 187.5 (M + 2H)^* ; 
20 HPLC 0ki^ : A ; HPLC ^^^^^ : 3.14o 

mmm 11-0317 

N- (4-T-lf>'1>- l-'f;HfU ^i?>-2--f;i/) -1- il-^^JV 

2St MS (ESI, P0S.2OV) : 374 (M + H)*, 187.5 (M + 2Hf* ; 
HPLC : A ; HPLC ^J^^F^ (^) : 3.14o 
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mmm 1 1 - o 3 1 s 

N- (4-7'-lf>'i>- l-^;i/lfU ^i^>-2->r;i/) -1- (3, 
b^i^- i-^^;i/:rDtr;i/) T-^j^>-3-'r^> 

5 M S(ESI, P0S.2OV) : 406 (M + H)* ; 

HPLC ^ff^ : A ; HPLC ^it^P^ : 3.01o 

mm 11-0319 

N- (4-THf>'^>- 1 --l';i/tf U ^i^>-2->f;V) -1- (i-^5=-;v 

M S (ESI, P0S.2OV) : 372 (M + H)*, 1863 (M + 2H)^* ; 
HPLC : A ; HPLC UWf^M (^) : 3.12o 

1 1-0 3 2 0 

:l5 n- (4-T^f>'i>- 1 --r;vtry ^i^>-2->r;i/) -i - (2-p«^;i/ 

M S (ESI, POS.20V) : 372 (M + H)+, 290, 1863 (M + 2Hf* ; 
HPLC ^f£fi : A ; HPLC ^i^l^^ : 3.05o 

20 mmm 11-0321 

N- (A-T-^Ji^-l — r;H^U5i^>-2 — {)]/) -1- (3-^^;i/ 

M S (ESI, P0S.2OV) : 372 (M + H)*, 290, 1863 (M + 23Sf* ; 
HPLC : A ; HPLC (^) : 3.11o 

HJS^J 1 1-03 2 2 
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N- (4-THf>'i>-i-'f;i/try ^i;>-2 — r;i/) -i- 

M S (ESI, P0S.2OV) : 387 (M + H)*, 290, 194 (M + 2Hf* ; 
HPLC Ifeffi : A ; HPLC fi^itl^^ (^) : 2.87 <, 

5 

|IM«?lJ 1 1-0 3 2 3 

N- i4-'r-ii/^>- 1 — f;wtry ^2^>-2— r;i/) -i->>^n^r^ 

-2-ai>- 1 ->r;i/T^f>'^>-3-T^> 
M S (ESI, P0S.2OV) : 384 (M + H)* ; 
iq HPLC 0kf^ : A ; HPLC ^i^l^K i^) : S.IU 

mmm 11-0324 

N- (4-THf>'l>-l->f;Hf'M-^>-2->f;i/) -1- (l-;>?5=-;i/ 

15 MS (ESI, P0S.2OV) : 388 (M + H)\ 290, 194.5 (M + ZHf^ ; 
HPLC : A ; HPLC iSi^^^ (,^) : 3.23o 

mmm 11-0325 

N- (4-T'if>'i>- 1 -'r;n:^'j ^i^>-2 — r;v) -1- (i-j::^;!/ 

M S (ESI, P0S.2OV) : 388 (M + H)*, 290, 194.5 (M + 2H)^* ; 
HPLC : A ; HPLC i^jt^P^ (^) : 3.20o 

mm 1 1-0 3 2 6 
25 N- (4-T-lf>'1>- 1 ->f ;i/tfU ^$^>-2 -'T;!/) -1- (2-pi^;i/ 
2^ ^ n THf > - 3 - T ^ > 
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M S (ESI, P0S.2OV) : 386 (M + H)* ; 

HPLC : A ; HPLC ^j^^^ i^) : 3.14o 

mmm 11-0327 

M S (ESI, P0S.2OV) : 386 (M + H)*, 290, 193.5 (M + 21^^* ; 
HPLC : A ; HPLC ^i^^^ (^) : 3.14o 

10 ms,m 1 1-0 3 2 8 

N- (4-T-lf>'1>- 1 — f;vtf U ^i^>-2 — ()]/) 

M S (ESI, POS.20V) : 386 (M + H)*, 290, 193.5 (M + 2Hf* ; 
HPLC ^^1^ : A ; HPLC ^i^^^ (^) : 3.14o 

mm 1 1-0 3 2 9 

N- (4-T-if>'i>- i->f;n^u ^i?>-2--r;i/) 

M S (ESI, POS.20V) : 386 (M + H)*, 290, 193.5 (M + 2H)^* ; 
2q HPLC Ifefl^ : A ; HPLC ^^F^ (^) : 3.16o 

mMm 11-0330 

N- (4-T-lf.'1>- 1 — f;VtfU^i^>-2 — r;U) -1- (2-;><b^ 

25 MS (ESI, POS.20V) : 402 (M + H)\ 290, 201.5 (M + 2Hf* ; 
HPLC : A ; HPLC ^i^^F^ (^) : 3.12o 
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mmm 11-0331 

5 M S(ESI, P0S.2OV) : 388 (M + H)* ; 

HPLC : A ; HPLC Ummm i'Q-) : 3.23o 

mSm 1 1-03 3 2 

N- (4-T-if;i>- 1 ^-:;>-2--r;v) -l-t^^u^y^ 

10 JVT'{i^^>-3-TK> 

M S (ESI, P0S.2OV) : 386 (M + H)*, 290, 193.5 (M + 2H)^ ; 
HPLC : A ; HPLC «it^r^ (^) : 3.14o 

1 1-0 3 33 

15 N-(4-T-lf>'i>-l-'r;i/if U 5i^>-2-'f 1- h us^^?n[2. 
2. 1. O^. 6] ^:7•^-3-x^•;^7'^f^'?>_3_7'? > 

M S (ESI, P0S.2OV) : 382 (M + H)*, 290, 191.5 (M + 2Uf* ; 
HPLC : A ; HPLC ^^mm i^) : 3.05o 

2q HJte^SJ 1 1-0 3 3 4 

N- (4-THf/'?>- 1— f;i/lfiMJ^>-2->r;V) - 1- [(IR, 5 S) 
-8-p<5=-;V-8-T1ft:S>'^D [3. 2. 1] ;t^i5'-3--f;i/] T-feVl 
>-3-T^> 

2^ mmm 11-0335 

N- (4-T-tf>'i>-i-^;i/tr'j^i^>-2--f;i/) -i- (i-^vr 
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M S (ESI, P0S.2OV) : 415 (M + H)+, 290, 208 (M + 2H)^* ; 
HPLC ^{^ : A ; HPLC UWfl^m i'^) : 2.89o 

^ llJSfi^l 1 1-0 33 6 

T4?y^>-3-T^> 

M S (ESI, P0S.2OV) : 402 (M + H)*, 290, 201.5 (M + 2H)^* ; 
HPLC : A ; HPLC U^mm i^) : 3.33o 

lliK6«^ 1 1-0 3 3 7 

N- (4-T-i?/1>- l — r;i/tfU ^i^>-2— f;i/) 

MS(ESI, P0S.2OV) : 400 (M + H)* ; 
1^ HPLC : A ; HPLC U^mm (^) : 3.23o 

mmm 11-0333 

N- (4-T-if>'i>- 1 -'r;i/i:fu ^s^>-2--f ;v) -1- (i-rni^ 

?(j MS(ESI,Pos^V):415(M + H)+,290,208(M + 2H)^; 
HPLC 0ki^:A; HPLC ^i^^^ (^) : 2.90o 

^«?y 1 1-03 3 9 

N- (4-T-e/i>- 1 — r;n^u ^>:^>-2--r;v) -1- (i, 4-i^ 

25 :t^-^:;^\fu [4. 5] 5*:ir - 8 — Y r-lf/iv- 3 -T^ > 

M S (ESI, POS.20V) : 430 (M + H)*, 215.5 (M + 2Hf* ; 
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HPLC : A ; HPLC ^i^^l^ i^) : 3.00o 

mmm 11-0340 

M S(ESI, P0S.2OV) : 400 (M + H)*, 290 ; 

HPLC : A ; HPLC ^i^^^ (^) : 3.20o 

1 1-0 34 1 

iq N- {4-T'^J^>-l-^)V\^VKi^>-2-'^J]/) -1- [3- 
^;i/T^>') -l-;><^;i/rDlf;V] THf/1>-3-T^> 
M S (ESI, POS.20V) : 417 (M + H)*, 193 ; 
HPLC : A ; HPLC ^itl^^ i^) : 2.90o 

1^ mmm 11-0342 

N- (4-7''if>'i>- i--r;nfu ^i^>-2 — r;v) -1- (i-j^^;i/ 

M S (ESI, P0S.2OV) : 402 (M + H)*, 290, 201.5 (M + 2H)^* ; 
HPLC : A ; HPLC ^i^^^ i^) : 3.31o 

^«»J 1 1-0 3 43 

N- (4-T^f>'^•>- l-'<;i/lfU ^e^>-2 --f ;v) -1- (2, 3-i^ 
b Kn- IH— r >7*>-2--r;i^) T'\i^'^>-3-T^> 
M S (ESI, POS.20V) : 406 (M + H)*, 203^ (M + 2Hf* ; 
25 HPLC : A ; HPLC U^mM (^) : 3.12o 
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1 1-0 3 44 

N- (4-T-lf/'-^>- 1 —f ^>:^>-2--l';i/) -1- [4- (hU 

M S(BSI, POS.20V) : 440 (M + H)*, 220.5 (M + 2Hf* ; 
5 HPLC : A ; HPLC (^) : 3.18o 

mmm 11-0345 

N- (4-T^f>'i>-i->r;i/t:u^i^>-2-'f;i/) -1- 

iq M S(ESI, P0S.2OV) : 414 (M + H)* ; 

HPLC : A ; HPLC ^j^^S (^) : 3.23o 

msm 1 1-03 4 6 

N- (4-Tif>'i>-i-'i';i/tru^^:^>-2— r;i/) -1- (i-^5^;v 
15 -3-7a:— ;i/rDbr;v) T-ify-^y-3-T^ > 

M S (ESI, P0S.2OV) : 422 (M + H)*, 290, 211.5 (M + 2H)^* ; 
HPLC : A ; HPLC ^it^lS (^) : 3.20o 

msm 1 1-0347 

2Q N- (4-T-if>'^>-l-'f;vt:u ^i?>-2--f;v) - l -7*:3bb Kn:^ 

7^lx>-2 — f;VTH?/1>-3-T^> 

M S (ESI, POS.20V) : 426 (M + H)*, 213.5 (M + 2Hf* ; 

HPLC ISII^ : A ; HPLC ^i^^^ (^) : 3.29o 

25 mmm 11-0343 

N- (4-T-^Ji>-l-^;]/\fV^t^>-2-^J]/) -1- (1, 2, 3, 
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M S (ESI, P0S.2OV) : 420 (M + H)*, 290 ; 

HPLC ; A ; HPLC ^j^^^ (^) : 3.20o 

5, mmm 11-0349 

N- (4-T-lf>'1>- 1 --f U ^i^>-2— <;!/) -1- 

$/-l, 2, 3, 4-^h'^t h*n:^7^l/>-2-'f;V) THf/i>-3- 

M S (ESI, P0S.2OV) : 450 (M + H)*, 290 ; 
l(i HPLC : A ; HPLC (^) : 3.18o 

mmm 11-0350 

N- (4-7-lf>'1>- 1 -'f ;i/tf U ^S^>-2--l';V) -1- (7-^hdp 
$/-l, 2, 3, 4-5^^^tI«D•:^7^l'>-2— f;V) T-if/1>-3- 

1^ 

M S (ESI, P0S.2OV) : 450 (M + H)*, 290 ; 

HPLC Ifef^ : A ; HPLC (^) : 3.18o 

11-0351 

2(j N- (4-T-if/'?>- 1 --i';utr'M$^>-2->f ;v) -1- 
;vtr^US^>-4— f;v) T'if>'i>-3-T^> 

M S (ESI, POS.20V) : 463 (M + H)*, 290, 232 (M + 2H)^* ; 
HPLC 0ki^ : A ; HPLC ^j^^^ : 2.98o 

25 mmm 11-0352 

N- (4-T-if/i>- i--i';nf'; ^s^>-2 — r;v) -i->>^nK5*>> 
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M S (ESI, P0S.2OV) : 456 (M + H)+, 290, 228.5 (M + 2H)^+ ; 
HPLC ^ft^ : A ; HPLC ^it^^ (^) : 3.47o 

5 llife«^J 1 1-0 3 5 3 

N- (4-T-if/-^>- i--f;i/tr>; ^s^>-2 — r;i/) -i- (4-7^1— 

M S (ESI, P0S.2OV) : 448 (M + H)*, 224.5 (M + 2Hf* ; 
HPLC : A ; HPLC ^j^^P^ (^) : 3.27o 

mmm 11-0354 

N- {4-T-^J^>- 1-^ ^i^>-2-^ )V) -1- [1- (2- 

M S (ESI, P0S.2OV) : 477 (M + H)*, 290 ; 
1^ HPLC 0k^ : A ; HPLC UWmm i'^) : 3.05o 

1 1-0 3 5 5 

N- (4-TH?>''«>- 1 -'f ;vtf i; 2 — r;i/) -i- (i-ji5^;i/ 

2Q MS (ESI, POS.20V) : 401 (M + H)*, 290, 201 (M + 2H)^* ; 
HPLC 0kW : A ; HPLC ^J^^^ (^) : 2.89o 

ll»J 1 1-0 3 5 6 

N- (4-T'if>'i>-i-'r;i/i^u ^$^>-2--i';i/) -i- (i-^>j^ 
25 ;v-3-;><^;nf^Ui;>-4--r;v) THf/iy-S-T^V 

M S (ESI, POS.20V) : 477 (M + H)*, 239 (M + 2Hf* ; 
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HPLC : A ; HPLC (0) : 2.98o 

mm 1 1-03 5 7 

N- (4-T-if>'i>- 1 ->r;nf'; ^^^>-2->f;v) -i- [2- 

M S (ESI, P0S.2OV) : 438 (M + 1^* ; 

HPLC : A ; HPLC ^i^Nf^ (^) : 3.20o 

IIM^J 1 1-0 3 5 8 

iQ N- (4-THf>'i>-i — r;i/tr>; * $;>-2 — r;i/) -1- (i-^fv:/ 

M S (ESI, P0S.2OV) : 429 (M + H)*, 290, 215 (M + 2Hf* ; 
HPLC ^# : A ; HPLC ^i^^P^ : 2.92o 

15 mm 1 1 -0 3 5 9 

1- (2-T^$^T>5=-;V) -N- (4-7-t?>'l>- 1 — ^i^>-2 

->()]/) T^f^>-Z-7X> 

M S (ESI, POS.20V) : 424 (M + H)*, 290 ; 

HPLC : A ; HPLC U^^m (^) : 3.20o 

2q 

IU(g«»l 1 1-03 60 

4-T-if.'N'>- 1 — r;i'-N- [1- (i--rvr^';;n^^';i^>-3- 
-f;i/) ifn>;$^>-3-'r;w] tru ^i^>-2-T$> 

M S (ESI, POS.20V) : 415 (M + H)*, 345, 208 (M + 2H)^ ; 
2ff HPLC : A ; HPLC U^mM (^) : 3.00o 
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mm 1 1-0 3 6 1 

4-THf>''?>- l->f;i/-N- [1- (l-y^V)\y\f^Vt^>-3-^)\y) 

M S (ESI, POS.20V) : 415 (M + H)\ 345, 262, 208 (M + 2H)^+ ; 
5 HPLC ^# : A ; HPLC ^Wmm (^) : 3.00o 

USE^J 1 1-0 3 6 2 

4-T-i?>'1>- 1 ->r;i/-N- 1 - [1- (3-;><5^;i/^>\;^;i/) hT^U 

s^>-3-'f;v] trn>;i^>-3-^;vtr'; ^i^>-2-T^> 

iq MS (ESI, POS.20V) : 463 (M + H)*, 345, 232 (M + 2H)2+ ; 
HPLC : A ; HPLC ^^^^^ (i0>) : 3.12o 

mmm 1 1 - o 3 6 3 

N- [1- (1 -T-fe5^;i/if^U5^>-3 — r;i/) ifn u^>-3--f 

^5 -4-THf/1>- l-^f^l/lf 1; ^$;>-2-T^> 
M S (ESI, P0S.2OV) : 387 (M + Hf, 345, 194 (M + 2iaf* ; 
HPLC : A ; HPLC ^t^mm i^) : 2.90o 

^Sfg«?!l 1 1-0 3 6 4 

2(| 4-T4f/i>- 1 --f;i/-N- 1 - [1- (4-:7;i/;^n^>v^>f;i/) tr^ 
us^>-3 — r;i/] i^ni;s;>-3->r;v'b:'; ^i^>-2-T^> 

M S (ESI, POS.20V) : 467 (M + H)+, 345, 234 (M + 2H)2* ; 
HPIC ^{^f^ : A ; HPLC U^mm (^) : 3.07o 

25 mStm 1 1-0 3 6 5 

4-T'lf>'"?>- l->r;i/-N-l- [1- (4-p<5=-;i/^>v^^;i/) tf^i; 
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M S (ESI, P0S.2OV) : 463 (M + H)\ 345, 232 (M + 2H)^* ; 
HPLC : A ; HPLC <Si#^F^ : 3.12o 

5 mm 1 1-0 3 6 6 

4-T-^/i>'- 1 --f;i/-N- [1- (i-^r^$'>'-r;n^^';s^>-3- 

M S (ESI, P0S.2OV) : 457 (M + H)+, 345, 229 (M + 2Hf* ; 
HPLC l^jif^ : A ; HPLC ^Sit^r^ : 3.23o 

^^?!ll 1-0 3 6 7 

4-THf>''^>- 1 --f;i/-N- 1 - [1- (2 -p< h:3lrS^'^>\/-1';i/) tf^ 

U^>-3--f;i/] trn i;i^>-3 — f;i/tru ^i<?>-2-7'^> 

M S (ESI, P0S.2OV) : 479 (M + H)*, 345, 240 (M + 2H)^ ; 
1^ HPLC ^{if^ : A ; HPLC U^mm (:^) : 3.05o 

mm 1 1-0 3 6 8 

4-T^^^>- 1 — r;i/-N-i- [1- (2-;><5=-;i/^>\/-f;v) tr^u 
^:^>-3--f;v] tfnui?>-3 — r;i/tri; ^i^>-2-T^> 

2Q M S(ESI, P0S.2OV) : 463 (M + H)*, 345 ; 

HPLC : A ; HPLC ^it^F^ i^) : 3.09o 

mmm 1 1 - o 3 6 9 

4-T-if/1>-l — r;i/-N- [1- (.l-^^VJ^J}/\^^Vi^>-3- 

25 >r;i/) tfD ys^v-s-^r;!/] ifu ^s^>-2-t^> 

M S (ESI, P0S.2OV) : 443 (M + H)*, 345, 222 (M + 2H)^* ; 
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HPLC : A ; HPLC Ui^^^ (^) : 3.16o 

m^m 11-0370 

4-THf/i>-i — r;v-N-i- [1- (7 31— ;i/T-fe^;i/) tr^us^v 

M S (ESI, POS.20V) : 463 (M + H)*, 232 (M + 2H)^* ; 
HPLC : A ; HPLC i^) : 3.09o 

mmm 11-0371 

^ 4-T^f^1>- 1 ->f;i/-N- 1- [1- (4-;^ hdp^^>y'f;v) 

y5^>-3— r;i/] trDUi^>-3->f;nf u ^2^>-2-T^> 

M S (ESI, P0S.2OV) : 479 (M + H)% 345, 135 ; 
HPLC ^ki^ : A ; HPLC ^it^^ i^) : 3.06o 

lUS^J 1 1-0 3 7 2 

4-r-if/i>- 1 ->i';i/-N- (1-1- [(2E) -3-7a:— ;^rD/1- 
2-□Iy-f;l/] if^';$^>-3--f;n^n Ui^>-3 — f;i/) i^y^s^y- 

2-T^> 

M S (ESI, POS.20V) : 949 (2M + H)*, 475 (M + H)*, 131 ; 
^ HPLC : A ; HPLC ^i^^P^ i-^) : 3.16o 

1 1-0 3 7 3 

4-T-^f.'i>- 1 -^r^iz-N- [1- (i-T'nt:;^— ;^t^^U5^>-3- 
25 MS (ESI, POS.20V) : 401 (M + H)*, 262, 201 (M + 2H)^ ; 
HPLC : A ; HPLC i^i^Np^ i^) : 2, 94o 
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mmm 11-0374 

4-THf/i>-i — r;i/-N-i- [1- (i^^j7DrDi^;v*;i/7}^-;i/) 
^VZ^>-3 — f;i/3 ifni;s;>-3-'f ;i/try ^^>-2-T^> 

5, MS (ESI, P0S.2OV) : 413 (M + H)*, 345, 207 (M + 2Hf* ; 
HPLC : A ; HPLC ^it^H : 2.98o 

11-0375 

4-THf>'-^>- 1 --f ;v-N- 1 - [1- (2 -^^nn^^^y-f i^^u 
19 i^>-3 — r;i/] tfDU$^>-3-^;i/if»; ^s^>-2-T^> 

M S (ESI, P08.2OV) : 483 (M + H)*, 345, 242 (M + 2H)^ ; 
HPLC : A ; HPLC ^i^^F^ i^) : 3.llo 

mmm 11-0376 

1^ 4-THf>'"^>- 1 --f ;v-N- 1 - [1- (i/^n^dE^>>;v:;t3;i/7j^-;i/) 
^»;e^>-3->f;u] ifn';^:^>-3-'f;n^y ^i?>-2-T^>' 

M S (ESI, P0S.2OV) : 455 (M + H)*, 345, 228 (M + 2Hf* ; 
HPLC lilf'li : A ; HPLC ^i^^^ (^) : 3.16o 

2q 1 1-0 3 7 7 

4-T-if>'i>- 1 --r;i/-N- 1 - [1- (2-:7D>r;i/) if^u^>-3 
--r;v] i^D>;i^>-3--r;vtru ^i^>-2-T^> 

M S (ESI, POS.20V) : 439 (M + H)*, 262, 220 (M + 2H)^* ; 
HPLC : A ; HPLC ^^^^ : 3.00o 

25 

mmm 11-0373 
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M S (ESI, P0S.2OV) : 429 (M + H)*, 345, 215 (M + 2H)^* ; 
HPLC fkn- : A ; HPLC ^l^m : 3.07o 

5 

mmm 11-0379 

4-THf>'1>- l--f;i/-N- 1- [1- (7 3i>'i|ri^T-fe^;V) 

>-3— trn ';$^>-3->f ;vtru ^e^>-2-T^> 

M S (ESI, P0S.2OV) : 479 (M + H)*, 240 (M + 2Hf* ; 
IQ HPLC ISli^ : A ; HPLC UWI^fM : 3.11o 

mmm 1 1 - o 3 s o 

1$ MS (ESI, P0S.2OV) : 471 (M + H)*, 345, 236 (M + 2Hf* ; 
HPLC : A ; HPLC : 3.34o 

mmm 1 1 - o 3 8 i 

4-T^^^>- 1 — f;v-N-l- [1- (3-7 31— ;i/rn>'iy-f;v) t: 
2Q ^y-:^>-3--f ;v] ifD y^>-3-'f;vbru ^^>-2 

M S (ESI, P0S.2OV) : 477 (M + H)*, 345, 239 (M + 2H)^ ; 
HPLC : A ; HPLC i^i^^F^ i^) : 3.18o 

||JfS«?il 1 1-0 3 8 2 
25 4-T-^^'^>- (1-1- [2- (hVyJ\^:tu^^)V) ^ 

>v^-r;i/] tr^y^>-3-'f;i/tfni;s^>-3--f;i/) i^i;^i?>-2- 
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M S (ESI, P0S.2OV) : 517 (M + H)*, 259 (M + 2H)^* ; 
HPLC ^j^t^ : A ; HPLC ^n^m (^) : 3.16o 

5 1 1-03 8 3 

4- T4f>'i>- 1 -'r;i/-N- 1 - [1- (2-:^7b-r;v) e^ui^v- 

5- -/;!/] l^n»;s;>-3-'f;i/i^U^^>-2-T^> 

M S (ESI, P0S.2OV) : 997 (2M + H)*, 499 (M + H)*, 155 J 
HPLC : A ; HPLC iS^i^^^ (^) : 3.I80 

1 1-0384 

4-T-tf7'^>- 1 --f;i'-N- 1 - [1- (5=-J::>-2->f;V7'-fe5^;i/) If 

^U^^^-S — f;i/] tfa'js^>-3 — f;n^u ^i?>-2-T^> 

M S(ESI, P0S.2OV) : 469 (M + H)*, 235 (M + 2H)^ ; 
15 HPLC 0kW:A; HPLC (^) : 3.09o 

1 1-0 38 5 

4-T-if>'i>-l-'f;v-N-i- [1- (3, 3-5^7«^;v:r^y'f 
t!^Ui^>-3— r;i/] ifDi;$^>-3--r;i/tru ^s^>-2-T^> 

2Q MS (ESI, P0S.2OV) : 443 (M + H)*, 345, 222 (M + 2H)^ ; 
HPLC : A ; HPLC ^i#t^^ (^) : 3.12o 

mmm 11-0386 

4-r-lf/'?>-l-'r;i/-N- 1- Cl- (3-^ hdp>>^>\/^;v) t;✓^^. 
25 us^>-3--r;i/] ifn';s^>-3-'f;i'bf iMe^>-2-T^> 

M S (ESI, P0S.2OV) : 479 (M + H)*, 345, 240 (M + 2Hf* ; 



381 



wo 2004/052862 



PCT/JP2003/015718 



HPLC ^fl^ : A ; HPLC ^W^m (^) : 3.07o 

msm 1 1-0 3 8 7 

4-T-(f>'i>- l-^;v-N- 1- [1- (2-ai^;v^:JiF'y'y^;v) tr^ 

M S (ESI, POS.20V) : 471 (M + H)*, 345, 236 (M + 2H)^* ; 
HPLC : A ; HPLC (^) : 3.27o 

||JfB«?!l 1 1-0 3 8 8 
^9 4-T'^J^>-l-^)U-N-l- [1- (3-7;i/:^n^>^/-r;i/) tf^ 

M S (ESI, POS.20V) : 467 (M + H)^ 345, 234 (M + 2H)^* ; 
HPLC : A ; HPLC ^Jt^P^ i^) : 3.09o 

15 1 1-0 3 8 9 

s?>-3-'f;i/] ifn';$^>-3-'r;n^'; ^s^>-2-T^> 

M S (ESI, POS.20V) : 483 (M + H)*, 345, 242 (M + 2H)^*, 139 ; 
HPLC : A ; HPLC iSi^^P^ (tS^) : 3.14o 

2q 

||JS«?>J 1 1-0 3 9 0 

4-THf/'?>- 1 --f ;V-N- 1 - [1- i4-t eTt-y^)l/^>^J^ 

tr'^us^>-3— ifn u^^>-3--f;nf«; ^s^>-2-t^> 

M S(ESI, POS.20V) : 505 (M + H)*, 345, 161 ; 
25 HPLC 0ki^ : A ; HPLC U-j^mm (^) : 3.31o 
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mmm 11-0391 

4-T^f.'1>-l— r;i/-N-l- [1- (^:c>-2-^;i/;!3;V/}^-;v) 

M S (ESI, P0S.2OV) : 455 (M + H)% 345, 228 (M + 2H)^ ; 
5 HPLC : A ; HPLC (^) : 3.03o 

USS^WJ 1 1-0 3 9 2 

4 -T'lf/'^^- 1 —f ;i/-N- ( 1 - 1 - [(4-i57nD:7 3:-;i/) T-fe^;i/] 
tr^';$^>-3--f;i/tfnus^>-3--i';i/) if u ^i»-2-T^> 

l(j MS (ESI, POS.20V) : 499, 497 (M + H)*, 249 (M + 2Hf* ; 
HPLC : A ; HPLC U^mm (^) : 3.22o 

HM^J 1 1-0 3 93 

4-THf>'i>-i->r;i/-N-i- [1- (3-p«5^;v:/^y^;v) tr^u 
ifi i^>-3--f;i/] ifDy$?>-3-'f;i/if >;^s^>-2-T^> 

M S (ESI, POS.20V) : 429 (M + H)*, 345, 215 (M + 2H)^* ; 
HPLC : A ; HPLC ^^mm (tS") : 3.07o 

^JE^J 1 1-0 3 9 4 

2q 4-T-if>'i>-i— y;i/-n- (1-1- [4- (hU7;i/;rD^5^;i/) ^ 
^v^-f;!/] tr^u$^>-3-'f;i/ifD';i;>-3--r;i/) try^i^>-2- 

M S (ESI, POS.20V) : 517 (M + H)*, 259 (M + 2H)2* ; 
HPUC0^ : A ; HPLC^j^^^ (^) : 3^o 

25 

ll»J 1 1-0 3 9 5 
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M S (ESI, POS.2OV) : 449 (M + H)*, 345, 225 (M + 2H)^* ; 
HPLC ^# : A ; HPLC ^j^Np^ (^) : 3.05o 

5 

11-0396 

M S (ESI, P0S.2OV) : 467 (M + H)^ 345, 234 (M + 2H)^+, 123 ; 
10 HPLC : A ; HPLC Ummm i^) : 3.05o 

^ 1 1-0 3 9 7 

4-T-\i^^>- 1-^ j\^-N- 1- [1- (t^7ai— ;i/TH2^;i/) tr^ij-:; 
>-3-'f ;v] trnu^>-3-'r;i/tr'J ^s^>-2-T^> 

1^ MS (ESI, P0S.2OV) : 539 (M + 345, 270 (M + 2H)^* ; 
HPLC : A ; HPLC U.^mm : 3.31o 

IIJiB«»J 1 1-0 3 9 8 

4-T-\i^-^>- 1-^ J\y-N- 1- [1- (2 -^xydpS^T-D/iy 

2Q \^^v^>-3 — r;i/] ifnus^>-3-'r;i/i^u ^5^>-2-T^> 

M S (ESI, P0S.2OV) : 493 (M + H)*, 247(M + 2H)^*, 121 ; 
HPLC ^# : A ; HPLC ^i^^^ (^) : 3.16o 

mmm 11-0399 

2^ 4-T-^/1>- 1 ->f;i/-N- 1- [1- (2-p<5=-;i/'^>^5'y^;V) tf^ 

us^>-3--r;i/] i:fn«;i;>-3--r;n^y ^s^>-2-7^> 
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M S (ESI, P0S.2OV) : 443 (M + H)*, 345, 222 (M + 2K)^* ; 
HPLC : A ; HPLC ^i^^^ i^) : 3.II0 

mmm 11-0400 

M S (ESI, P0S.2OV) : 417 (M + H)*, 345, 262, 209 (M + 2Hf* ; 
BPLC^i^ : A ; HPLC^jt^^ : 2.89o 

HJffi^^lJ 1 1-040 1 

4- (3-3 - [(4-T-lf>'1>- l->r;HfU ^$^>-2 — ( JV) 

M S (ESI, POS.20V) : 473 (M + H)% 237 (M + 2H)*', 214 ; 
1^ HPLC ^{^1^ : A ; 

HPLC ^It^P^ (^) : 3.OI0 

mMmi 1-0 4 0 2 — r;i/-N-i- ci- (3-^> 
2Q tru ^-:^>-2 -T^ > 

M S (ESI, P0S.2OV) : 469 (M + H)*, 345, 235 (M + 2H)^ ; 
HPLC : A ; 
HPLC^i^^K {^) : 3.25e 

25 II»J1 1-0 40 3 4-T-tf7^•>-l--r;l/-N-l- [1- (2-r 
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M S (ESI, P0S.2OV) : 471 (M + H)% 345, 236 (M + 2H)^* ; 
HPLC^i^ : A; 
HPLC^j^^^ (^) :3.27o 

1-0404 

5- (3-3 - [(4-THf>'1>-l— f;HfU ^$^>-2->f;i/) T^y] 

Vfnui?>- 1 —f ;i/if^yi?>- 1 — f;v) -5-:t^v^>^yT— b 

M S (ESI, P0S.2OV) : 473 (M + H)*, 237 (M + 2H)^*, 221, 193 ; 
HPLC : A ; HPLC ^it^^ i^) : 3.00o 

mmm 11-0405 

;v] tr^Ui^>-3-'f;i/trni;s^>-3-'r;i/) i^u ^s^>-2-t^ > 

MS (ESI, P0S.2OV) : 515, 513 (M + H)*, 257 (M + 2H)^+ ; 
HPLC : A ; HPLC ^j^^^ (^) : 3.22o 

mmm 11-0407 

4-T-if/i>- 1 --f;i/-N- 1 - [1- (i^^a^>^;i/T-fe5^;v) 
2q y>:?>-3-'f;i/] trD>ji?>-3->r;i/if';^5^>-2-T^> 

M S (ESI, P0S.2OV) : 455 (M + H)*, 345, 228 (M + 2H)^, 173 ; 
HPLC : A ; HPLC ^i^^^ : 3.16o 

mmm 1 1 - o 4 o s 

25 4-T-if>'i>- 1 --f ;i/-N- 1 - [1- ($x^D^>5^;i/pt7;i/7l^-;i/) if 
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M S (ESI, Pos^V) : 441 (M + H)*, 345, 221 (M + 2H)^ ; 
HPLC 0kW : A ; HPLC (^) : 3.11o 

mmm 11-0409 

5 4-T-if>'i>- 1 -'f;i/-N- 1 - [1- e/^;i/5!j;v7t?-;l/) i^^us^ 
>- 3 --f \fu V 3 -'f u 5. 2 -t ^ > 

M S (ESI, P0S.2OV) : 491 (M + H)*, 345, 147 ; 
HPLC : A ; HPLC ^i^^^ (^) : 323o 

;Q IISfg«?>J 11-0410 

4-T-tf>'l>- 1— r;V-N- (1-1- C(3-p« bdp>>7ai-;v) T-fe5^ 
tf^';i^>-3--f;i/tfnUi?>-3-'f tfU ^ 2 -t^ > 

M S (ESI, POS.20V) : 493 (M + H)*, 247 (M + 2H)^*, 121 ; 
HPLC 0ki^ : A ; HPLC (^) : 3.12o 

1^ 

mmm 11-0411 

3- (3-3- [(4-T"tf/1>- 1 -'f;HfU ^$^>-2 — ()]/) 

T^y] ifnus^v- i->f;vtr^Ui?>- i--f;i/) -3-:t^v:rDyi 

2Q MS (ESI, Pos^V) : 459 (M + H)*, 262, 230 (M + 2H)^ ; 
HPLC 0ki^ : A ; HPLC ffii^^^ (^) : 3.01o 

msm 11-0412 

4-T-if>'i>- 1— f;i/-N- 1- [1- (4-:rh^$^^>vr-f;v) tr^ 
25 >;5^>-3— r;i/] trnui^>-3->f;i/tfy $$^>-2-t^> 

M S (ESI, Pos^OV) : 521 (M + H)*, 345, 177 ; 
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HPLC : A ; HPLC ^^mm (^) : 3.3U 

mmm 11-0413 

4-T-lf>'i>-l-^;i/-N- (1-1- L(^>i^j]/:t^i^) T-fe^;!/] tr 

M S (ESI, P0S.2OV) : 493 (M + H)*, 403 ; 

HPLC : A ; HPLC U^mM : 3.12o 

mmm 11-0414 

19 4-7-if/i>- 1— r;v-N- 1- [1- (2-;>i^;vy^J^)]/) i^^u 
s?>-3 — f;i/] i^nye^>-3— r;i/tru ^t^>-2-T^> 

M S (ESI, P0S.2OV) : 429 (M + H)*, 345, 215 (M + 2H)2+ ; 
HPLC IS^# : A ; HPLC ^i^B^^ (^9-) : 3.05o 

;5 HJE^^I 11-0415 

4-T-lf>'1>- 1— f;i/-N- (1-1- [(4-^ hifS^^oi— T-fe^ 

M S (ESI, POS.20V) : 493 (M + H)*, 345, 247 (M + 2H)^*, 121 ; 
HPLC ^# : A ; HPLC iSit^^ (^) : 3.11o 

iyiE«»J 11-0416 

5- (3-3- C(4-T-feVi>- 1 -^';i/bfi; * s?>-2-'f 

2^ MS (ESI, POS.20V) : 487 (M + H)*, 393, 244 (M + 2Hf*, 221 ; 
HPLC : A ; HPLC ^WmM i^) : 3.05o 
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m^m 11-0417 

5 MS (ESI, POS.20V) : 427 (M + H)*, 345, 193 ; 
HPLC : A ; HPLC ^j^^^ : 3,03o 

11-0418 

4-T-if>'i>-i — r;v-N-i- [1- (2-:n^;i/:7^y-i';i/) i^^u 

M S (ESI, POS.20V) : 443 (M + H)*, 345, 222 (M + 2Hf* ; 
HPLC : A ; HPLC ^i^^^ i-^) : 3.12o 

mmm 11-0419 

15 4-THf>'1>- 1— 1';V-N- (1-1- [4- (hVyJV:tU^h^i^) 

M S (ESI, P0S.2OV) : 533 (M + H)+, 345, 267 (M + 2H)^ ; 
HPLC : A ; HPLC i^j^^^ (^) : 3.23o 

2Q 

msm 1 1-042 0 

4-T-if>'i>- 1 --<;v-N- 1 - [1- ;v) tf^y$;> 

-3-'f ifnUi^>-3--i';n^U ^i^>-2-T^> 

M S (ESI, POS.20V) : 423 (M + H)*, 345, 262 (M + 2H)^+, 212 ; 
25 HPLC : A ; HPLC : 2.94o 
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mm 1 1-04 2 1 

4-T-if>'i>- 1 -■y;i/-n- 1 - [1- tr^us^ 

M S (ESI, POS.20V) : 479 (M + H)+, 262, 240 (M + 2H)^, 212 ; 
^ HPLC ^{^(^ : A ; HPLC UW^M (^) : 3.22o 

mmm 11-0422 

4-T^f>'i>-i--r;i/-N-i- [1- (rn if;i/;^;v5^-;v) tf^ys^ 

IQ MS (ESI, P0S.2OV) : 451 (M + H)*, 262, 226 (M + 2H)^*, 190 ; 
HPLC ^if^ : A ; HPLC UW^Wi : 3.05o 

mmm 11-0423 

4-T'^j^>-l--()]/-N-l- [1- (-f vrni^;i/;^;V5^-;v) tr^ 

M S (ESI, P0S.2OV) : 451 (M + H)*, 345, 262, 193 ; 
HPLC 0kW : A ; HPLC ^1^^^ (^) : 3.03o 

mmm 11-0424 

— f;v) try ^i?>-2-T^> 

M S (ESI, P0S.2OV) : 345 (M + H)*, 262 ; 

HPLC : A ; HPLC ^i^^^ (^) : 2.80o 

25 mmm 11-0425 

4-T-if>'i>-i — f;i/-N-i- [1- (r5=-;i/>^;i/3i^-;i/) tf'^';^:^^ 
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-3 — r;V] \fU^)t^>-3-'^JV\^V%i^>-2-T%> 
M S (ESI, P0S.2OV) ; 465 (M + H)*, 262, 233(M + 2H)^*, 204 ; 
HPLC : A ; HPLC ^i^^^ (^) : 3.12o 

5 mH&m 1 1-042 6 

4-T4f>''^>- 1 --<;i/-N- 1 - [1- (:7 jc— tr^Ui^ 

M S (ESI, P0S.2OV) : 485 (M + H)*, 262, 243 (M + 2H)^, 224 ; 
HPLC : A ; HPLC UW^^fM i-^) : 3.14o 

mm 1 1-04 2 7 

4-T-if/i>-i — r;i/-N- [1- (1- [4- ( h ';7;v;rDp<5^;i/) 
y3u=.)]/'\ ;^;i/5i%— ;n:^^Ui?>-3--r;i/) ifn >; 3 --f ;v] ifU 
5^:^>-2-T^> 

1§ MS (ESI, P0S.2OV) : 553 (M + H)% 277(M + 2H)^+ ; 
HPLC : A ; HPLC ^j^^^ (^) : 3.31o 

mmm 11-0428 

4-T^f>'i>- 1 — r;v-N- (1-1- C(4-p< b:ari/7ai-;i/) :j^;i/7jc 
2q tr^«;i;>-3-'^;i/t:DUe^>-3 — r;i/) ifU^^>-2-T^ 

M S (ESI, P0S.2OV) : 515 (M + H)*, 345, 258 (M + 2H)^*, 171 ; 
HPLC : A ; HPLC ^j^^^ : 3.16o 

2^ mmm 11-0429 

4-T^f>'i>- 1 --r;i/-N- 1- [1- (^>^^;i/;^;i':^h-;i/) 
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M S (ESI, P0S.2OV) : 499 (M + H)*, 345, 250 (M + 2H)^ ; 
HPLC : A ; HPLC ^j^^^ i^) : 3.16o 

5 1 1-043 0 

4-T-lf/i>-l— r;i/-N- (1-1- [(4-p<5=^;i/7ai-;i/) y^;P3isri 

;v] tf^u^>-3-'f;i/trDys;>-3— r;v) tru ^s^>-2-7^> 

M S (ESI, P0S.2OV) : 499 (M + H)*, 262, 250 (M + 2H)^*, 238 ; 
HPLC ^{^1^ : A ; HPLC ^^Jl^m (^) : 3.20o 

IIM«?iJ 1 1 - 0 4 3 1 

4-T-lfv''^>- l-'f;i/-N- (1-1- [(3-^5^;i/7a:^;i/) 

i^^u^:?>-3— r;i/ifDU>^>-3-'f;v) try $i^>-2-T^> 

M S(ESI, P0S.2OV) : 499 (M + H)*, 262, 250 (M + 2H)^ ; 
|5 HPLC ^:A; HPLC (i9-) : 3.22o 

mmm 11-0432 

4-T-g>'i>-l— ^;i/-N- (1-1- [(2-^5^;i/7ai-;v) y^;i/7jN- 
i^^';>:^>-3— i';i/ifn»;$^>-3->r;i/) ifv ^i^>-2-T^> 

2q MS (ESI, P0S.2OV) : 499 (M + H)*, 262, 250 (M + 2H)^ ; 
HPLC : A ; HPLC «J$^K (i^-) : 3.20o 

mmm 11-0433 

4-THf>'l>-l— r;v-N- [1- (1- [4 - (hVy))/:tti^ h^i^) 
2^ ;;^;i//j%-;n^^i;>:;>-3--f;i/) trn u i^>- 3 tfu 

^^^?>-2-T^> 
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M S (ESI, P0S.2OV) : 569 (M + H)*, 308, 285 (M + 2Hf* ; 
HPLC : A ; HPLC Unmm i^) : 3.34o 

msm 1 1-0434 

Si 4-T-t?>'1>~l-^;i/-N- (1-1- L(4-yV^->y:r,=:jl) y(.)V7is 

> 

M S (ESI, P0S.2OV) : 557 (M + H)*, 345, 279 (M + 2H)^* ; 
HPLC ^{4^ : A ; HPLC ^i^^^ i^) : 3.44o 

IQ 

1; 

mmm 11-0435 

4-T-if/i>- l-^;i/-N-(l - l-[(4-t er t-:r5=-;i/7a^^;i/) 

MS (ESI, P0S.2OV) : 541 (M + H)*, 271 (M + 2Hf* ; 
HPLC ^# : A ; HPLC U^mM (^) : 3.40o 

mmm 11-0436 

4-THf.'i>- l--f;i/-N- (1-1- [(4--hn73i-;v) 
2Q tr^i;s;>-3 — r;i/i^DUs^>-3-'r;i/) ^5^>-2-t^> 

M S(ESI, P0S.2OV) : 530 (M + H)*, 265 (M + 2Hf* ; 
HPLC ^^^t^ : A ; HPLC U^^mM i^) : 3.22o 

mmm 11-0437 

25 4- [(3-3- L(4-T-ii^^>-l--(J\^\:^V^i»-2--()V) T^y] 
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M S (ESI, P0S.2OV) : 510 (M + H)*, 255(M + 2lSf* ; 
HPLC : A ; HPLC Unmm (^) : 3.I60 

mm 1 1-043 8 

5 4-T-ifyl>-l--f;i/-N-l- [1- {2-±^^)V7.)]/ii^=.)V) 

M S (ESI, P0S.2OV) : 535 (M + H)*, 268 (M + 2H)^ ; 
HPLC : A ; HPLC ^it^fii (^) : 3^9o 

HJfS^J 1 1-043 9 

4-7'-if>'i>- i--f;i/-N- [1- ( 1 — f v:r^'J;^^f^US^>-4- 
-f;^) t:Di;s^>-3 — r;i/] try ^i^>-2-T^> 

M S (ESI, P0S.2OV) : 415 (M + H)*, 193 ; 

HPLC ^lAl HPLC (^) : 2.98o 

l|jEfS^?iJ 1 1-044 0 

4-7'-€/i>- i--r;v-N- [1- (1 -r5^u;i/if^»;i?>-4-'f;i/) 

M S (ESI, P0S.2OV) : 415 (M + H)-", 193 ; 
;q HPLC 0k¥F : A ; HPLC ^jt^^ (,^) : 2.98o 

mmm 11-0441 

4-T^fy1>- 1 ->r;i/-N- 1 - [1- (3-p<^;i/^>y-r;v) if^y 
s?>-4— f tfnUi^>-3-'r;i/tr'; ^s^>-2-T^> 

2^ MS (ESI, P0S.2OV) : 463 (M + H)+, 345, 119 ; 

HPLC mi^^lA; HPLC Un^m : 3.09o 
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mmm 11-0442 

N- [1- (1 -TH2^;H^^Ui^>-4--f l^DUi^>-3--i';i/3 

-4-T-if/'i>-i— r;i/tfy ^^>-2-T^> 

5, MS (ESI, P0S.2OV) : 387 (M + H)*, 345, 193 ; 
HPLC : A ; HPLC «}^^^ (^) : 2.90o 

1 1-0443 

4-T-if>''?>- 1 -^;i/-N- 1 - [1- {A-y)\/^u^y^J^ )]/) tr^ 

M S (ESI, POS.20V) : 467 (M + H)*, 345, 193, 123 ; 
HPLC : A ; HPLC Unmm (:^) : 3.07o 

1 1-0444 

X5^ 4-T-if.'i>- 1 --r;v-N- 1 - [1- (4-p<5=-;k^>\/'1';i/) i^^'j 
s^>-4--i';u] tfD ';i^>-3--r;n^u ^s^>-2-T^> 

M S (ESI, POS.20V) : 463 (M + H)*, 345, 119 ; 
HPLC : A ; HPLC fi^i^l^F^ : 3.09o 

2p 1 1-0445 

4-r'e/'?>- 1 --<;i/-N- [1- (1 -^r^>'-f;^t^^|JS^>-4- 
-Y;^) ifDi;i^>-3 — r;v] tru ^i^>-2-T^> 

M S (ESI, POS.20V) : 457 (M + H)*, 345, 229 (M + 2H)^, 173 ; 
HPLC 0k^ : A ; HPLC ^i^l^F^ : 3.2o 

25 

mmm 11-0446 
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4-7''if/i>'- i-'r;v-N- 1- [i~ (2-^ h:3p^^>y^;v) t;^ 

M S (ESI, POS.20V) : 479 (M + H)*, 345, 193, 135 ; 
HPLC : A ; HPLC (^) : 3.03o 

5 

msm 1 1-0447 

4-7'Hf>'^>- i--r;i/-N- 1- [1- (2-;><^;v^>y-f 

M S (ESI, POS.20V) : 463 (M + H)*, 345, 119 ; 
JQ HPLC : A ; HPLC ^j^^^ (^) : 3.07e 

mmm 11-0448 

4-7'^f/1>- 1 --<;i/-N- [1- (l-^^V'y^)]/\^^y^>-4- 

tfDye;>-3— f;i/] tru ^i^>-2-T^> 

J5 MS (ESI, P0S.2OV) : 443 (M + H)% 345, 173 ; 

HPLC : A ; HPLC ^i^Nf^ (^) : 3.12o 

mm 1 1-0449 

4-T-tf>'i>- 1 --i';i/-N- 1 - [1- (7ai-;i/TH25^;i/) i^^>;s^> 

M S (ESI, Pos^OV) : 463 (M + H)*, 232 (M + 2H)^ ; 
HPLC : A ; HPLC UWmm (.^) : 3.09o 

mm 1 1-045 0 

?5 4-T-if/l>-l — r;i/-N-l- [1- (4-^ h:3pi^^>y^;i/) 
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M S (ESI, P0S.2OV) : 479 (M + H)*, 345, 193, 135 ; 
HPLC ^ : A ; HPLC UW^m (^) : 3.03o 

mmi 1 1-045 1 
5 4 1 JV-N- (1-1- C(2E) -3-73i-;i/rD/l- 

M S (ESI, P0S.2OV) : 949 (2M + H)*, 475 (M + H)\ 345 ; 
HPLC : A ; HPLC UWmm (^) : 3.14o 

19 

mmm 11-0452 

4-T-<f>'l>- 1 --r;i/-N- [1- (l-7°Dtr:^n;i/i^^i;^>-4- 

i^D 3 --f;!/] tfU ^i^>-2-T^> 

M S (ESI, P0S.2OV) : 401 (M + H)+, 345, 173 ; 
1^ HPLC ^ft^ : A ; HPLC (^) : 2.90o 

mSm 1 1-0453 

4-THf>'i>- 1 ->f;i/-N- 1- [1- (s^^j7Drnt;i/5t7;v:!j^— ;v) if 
^';i^>-4--f ifn'Ji^>-3--f;vtfU ^5^>-2-T^> 

2(]| M S(BSI, POS.20V) : 413 (M + H^*, 345 ; 

HPLC ^n-.A; HPLC ^IS (^) : 2.94o 

1 1-04 5 4 

4-T-1f>'1>- 1 — f;i/-N- 1 - [1- (2-^DD'^>\/-f e^>j 

2^ s^>-4— r;v] tfDU-:^>-3-'r;vtr'; ^5^>-2-T^> 

M S (ESI, POS.20V) : 485, 483 (M + H)*, 345, 139 ; 
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HPLC ^ : A ; HPLC (^) : 3.07o 

mmm 11-0455 

4-THf>'1>-l — r;i/-N-l- [1- ($/^n^dp^>;i/;f7;V7i?-;v) tr 

M S (ESI, P0S.2OV) : 455 (M + H)*, 345 ; 

HPLC ^ : A ; HPLC ^i^l^^ (^) : 3.11o 

mmm 11-0456 

1^ 4-TM^^>-l — r;i/-N-l- [1- (2-7n'f;i/) \f^Vi^>-4 

M S (ESI, P0S.2OV) : 439 (M + H)*, 220 (M + 2H)^* ; 
HPLC : A ; HPLC ^j^^^ (^) : 2.96o 

1$ mmm 11-0457 

4-THf/i>- 1 -'f ;v-N- [1- (i-^>^$'y-r;nf^';s^>-4- 

M S (ESI, P0S.2OV) : 429 (M + H)*, 345, 193 ; 
HPLC : A ; HPLC «it^F^ (r^) : 3.05o 

' 1 1-045 8 

4-T-if/'^>- 1 --r;v-N- 1 - [1- (7 3iy tr^ui^ 

M S (ESI, POS.20V) : 479 (M + H)*, 429, 240 (M + 2Hf* ; 
25 HPLC : A ; HPLC i^J^^F^ (^) : 3.09o 
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mMm 11-0459 

4-T-if>'^>- 1 -'f ;i/-N- [1- ( 1 -:^^^y'>r;^t^^^J^^>-4- 
M S (ESI, POS.20V) : 471 (M + H)*, 345, 236 (M + 2H)^, 173 ; 
5 HPLC 0ki^ : A ; HPLC ^j^^^ (0) : 3.28o 

mmm 1 1 - o 4 e o 

4-T-e/i>- 1 -'r;v-N- 1 - [1- (3 -7 3i-;i/7'D>^i>'-r;i/) tr 

;q! MS (ESI, P0S.2OV) : 477 (M + H)*, 345, 239 (M + 2H)^+, 173 ; 
HPLC : A ; HPLC (^) : 3.14o 

mmm 1 1 - o 4 e i 

4-T-lf.'l>-l — (JV-N- (1-1- [2- (h iJ7;V;^-D><^;i/) ^ 

M S (ESI, P0S.2OV) : 517 (M + H)*, 259 (M + 2H)^ ; 
HPLC ^ : A ; HPLC ^j^^^ (^) : 3.12o 

2(j HJSg^ 1 1-0462 

4-T-i?>''«>- l--f;i/-N- 1- [1- i2-±y t:^>;i?>- 
4--f;i'] tfn»;i;>-3 — r;ve'; 2 -t^ > 

M S (ESI, P0S.2OV) : 997 (2M + H)*, 499 (M + H)*, 155 ; 
HPLC 0ki^ : A ; HPLC fi^i^^^ (^) : 3.18o 

mmm 1 1 - o 4 e 3 
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M S (ESI, P0S.2OV) : 469 (M + H)*, 235 (M + 2H)^*, 193 ; 
HPLC : A ; HPLC ^ (^) : 3.05o 

USai^J 1 1-0464 

4-T4f>'i>- 1— f;v-N-i- [1- (3, 3-i^pi^;i/:r^y>f;v) 

M S (ESI, P0S.2OV) : 443 (M + H)*, 345, 173 ; 
If^ HPLC 0k^ : A ; HPLC ^i^^P^ (^) : 3.07o 

mmm 11-0465 

4-T-i2f/t>- 1 — <;i/-N- 1 - [1- (3-p< b^$^^>\/-r;W 
ue^>-4-'f t!Due^>-3-'f;nf»j ^i?>-2-T^> 

1^ MS (ESI, P0S.2OV) : 479 (M + H)^ 345, 135 ; 
HPLC : A ; HPLC ^i^^^ (^) : 3.07o 

mMm 1 1-0466 

4-T-^^^>- [1- (2 -ai5^;i/^:^rify'-r;v) if^ 

2Q ut?>-4-^;i/] ifnUi^>-3->f;vtru ^t?>-2-T^> 

MS (ESI, P0S.2OV) : 471 (M + H)*, 345 ; 

HPLC : A ; HPLC ^it^^ i^) : 3.22o 

mtm 1 1-0467 

2^ 4-T-if/^>- 1 --f;v-N- 1- [1- (3 -7;i/;tD^>^/-f;i/) tr^ 
Ui^>-4 — r;i/] t^nu^>-3--f;i/t;u ^^^>-2-T^> 
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M S (ESI, P0S.2OV) : 467 (M + H)*, 345, 234 (M + 2H)2*, 123 ; 
HPLC : A ; HPLC ^i^^P^ (^) : 3.07o 

1 1-04 68 

^ 4-T-lf/'^>- 1 --f ;v-N- 1 - [1- (3-^Dn^>\/-f;v) tr^U 

M S (ESI, P0S.2OV) : 483 (M + 1^*, 345, 138 ; 
HPLC fk^ : A ; HPLC ^j#^P^ (^) : 3.12o 

Ip 1 1-0 4 6 9 

4-T-if.'i>-l— f;v-N-l- [1- (4-t er t-::^^;i/^>\;'f 

M S (ESI, P0S.2OV) : 505 (M + H)*, 345, 161 ; 
HPLC : A ; HPLC ^Wl^m (^) : 3.29o 

mmm 11-0470 

4-T-lf>'1>- 1— f;i'-N-l- [1- (5=-:i^>-2— 

M S (ESI, P0S.2OV) : 455 (M + H)*, 345, 193 ; 
?9 HPLC : A ; HPLC fti^^^ (^) : 3.03o 

mmm 11-0471 

4-T'if/i>- 1— i';i/-N- (1- 1- [(4-iJ7nn73^-;i/) T-t25^;i/] 
tr'^ys^>-4-'f ;i/t:nu$?>-3--r;i/) tfu ^i?>-2-T^> 

25 MS (ESI, P0S.2OV) : 499, 497 (M + H)*, 249 (M + 2H)^+ ; 
HPLC : A ; HPLC : 3.18o 



401 



wo 2004/052862 



PCT/JP2003/015718 



mmm 11-0472 

4-T-if/'?>- 1 ->f;i/-N- 1 - [1- (s-^^^i/ir^y-f if^u 

5 MS (ESI, P0S.2OV) : 429 (M + H)*, 345, 193 ; 
HPLC : A ; HPLC ^i^^^ (^) : 3.03o 

1 1-0473 

4-7'-tf/i>- 1 --r;v-N- (1-1- [4- (b U:7;v;tnp<^;i/) ^ 

M S (ESI, POS.20V) : 517 (M + H)* ; 

HPLX: : A ; HPLC ^j^^F^ : 3.20o 

1^ 1 1-0 4 7 4 

4-T'^^^>- [1- (i-^>\;'i';vt;^Us^>-4 — ( 

M S (ESI, POS.20V) : 449 (M + H)*, 345, 193 ; 
HPLC : A ; HPLC ^it^^ : 3.03o 

HSIB^J 1 1-047 5 

4-T^f>''?>- 1 --i';i/-N- 1 - [1- (2-7;i/:^n^>\/^;v) t^^ 
Us^>-4-i';i/] ifny>:^>-3->f;i't:u ^i^>'-2-T^> 

M S (ESI, POS.20V) : 467 (M + H)*, 345, 234 (M + 2H)2*, 193 ; 
25 HPLC : A ; HPLC ^i^^^ i^) : 3.03o 
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mmm 11-0476 

4-T-tf>''^>-i--f;i/-N-i- [1- (i^^oi— ;vTH25=-;i/) tr^>;^ 

M S (ESI, P0S.2OV) : 539 (M + H)*, 345, 167 ; 
5 HPLC : A ; HPLC «i^Np^ (^) : 3.27o 

mmm 11-0477 

4-T-^/^>- 1 — ()]/-N-l- [1- (2-7ji-/^$^rD/'«>'-f 

^0 MS (ESI, P0S.2OV) : 493 (M + 1^*, 345, 247 (M + IH)^*, 121 ; 
HPLC 0ki^ : A ; HPLC U^mm : S.IU 

mmm 11-0478 

4-T'tf>'"?>- i->r;i/-N- 1- [1- (2-^^;i/^>^>'-f;i/) tr^ 
15 ';s^>-4— f;v] ifDyi;>-3— f;i/tru ^s^>-2-T^> 

M S (ESI, P0S.2OV) : 443 (M + H)*, 345 ; 

HPLC : A ; HPLC «Jt^^ : 3.09o 

1 1-0 4 7 9 

2q 4-T-lf7l>- 1 --f;i/-N- 1 - [1- h^i^T^^J]/) \^^0i^> 

-4-'f;v] trni;:^>-3->f;i/t;»M^^v-2-T^> 

M S (ESI, P0S.2OV) : 417 (M + H)\ 345, 262 (M + 2H)^*, 209 ; 
HPLC 0ti^ : A ; HPLC UWmm : 2.86o 

25 mmm 1 1 - o 4 s o 

4- (4-3- [(4-T-if>''?>- 1 --r;i/tr>; ^^>-2-'f;i/) 
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M S (ESI, P0S.2OV) : 473 (M + H)\ 214 ; 

HPLC : A ; HPLC ^J^^^ (^) : S.OOo 

HJai^J 1 1-048 1 

4-THf>'i>- l->f;i/-N- 1- [1- (3-i/'^n^>^;i/rn.'i>'>f 

M S (ESI, P0S.2OV) : 469 (M + H)*, 345, 235 (M + 2H)^*, 173 ; 
;9 HPLC 1^^^ : A ; HPLC ^^^^^ {^) : 3.22o 

mMm 11-0482 

^us^>-4-'f ;!/] trni;$;>-3— r;n^u 5^>-2-t^> 

MS (ESI, P0S.2OV) : 471 (M + H)*, 345 ; 
: HPLC : A ; HPLC ^^i^^^ (^) : 3.22o 

mm 1 1-0 48 3 

5- (4-3- [(4-T-if^i>- 1 — r;nfU 5:e^>-2-'i';i/) 
2q T'^v'] tfD';i^>-i--f;i/i:f'^i;i?>-i--f;v) -5-:^dpv^>^ 

M S (ESI, P0S.2OV) : 473 (M + H)% 221 ; 

HPLC : A ; HPLC ^j^^^ : 3.00o 



25 mmm 1 1 - o 4 8 4 

4-THf>'1>- l-^;V-N- (1-1- [(4-^nD:7aiy:3p:^) T-te5^ 
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M S (ESI, P0S.2OV) : 513 (M + H)*, 257 (M + 2H)^* ; 
HPLC : A ; HPLC (^) : 3.20o 

mm 1 1-048 6 . 

4-T'tf/i>- 1 -^;i<'-N- 1 - [1- (t^^D^>5=-;vT-fe^;i/) tr^ 

M S (ESI, P0S.2OV) : 455 (M + H)*, 345, 173 ; 
HPLC : A ; HPLC (^) : S.IU 

mSm 1 1-0487 

4-T'tf>''?>- 1 --i';i/-N- 1 - [1- (iy^U^>^)\^tl)V7ii::ijV) 

M S (ESI, P0S.2OV) : 441 (M + H)*, 345, 193 ; 
HPLC : A ; HPLC ^it^^ C:^) : 3.05o 

mm 1 1-0488 

4 -THf l-'T^V-N- 1- [1- (^>>^Jl^:fyJly^=^)V) l^^iJS^ 

>-4 — r;i/] ifDUs^>-3— f;n^'; ^^>-2-t^> 

M S(ESI, P0S.2OV) : 491 (M + H)+, 345, 147 ; 
HPLC : A ; HPLC ^it^^ (^) : 3.18o 

HJfg^lJ 1 1-048 9 

4-TH?>'1>- 1— f;i/-N- (1-1- [(3 T-feg^ 

tr^';s^>-4--r;nfDy*^>-3-'f ifu ^i^>-2-T^> 

M S (ESI, P0S.2OV) : 493 (M + H)% 247 (M + 2Hf\ 173 ; 
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HPLC : A ; HPLC ^i^^^ (^) : 3.09o 
1 1-0 4 9 0 

3- (4-3- [(4-T^f>'1>-l— f;^l:^U^i^>-2-'f;^) 

M S (ESI, POS.20V) : 459 (M + H)*, 193 ; 

HPLC ; A ; HPLC (^) : 2.96o 

IQ 1 1-049 1 

4-THf.'i>-i-'f;v-N-i- [1- (4-:/b:ap->'^>v^'f;v) i^'^ 

M S (ESI, Pos^V) : 521 (M + H)*, 345, 177 ; 
HPLC : A ; HPLC (^) : 3.29o 

lUfii^^J 1 1-0 4 9 2 

4-T-if>'^v- 1— r;v-N- (1-1- l(^>t^)v:^^i^) T-fe^;i/3 tr 
^'ji^>-4-'f;n:;nUi?>-3-'f;v) ^i^>-2-T^> 

M S (ESI, Pos^OV) : 493 (M + H)*, 403 ; 
^ HPLC : A ; HPLC fi^i^^^ (^) : 3.11o 

ll»J 1 1-049 3 

4-T-if>'i>-i--f;i/-N-i- [1- (2-^5^;v:/^$'>'-r;i/) i^'^U 
i^>-4-'f;i/] trn v-:^>'-3--r;i/if'; ^5^>-2-T^> 

2^ MS (ESI, POS.20V) : 429 (M + H)*, 345, 193 ; 

HPLC 0ki^ : A ; HPLC UW^m i^) : 3.01o 
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mmm 11-0494 

4-7'-if/'?>-l->f;v--N- (1-1- [(4-^ h^i^7ai^;i/) T-fe5^ 

if^»j$^>-4 — r;i/trDUs^>-3 — ov) \£V Ki^>-2-TK> 

f MS (ESI, P0S.2OV) : 493 (M + H)*, 247 (M + 2H)2*, 121 ; 
HPLC : A ; HPLC (^) : 3.07o 

HSffi^^ll 1 1-049 5 

=c^)V 5- (4-3- [(4-T■^.'^•>- 1 -i';i/t;u ^i?>-2->f 
If). T^y] Ko«Ji^>-l— r;i/if^i;$^>-l->f;i/) -5-;^-^v^>^ 

M S (ESI, POS.20V) : 487 (M + H)*, 393, 221 ; 
HPLC mi^'.A; HPLC ^^^^ (:e>) : 3.03o 

X?t mm 1 1-049 6 

4-T-if>'i>-i — f;i/-N-i- [1- ($/^D:r5^;vpb;i/jK~;v) 

M S (ESI, POS.20V) : 427 (M + H)*, 345, 193 ; 
HPLC ^j^lA; HPLC ^it^P^ (:S-) : 3.02o 

2Q 

mmmi 1-0497 

4 -T^f>''?>- 1 --f ;i/-N- 1 - [1- (2 -Jc^^^i/^^S^y if^j; 

M S (ESI, P0S.2OV) : 443 (M + H)*, 345 ; 
?5 HPLC mi^:A; HPLC ^I^Bt^ (:^) : 3.07o 
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mMm 11-0498 

4-T^f>''?>- 1 --f^V-N- (1-1- [4- (b >;7;V:tD^ h^i/) 

^>y-f;i/] i^^u^>-4->f;i/tfni;i?>-3--i';i/) tru^^>-2 

3 MS (ESI, POS.20V) : 533 (M + Hf, 189 ; 

ffi»LC : A ; HPLC iSi^^^ i^) : 3.22o 

HJS^^ 1 1-049 9 

4-T-tf>'^>- 1 -'f ;v-N- 1 - [1- (p<^;v;^;v3^::i;v) 

M S (ESI, POS.20V) : 423 (M + H)+, 262 (M + 2H)^, 212 ; 
HPLC ^fji : A ; HPLC i^^^^ (^) : 2.94o 

mmm 11-0500 

xs 4-T^fy'^>- 1 --r;v-N- 1 - [1- (^>5=-;v:^;v5iN^;v) tf^y^; 

M S (ESI, P0S.2OV) : 957 (2M + H)*, 479 (M + H)+, 240(M + 2H)2* ; 
HPLC : A ; HPLC U^^'m (^) : 3.22o 

?Q IUS«?!) 1 1-0 5 0 1 

4-7'-if/i>- 1 -'r;i/-N- 1 - [1- iyu\^)v:^)\/it^=u)v) 

M S (ESI, POS.20V) : 901 (2M + H)*, 451 (M + H)*, 226 (M + 211)^ ; 
HPLC ^ : A ; HPLC UWmm (^) : 3.03o 

25 

mmm 11-0502 
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4-T-i2f>'i>-l-^;v-N-i- [1- (-f vrD]f;i/;^;i/7|%-;i/) tr^^ 

M S (ESI, P0S.2OV) : 901 (2M + H)*, 451 (M + H)*, 226 (M + 2Hf* ; 
mix: : A ; HPLC ^^^^ (^) : 3.03o 

fi 

llii^?!! 1 1-0 5 0 3 

4 -T-if 1 -->f;v~N- (l-t:^';s^>-4->r;vi^aUi?>-3 

M S (ESI, P0S.2OV) : 345 (M + H)+, 262, 173 (M + 2Hf* ; 
IQ HPLC : A ; HPLC Ul^mM (^) : 2.79o 

HM^J 1 1-0 5 0 4 

4-7-if/^•>- 1 -'r;v-N- 1 - [1- tr^u>;^> 
-4_^;v] trDUs;>-3-'f;vtr'; ^s^>-2-T5> 

MS (ESI, P0S.2OV) : 929 (2M + H)*, 465 (M + H)*, 233 (M + 2H)^* ; 
HPLC : A ; HPLC ^^^^^ i^) : 3.12o 

mmm 11-0505 

4-T^2f>'^>- 1 --f ;i/-N- 1 - [1- (:7 3in;i/x;p7i>— ;v) tr^ue^ 

2Q >-4-'r;V] lfDU$^>-3->f;i/lf';^i^>-2-T^> 
M S (ESI, P0S.2OV) : 969 (2M + H)*, 485 (M + H)*, 243 (M + 2H)2* ; 
HPLC : A ; HPLC ^1^^^ i^) : 3.13,, 

mmm 1 1 - o 5 o e 

25 4-THf/"^>- 1 --r;i/-N- (1-1- [(4-^DD73:— ;:^;l/7^^::^ 

;v3 tf^ui^>-4 — r;vvfn 3 — f;v) i;>; ^t?>-2-T^> 
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M S (ESI, Pos^V) : 521, 519 (M + E^*, 260(M + 2H)^ ; 
HPLC 0k\^ : A ; HPLC ^i^^^ (rS^) : 3.23o 

1 1-0 5 0 7 

^ 4-T-lf/i>- 1 ->f;i/~N- [1- (1- [4- ( h >; >';i':tn^5^;i/) 

M S (ESI, POS.20V) : 553 (M + H)*, 277 (M + 2H)^* ; 
HPLC : A ; HPLC ^i^^^ {.^) : 3.33o 

1 1-0508 

4-T-if>'i>- l--r;i/-N- (1-1- [(4-p< bdp>>:7ai~;v) 

:^ MS (ESI, POS.20V) : 515 (M + H)+, 345, 258 (M + 2H)^* ; 
HPLC : A ; HPLC U^f^m {^) : 3.16o 

HiSgM 1 1-0 5 0 9 

4-T-tf>'"^>-l-'f;v-N-l- [1- (^>i^;^;^;l/JJ^-;l/) i^^y^^ 

M S (ESI, POS.20V) : 997 (2M + H)*, 499 (M + H)*, 345 ; 
HPLC^f^ : A ; HPLC ^Jt^^ i^) : 3.16o 

mmm 11-0510 

^ 4 -7'-if>'i>- 1 --<;!/- N- (1-1- [(4-7^5^;v:7 3:n;v) x;vjJ^- 
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M S (ESI, Pos^OV) : 997 (2M + H)*, 499 (M + H)*, 250 (M + 2H)^ ; 
HPLC 0k¥r : A ; HPLjC ^^^M : 3.22o 

mmm 1 1 - o 5 1 1 

^ 4-THf>'1>- 1— f;i/-N- (1-1- [(3-p«^;i/7ain;i/) 

MS(ESI,Pos^V) : 997(2M + H)*,499(M + H)*,250(M + 2H)^ ; 
HPLC : A ; HPLC ^1$^^ (t^) : 3.20o 

HJfi^^y 11-0512 

4-THf>'i>- l->f;v-N- (1-1- C(2-;^^;v:7 3:^;i/) 

i^^u$^>-4 — r;nfn Ui^v-s-^;!/) tfu ^t^>-2-T^> 

M S (ESI, POS.20V) : 997 (2M + K)\ 499 (M + H)*, 250 (M + 2H)2* ; 
HPLC ^ : A ; HPLC ^t^mm : 3.20o 

15 

mmm 11-0513 

4-THf>'1>-l--Y;i/-N- [1- (1- [4- (bU7;V:^np? b:af-5^) 

x;i/5^n;i/e^»;s^>-4 — r;i/) trn>;s^>-3--f;v] tru 

^i^>-2-T^> 
2Q MS (ESI, P0S.2OV) : 569 (M + H)*, 285 (M + 2H)^* ; 
HPLC : A ; HPLC ^^P^ (^) : 3.34o 

m^m 11-0514 

4-T-lf/i>- l-'f;i/-N- (1-1- C(4-::?'bdpe/7a:-;i/) ::;^;^7|^ 
:25 tr^';$^>-4--f;i't:D i;^^>-3--r;i/) tru^e^>-2-T^ 
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M S (ESI, P0S.2OV) : 557 (M + H)*, 345, 279 (M + 2H)^ ; 
HPLC : A ; HPLC ^it^P^ i^) : 3.42o 

mm 11-0515 
5 4-T-l?v't>- l->f ;i/--N-(l-l-[(4-t er t-:r^;V7a:r:;i/) 

M S (ESI, P0S.2OV) : 541 (M + H)*, 271 (M + 2H)^ ; 
HPLC : A ; HPLC iSit^^ (^) : 3.42o 

Ifi 

11-0516 

4-7'-if/^>- 1 --r;v-N- (1-1- l(4--huy3i^)v) 

;v] t:^Ui?>-4--i';i/trnU5^>-3 — r;v) try ^i?>-2-T^ > 

M S (ESI, P0S.2OV) : 530 (M + H)*, 278 ; 
If HPLC ^{^1^ : A ; HPLC ^Wmm (^) : 3.22o 

mm 11-0517 

4- [(4-3- [(4-T-if>'i>- i--i';i/tfi; ^>::^>-2-'f ;v) T^y] 

^ MS (ESI, P0S.2OV) : 510 (M + H)*, 255^ (M + 2H)^*, 186 ; 
HPLC : A ; HPLC ^i^^^ : 3.18o 

11-0518 

4-7'-t?/l>- l-'T^lz-N- 1- [1- (2-:^7^;i/::^;i/7fv-;i/) if^ 

2*j i;s^>-4 — r;v] i^DU2^>-3-'f;vtr>; ^s^>-2-t^> 

M S (ESI, P0S.2OV) : 535 (M + H)*, 268(M + 2H)^* ; 
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HPLC : A ; HPLC ^J^I^S (^) : 33U 

mmm 11-0519 

N- (4-T'i?/i>-i-'f;n^i; ^i^>-2 — f;v) -1* —fvir^'; 

M S (ESI, P0S.2OV) : 429 (M + H)*, 359, 276, 215 (M + 2Hf* ; 
HPLC : A ; HPLC (^) : 3.01o 

mmm 11-0520 
i(| N- (4-THf/'?>- i--f;i/if'; ^s^>-2--r;v) -i' 
1,3' -i;if^>;i^>-3-7 5> 

M S (ESI, P0S.2OV) : 429 (M + H)*, 359, 276, 215 (M + 2H)^* ; 
HPLC : A ; HPLC i^i^^P^ i^) : 3.00o 

15 1 1-0 5 2 1 

N- (4-T-tf>'1>- l--r;Hf'J ^i^>-2-'f;i/) -1' - (3-p<^ 

;i/-^>\/-f ;v) -1,3* -trtr^';5^>-3-T^> 

M S (ESI, POS.20V) : 477 (M + H)*, 359, 239 (M + 2H)^, 119 ; 
HPLC : A ; HPLC {^J^^^ (^) : 3.11o 

2Q 

HJSM 1 1-0 5 2 2 

1* -T-fe^;v-N- (4-T'tf>'i>- 1 — r;i/ifij ^i^>-2 — - 
1, 3* -brtr^Ui^>-3-T^> 

M S (ESI, POS.20V) : 401 (M + H)*, 359, 276, 201 (M + 2H)^ ; 
25 HPLC : A ; HPLC UWmm : 2.90o 
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msm 1 1-0 5 2 3 

N- (4-T-t?/i>-i-'i';i/tr'; ^y>-2-'f;i/) -i* - (4-7;i/ 

:tu^>^j-^)]/) -1, 3' -tri^^U^^>-3-7^> 
M S (ESI, POS.20V) : 481 (M + H)+, 359, 241 (M + 2H)^, 123 ; 
^ HPLC : A ; HPLC Ut^mm (^) : 3.09o 

lUII^?!! 1 1-0 5 24 

N- (4-T'if>'i>- 1 — f;i/ify ^s^>-2 — f;v) -i* - (4-^5^ 
;v^>y'f;i/) -1,3' -t:tr^u^>-3-T^> 

IQ MS (ESI, P0S.2OV) : 477 (M + H)*, 359, 239 (M + 2H)^*, 119 ; 
HPLC^# : A ; HPLC^J^^ISI (^) : 3.11o 

mmm 11-0525 

N- (4-THf.'i>-i — f;i/tru ^j^>-2 — r;v) -i' -^r^57>'-< 
15 ;i/-i, 3' -}f\f^vt^y-s-T^y 

M S (ESI, P0S.2OV) : 471 (M + H)*, 359, 236 (M + 2lSf\ 180 ; 
HPLC : A ; HPLC ^1^^^ (t^) : 3^o 

ll»J 1 1-0 5 2 6 
2Q N- (4-T-lf/1>- 1— ^S^>-2->f;i/) -1* - (2-p<h 
dpj/^>y>f;V) -1,3' -tn:f^U^>-3-T^> 
M S (ESI, POS.20V) : 493 (M + H)% 359, 247 (M + 2H)2^ 135 ; 
HPLC : A ; HPLC ^i^^P^ (^) : 3.05o 

^ IIJ(g«?fl 1 1-0 5 2 7 

N- (4-T^f/1>- 1 --f ;i/i^u ^i^>-2--f;i/) -i' - (2-pt5=- 
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)]/^>^J>C)V) -1,3' -t:bf^yi^V-3-T^> 
M S (ESI, P0S.2OV) : 477 (M + H)\ 359, 239 (M + 2H)^*, 119 ; 
HPLC : A ; HPLC U^mm (^) : 3.09o 

5 mmm 11-0528 

N- (4-THf>'i>- 1 ->f;i/i^y ^$^>-2-i';W -i' -^dp-t^y>f 

;i/-l, 3' -t:i^^U:^>-3-7'^ > 

M S (ESI, P0S.2OV) : 457 (M + H)*, 359, 276, 229 (M + 2H)** ; 

HPLC : A ; HPLC iSf^^P^ (^) : 3.16o 

Ifi 

mMm 11-0529 

N- (4-THf>'^>- 1 — i';i/tfi; ^^^>-2--f;i/) -i* - 

T-fe^;v) -1,3' -tft:^Ui^>-3-T^> 
M S(ESI, POS.20V) : 477 (M + H)*, 239 (M + 2H)^ ; 
HPLC lilffi : A ; HPLC ^^mm i'^) : 3.07o 

mum 1 1-0 5 3 0 

N- (4-T-if>'i>-l--f;i/tru^e^>-2->f;i/) -i' - 

^ MS (ESI, Pos^OV) : 493 (M + H)*, 359, 247 (M + 2H)^*, 135 ; 
HPLC : A ; HPLC (^) : 3.07o 

mmm 11-0531 

N- (4-T-if/i>-i— r;vt;u^$^>-2— -1* - [(2E) - 

2^ 3-7jt— ;i/rD/l-2-aiy-f -1, 3' -l^tf^U 3 -T^ 
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M S (ESI, P0S.2OV) : 489 (M + H)\ 359, 245 (M + 2H)^, 204 ; 
HPLC : A ; HPLC m^mm (^) : 3.I60 

IUfB«»J 1 1-05 3 2 

p. N- (4-T-if>'i>-i->f;i/if>;^$^>-2--r;i/) -l' -rntfrt^ 

M S (ESI, Pos^V) : 415 (M + H)*, 359, 276, 208 (M + 2H)^ ; 
HPLC m^:A; HPLC ^i^Np^ (^) : 2.94o 

m mmm 11-0533 

N- (4-T^f/i>-i--f;vtru^i^>-2— f;i/) -1* - (s^^^nr 
Dtr;i/3!j;i/?}?n;i/) -1, 3* -trtr^Ui^>-3-T^> 

M S (ESI, Pos^V) : 427 (M + H)*, 359, 276, 214 (M + 2H)^* ; 
HPLC 0H^:A; HPLC ^j^^^ (^) : 2.98o 

15 

Hili^^iJ 1 1-0 5 3 4 

N- (4-T4f>'i>-i— r;vtru^s^>-2-'r;i/) -i' - (2-^n 
D^>y-r;i/) -1, 3* -b:t:^us^>'-3-T^> 

M S (ESI, POS.20V) : 499, 497 (M + H)% 359, 249 (M + 2H)^* ; 
2Q HPLC : A ; HPLC UWmm i^) : 3.09o 

mmm 11-0535 

N- (4-T-if>'i>- 1— r;i/ifu ^i^>-2— r;i/) -i' - a^^u^ 
^t^)vij)i/7j^=.;v) -1, 3' -trtr^y$^>-3-T^> 

^ MS (ESI, P0S.2OV) : 469 (M + H)*, 359, 235 (M + 2H)2*, 111 ; 
HPLC mi^'.A; HPLC (^9-) : 3.16o 
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msm 1 1-0 53 6 

N- (4-T-if>'i>-l-'f;i/tf>;^^;^>-2->r;i/) -i* - (2-7d 

-1, 3* -\i\^^Vi^>-3-T^> 
5 MS (ESI, POS.20V) : 453 (M + H)*, 276, 227 (M + 2H)^* ; 
HPLC : A ; HPLC (^) : 3.OI0 

mm 1 1-0 5 3 7 

IP ;i/-i, 3' -litr^y t^>-3-T^> 

M S (ESI, P0S.2OV) : 443 (M + H)*, 359, 222(M + 2H)2* ; 
HPLC ^{-51^ : A ; HPLC U^nm (^) : 3.07o 

mm 1 1-0 5 3 8 
15 N- (4-T'if>'i>- i->f;vtru 5i?>-2-'f;v) -i' - {y:^^^ 
-1,3* -brtf^U^>-3-T^> 
M S (ESI, P0S.2OV) : 493 (M + H)*, 276, 247 (M + 2H)^ ; 
HPLC m^'.A'y HPLC fi^i^^^ (^) : 3.II0 

2p 1 1-0 5 3 9 

;i/-i, 3' -b:tf^ue^>-3-T^> 

M S (ESI, P0S.2OV) : 485 (M + H)*, 359, 243 (M + 2H)^* ; 
HPLC ^{^ : A ; HPLC (^) : 3.33o 

25 

m^m 11-0540 
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N- (4-THf.'1>-l-^;i/tU^$?>-2->f;V) -1' - (3-731 

-)vyu^iy^ )]/) -1,3' -\^\^^Vi^y-3-T^> 

M S (ESI, POS.20V) : 491 (M + H)+, 359, 246 (M + ZH)^* ; 
HPLC : A ; HPLC (^) : 3.16o 

5 

mmm 11-0541 

N- (4-T-i2f/i>- 1 -'f ;vbru ^$^>-2 --f -i* - [2- (b 
y 7;i/;tD^^;i/) ^>\;>r;i/] -1,3* -t:tr^u^>-3-T^> 

M S (ESI, P0S.2OV) : 531 (M + H)*, 266 (M + 2H)^* ; 
IQ HPLC : A ; HPLC ^i^^^ (^) : 3.14o 

m&m 1 1-0 5 4 2 

N- (4-T-lf/'^>- 1 --r;i/tfU ^i^>-2--f;i/) -1* - (2-:^7 

b-f;i/) -1, 3* -trtr^>;s^>-3-T^> 

^5 MS (ESI, P0S.2OV) : 513 (M + H)*, 359, 257 (M + 2Hf*, 155 ; 
HPLC ^ft^ : A ; HPLC ^i^^P^ (^) : 3.20o 

mmm 11-0543 

N- (4-THf>'1>- 1 --r;H:fU ^S;>-2--f;V) -1' - (5^3^>- 
2q 2-^ JVT-k^J]/) -1, 3* -h:t:'^U$^>-3-T^>' 
M S (ESI, POS.20V) : 483 (M + H)*, 276, 242 (M + 2H)^ ; 
HPLC ^fl^ : A ; HPLC iSi^^P^ (^) : 3.09o 

mmm 11-0544 

25 N- (4-7'-lf>''«>- 1— f;i/tfU ^S^>-2-^;V) -1* - (3, 3- 

i^y-^ji/^'^^^ji/) -1, 3* - trif^ 3 -T^> 
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M S (ESI, P0S.2OV) : 457 (M + H)*, 359, 229 (M + 2H)^ ; 
HPLC : A ; HPLC ^Wmm (^) : 3.12o 

mmm 11-0545 

^ N- (4-THf7l>-l->f;H^U^S^>-2-'f;i/) -1' - 

M S (ESI, Pos^V) : 493 (M + H)*, 359, 247 (M + 2H)^, 135 ; 
HPLC ^# : A ; HPLC ^Wmm (^) : 3.09o 

IP mmm 11-0546 

N- (4-T-if/i>- i-^;i/tru ^$^>-2--f;i/) -i* 
;i/^dp"t^>^-f -1, 3' -)^\f^Vi^>-3-T^> 

M S (ESI, P0S.2OV) : 485 (M + H)*, 359, 243 (M + 2H)2* ; 
HPLC : A ; HPLC m^mm (^) : 3.25o 

15 

mmm 11-0547 

:^D^>\/-r;i/) -1, 3* -trtf^ui;>-3-T^> 

M S (ESI, P0S.2OV) : 481 (M + H)^ 359, 241 (M + 2H)^*, 123 ; 
2Q HPLC ^ft^ : A ; HPLC ^^f^M (^) : 3.09o 

mmm 11-0543 

N- (4-T-if>''?>- 1 --r;i/t;u ^5^>-2--f;v) -1' - (3-^D 
n^>\;-f;i/) -1, 3* -b:br^'J$^>-3-r^> 
?5 MS (ESI, P0S.2OV) : 499, 497 (M + H)*, 359, 249 (M + 2H)^* ; 
HPLC ^f}^ : A ; HPLC ^^mm : 3.14o 



- (2-Ji^ 



- (3-7;i/ 
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mmm 11-0549 

N- i4-T-iiJ^>- ^i^>- 2—( )]/) -1* - (4-te 

r t-r^;v^>y'r;v) -i, 3* -\f\i^Vi^>-3-T^> 

5i MS (ESI, P0S.2OV) : 519 (M + H)*, 359, 260 (M + 2H)^* ; 
HPLC : A ; HPLC iSi^^f^ (^) : 3.31o 

||JIB«?IJ 1 1-0 5 5 0 

N- (4-T-tf>'l>-l-'1';H:^U^i?>-2--r;V) -1' - 

iQ 2— r;i/>b;v>i^-;v) -1,3' -trt:^';5^>-3-T^> 

M S (ESI, Pos^OV) : 469 (M + H)*, 359, 235 (M + 2H)^*, 111 ; 
HPLC ^fj^ : A ; HPLC ^it^^ (^) : 3.03o 

mmm 11-0551 

15 N- (4-T-lf/1>-l — r;i/lf'J ^i^>-2-^;i/) -1* - C(4-^D 
;v) 7'-fe5=-;v] -1, 3* -lfl^^U$^>-3-7^> 
M S (ESI, Pos^V) : 513, 511 (M + H)*, 256 (M + 2H)^* ; 
HPLC : A ; HPLC ^j^^H (^) : 3.20o 

2q ^fiSJ 1 1-0 5 5 2 

N- (4-THf>'i>- i-'r;nfu ^s^>-2--r;v) -l* - (3-;»?^ 
;i'r^$^y'f ;v) -1,3' -\^}^^Vi^>-3-T^> 

M S (ESI, POS.20V) : 443 (M + H)*, 359, 222 (M + 2H)^* ; 
HPLC : A ; HPLC ^i^^^ (^) : 3.07o 

mm 1 1-0 5 5 3 
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N- (4~T-if/i>- i—r;!/!:;'; 5s^>-2— f ;w) -1' - [4- (h 
Vy)\^:tti^^jv) ^>y-r;v] -1,3* -trvi^>jy>-3-T^> 

M S (ESI, POS.20V) : 531 (M + H)*, 266 (M + 2H)^ ; 
HPLC ^# : A ; HPLC ^i^l^^ (^) : 3.22o 

mmm 11-0554 

N- (4-T-i?>'i>- 1 -'f;i/t;'; ^i?>-2— f;i/) -1* -^>'J-()v 
-1, 3' -iftr^yi;>-3-T^> 

M S (ESI, P0S.2OV) : 463 (M + H)*, 359, 232 (M + 2H)^* ; 
^9 HPLCli^{^: A; HPLC^i^^P^ (^) : 3.05o 

msm 1 1-0 5 5 5 

N- (4-T"if/1>-l--r;H:fU ^S^>-2-'f;i/) -1* - (2-7;v 
:4-D^>\/'f;i/) -1, 3* -lil^^US^>-3-7'^>' 
1§ MS (ESI, POS.20V) : 481 (M + H)*, 359, 241 (M + 2H)^* ; 
HPLC : A ; HPLC UW^fS (^) : 3.05o 

mmm 11-0556 

N- (4-T-if>'1>- 1 -'1';H^'M5^>- 2-'f';i/) -1' - (S^7ac- 

2Q -1, 3' -bn^^»;-:^>-3-T^> 

M S (ESI, Pos^OV) : 553 (M + H)*, 359, 277 (M + 2Hf*, 167 ; 
HPLC : A ; HPLC U^mM (^) : 3.27o 

1 1-0 5 5 7 

p, N- (4-T^f/i>- i-'r;vtru ^t^>-2-'f;i/) -l* - (2-731 
ydpi^rn/iy^f;!/) -1, 3* -trtf^u^>-3-7^> 
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M S (ESI, P0S.2OV) : 507 (M + H)*, 254 (M + 2Hf*, 121 ; 
HPLC : A ; HPLC ^i^^F^ (^) : 3.14o 

mff&m 1 1-0 5 5 8 

;v^>^y'f;i/) -1, 3* -t:i^^Ui^>-3-T^> 

M S (ESI, P0S.2OV) : 457 (M + H)*, 359, 229 (M + 2H)^ ; 
HPLC : A ; HPLC U^mm i^) : 3.12o 

IQ 1 1-0 5 5 9 

N- (4-TH?>'^v- i->f;i/tr'M-;?>-2--r;v) -i* - 

T-fe^;!/) -1, 3* -tfVf^y ^^>-3-T$ > 
M S (ESI, P0S.2OV) : 431 (M + H)*, 359, 216 (M + 2H)2* ; 
HPLC : A ; HPLC ^^^^^ (^) : 2.90o 

15 

mmm 1 1 - o 5 e o 

4-3-C(4-TH2f>'1>-l->f;HfU ^S^>-2-'f 

-1, 3* -trtr^^ui^y-i* -'r;i/-4-:^:3rv:/^>'T— b 

M S (ESI, P0S.2OV) : 487 (M + H)*, 359, 244 (M + 2H)^*, 211 ; 
2Q HPLC 0k^ : A ; HPLC (^) : 3.02o 

mM^} 1 1 -0 5 6 1 

N- (4-T^f>'1>- 1 --f;i/i^u ^i^>-2-'f -i* - (3->>^7 
D^>^;i/7'D>'iy -1, 3' -}f\^^VP>-3-T^> 

25i MS (ESI, POS.20V) : 483 (M + H)+, 359, 242 (M + 2H)^* ; 
HPLC : A ; HPLC ^W^M (^) : 3.23o 
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mmm 11-0562 

N- (4-T-if/'?>-i--r;i'tru ^e^>-2-'f;i') -1* - (2-rn 
tr;i/^>^>'>r;i/) -1,3* -\f}^^v^>-3-TK> 

^ M S(ESI, Pos,20V) : 485 (M + H)*, 359, 243 (M + 2Hf* ; 
HPLC : A ; HPLC ^it^^ (^) : 3.27o 

mm 1 1-0 5 6 3 

5-3-[(4-T-if>'i>- 1 --f;vtru 5i^>-2--f;i/)T^y] 
;9 -1, 3* -t:if^Ui^>- 1* -^;v-5-;^-^v^>^yT— h 

M S(ESI, POS.20V) : 487 (M + H)*, 228 ; 

HPLC : A ; HPLC ^SJ^^P^ (^) : 3,01o 

1 1-0 5 64 

1^ N- (4-T-if>'^>- 1 -'r;i/t:u ^i^>-2->r;v) -i' - [(4-^5^0 

n^a:^:^^) T-l25^;V] -1, 3' -bTlf^U i^>- 3 -T^ > 
M S (ESI, Pos^V) : 529, 527 (M + H)*, 264 (M + 2H)^ ; 
HPLC : A ; HPLC ^j^Nf^ i^) : 3.22o 

2Q USS^J 1 1-0 5 6 6 

N- (4-7'-if/i>- 1 — f;i/t:u ^s?>-2->r;v) -i' - (s^^n^ 
-1, 3' -h:tr^Ui^>-3-7'^> 

M S (ESI, POS.20V) : 469 (M + H)*, 359, 235 (M + 2H)^*, 180 ; 
HPLC : A ; HPLC ^^mm : 3.14o 

Hiffi^^y 1 1-0 5 6 7 
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N- (4-rHf>'i>-i-'f;i/t;>;^s^>-2-'r;v) -i* 
>^;v*;i/>J^— ;v) -1,3* -trtr^>j^>-3-T^> 

M S (ESI, P0S.2OV) : 455 (M + H)*, 359, 228 (M + 2H)^* ; 
HPLC : A ; HPLC ^i^^F^ : 3.09o 

^0IJ 1 1-0 5 6 8 

N- (4-T-i?>'i>- 1 --f ;wtf»; ^i?>-2->r;v) -i* 
;t7;i/7j?-;i/) -1, 3* -t:t:^yy>-3-T^> 

M S (ESI, POS.20V) : 505 (M + H)*, 359, 147 ; 
\^ HPLC ^ft^ : A ; HPLC : 3.23o 

1 1-0 5 6 9 

N- (4-T-if>'i>- i-'i';n^u ^^:^>'-2-'r;i/) - 1* - [(3-^ h 

^t^y:x^=.)V) T-fe^;!/] -1,3' -lftf^y5^>-3-T^> 
IS MS (ESI, P0S.2OV) : 507 (M + H)*, 359, 254 (M + 2H)^\ 121 ; 
HPLC : A ; HPLC ^i^^F^ (^) : 3.09o 

mm 1 1-0 5 7 0 

3-3-[(4-THf.''^>- 1 — r;i/tfu ^s^>-2--r;v)T^y] 
2Q -1, 3' -\^\f^Vi^y- 1* -'r;i/-3-:^-dpV7°n/l>'7— h 
M S (ESI, POS.20V) : 473 (M + H)*, 276, 237 (M + 2H)^ ; 
HPLC : A ; HPLC ^i^^P^ (^) : 3.00o 

HJE^J 1 1-0 5 7 1 

2^ N- (4-T-tf>'^>- 1 --f ;vtf u ^s^>-2--r;i/) -1' - (4-rh 
^>>^>y>f;i/) -1,3* -trtr^us^>-3 -T^ > 
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M S (ESI, P0S.2OV) : 535 (M + H)*, 359, 177 ; 
HPLC 0ki^ : A ; HPLC ^i^^^ : 3.33o 

1 1-0 5 7 2 

5 N- (4-THf^'^>- 1— r;n:fU ^i^>-2->r;i/) -i* - [(^>e;;i/ 

T-fe^;!/] -1,3* -lfl^^>J$;>-3-T^> 
M S (ESI, P0S.2OV) : 507 (M + H)*, 417 ; 
HPLC Ifef^ : A ; HPLC (^) : 3.12o 

iq HJfi^iJ 1 1-0 5 7 3 

N- (4-T^f/i>- i--r;i/tfi; ^i?>-2--r;i/) -i* - (2-^?^ 
;i/r^y'f;i/) -i, 3' -t:tf^>;i^>-3 -t^ > 

M S (ESI, P0S.2OV) : 465 (M + Na)+, 443 (M + H)* ; 
HPLC : A I HPLC ^^^^ (^) : 3.05o 

mm 1 1-0 5 7 4 

N- (4-T"lf.'1>-l— f;Vtf'M5^>-2-'f;V) - 1' - [(4-p< b 

T-fe^;i/] -1,3* -b:i:f^'J^>-3-T^> 
M S (ESI, POS.20V) : 507 (M + H)+, 359, 254(M + 2H)^ ; 
?Q HPLC : A ; HPLC fi^lt^^ (^) : 3.11o 

msm 1 1-0 5 7 5 

5-3-[(4-T-l?/1>- l-'f;!/!:;'; ^$^>-2-'f;i/)T^>'] 

-1, 3* -trtr^y>^>-i* -'f;i/-5-:r^v^>^yT— b 

2? MS (ESI, POS.20V) : 501 (M + H)*, 228 ; 

HPLC : A ; HPLC ^i^^^ i^) : 3.07o 
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mmm 11-0576 

N- (4-7'-ifyi>-l-^;i/ifU^$;>-2-^;W -i* - (i^^uy 
-1,3* -trtr^';-i?>-3-T^ > 

Si MS (ESI, P0S.2OV) : 441 (M + H)*, 359, 221 (M + 2H)^* ; 
HPLC : A ; HPLC ^i^^^ (^) : 3.03o 

mmm 11-0577 

N- (4-T-if>'i>- 1 — r;n^'J ^i^>-2->f;v) -i' - (2-3^5=- 
iq ji^^'S^^^jv) -1, 3* -brtr-^uj^>-3-T^> 

M S (ESI, Pos^OV) : 457 (M + H)*, 359, 229 (M + 2H)^ ; 
HPLC mWiA; HPLC i^) : 3.12o 

HJfg^ 1 1-0 5 7 8 
15 N- (4-T-lf>''^>-l-^;i/l^U^$<?>-2— I";!/) -1* - [4- (h 
y 7;i/;rDp« h^>» ^>\;'f;i/] -1, 3* -trif^U 3 -T^ > 
M S (ESI, Pos^V) : 547 (M + H)*, 359, 274 (M + 2Hf* ; 
HPLC : A ; HPLC ^it^ia (^) : 3.25o 

20 Hiffi^?!! 1 1-0 5 7 9 

N- (4-T-l?>'i>'-l— r;i/i^U^^^>-2-'r;i/) -1' - 

-1, 3* i^y- 3 -T K> 

M S (ESI, POS.20V) : 437 (M + H)*, 359, 276 ; 
HPLC : A ; HPLC ^^mm : 2.96o 

25 

mmm 11-0580 
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M S (ESI, POS.20V) : 493 (M + H)*, 276, 247 (M + 2H)2* ; 
HPLC ^{^1^ : A ; HPLC ^t^f^m (^) : 3.22o 

5 

I 

mmm 1 1 - o 5 s i 

::^;i/7jx::::;i/) -1, 3' -t:if^>; i^V- 3 -T^ > 
M S (ESI, P0S.2OV) : 465 (M + H)\ 276, 233 (M + 2Hf* ; 
iq HPIjC Ifef^ : A ; HPLC (^) : 3.07o 

i 

mmm 11-0582 

;v) -1,3* -trtr^y i;>-3-T^> 

15 MS (ESI, P0S.2OV) : 465 (M + H)*, 359, 276, 233 (M + 2H)2* ; 
HPLC : A ; HPLC (^) : 3.05o 

mmm 1 1 - o 5 s 3 

N- i4-TM7i>- 1-^ ^i^>-2-^ )V) -1,3' -tTtr^ 

2Q U:^>-3-T^> 

M S (ESI, P0S.2OV) : 359 (M + H)*, 276 ; 

HPLC : A ; HPLC ^i^^r^ (^) : 2.83o 

mmm 11-0534 

p N- (4-THf/i>- l--f;i/tf y ^s^>-2— r;v) -1* - (:r^;vx 
-1,3* - trif^U 3 -7 ^ > 
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M S (ESI, P0S.2OV) : 479 (M + H)*, 276, 240 (M + 2Hf* ; 
HPLC ^# : A ; HPLC Ul^mm (^) : 3.12o 

mmm 1 1 - o 5 s 5 

;^;V7^;-;i/) -1, 3* -If tr^U 3 -T^ > 
M S (ESI, Pos^OV) : 499 (M + H)*, 276, 250 (M + 2H)^ ; 
HPLC 0k^:A; HPLC (^) : 3.14o 

19 IIM«?>J 1 1-0 5 8 6 

N- (4-TH2f/i>-i-> f;i/try ^i;>-2->f;v) -i' - [(4-^d 
D7ai-;i/) -1,3' -tfif^ue^>-3-T^> 

M S (ESI, P0S.2OV) : 535, 533 (M + H)*, 267 (M + 2H)2+ ; 
HPLC : A ; HPLC U^mm (^) : 3.23o 

mmm 1 1 - o 5 s 7 

N- (4-T-if>'1>-l--r;Hf U^^:^>-2— f;i/) -1* - [4- (b 
U7;V3r-D;><^;i/) 731— ;:^;i/7jx— i , 3* - t:t:^»; 3 - 

20 M S(ESI, Pos^V) : 567 (M + H)*, 284 (M + 2H)2+ ; 
HPLC 0ki'^ : A ; HPLC (^) : 331o 

msm 1 1-0 5 8 8 

N- (4-7^fyi>-i— <;i/t^i;^>:^>-2-'f;i/) -1* - C(4-pi b 

^ -1,3' - tTlf^U i^>- 3 -7 ^ > 

M S (ESI, P0S.2OV) ; 529 (M + H)*, 265 (M + 2Hf* ; 
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HPLC : A ; HPLC U-^mm : 3.18o 

mmm 11-0589 

N- (4-T-if>'i>-l->f;vtru^$^>--2--f;v) -i* - 
5 ;^;v7i%— ;v) -1,3* -bTl^^U 3 -T^ > 

M S (ESI, P0S.2OV) : 513 (M + H)*, 359, 257 (M + 2H)^* ; 
HPLC 0ki^ : A ; HPLC (^) : 3.18o 

mmm 11-0590 

N- (4-T-if>'l>'- 1 — (J)/\iV^P>-2-'i)]/) -1* - [(4-;><^ 

;i/3 -1,3' -t:tr^US^>- 3 -T^ > 

M S (ESI, P0S.2OV) : 513 (M + H)*, 276, 257 (M + 2H)2* ; 
HPLC : A ; HPLC ^i^^K i^) : 3.22o 

15 mmm 11-0591 

N- (4-T"i2V1>- l-'f;i/l^U ^^^^v-a—f;!^) -1* - [(3-^5=- 

M S (ESI, P0S.2OV) : 513 (M + H)*, 276, 257 (M + 2Hf* ; 
HPLC ^ft^ : A ; HPLC ^S^it^^ : 3.20o 

2fi 

1 1-0 5 9 2 

N- (4-T-if>'i>- 1 --r;i/tf'; ^e^>-2--r;v) -i' - C(2-p<^ 

-1,3' -tn^'^?.'; 3 -T^ > 
M S (ESI, POS.20V) : 513 (M + H)*, 276, 257 (M + 2H)^ ; 
25 HPLC mi'^ : A ; HPLC m^mm i^) : 3.20o 
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mm 1 1-0 5 9 3 

N- (4-T-if/^>- 1 --r;i/tru ^e^>-2-'i';i/) -i' - [4- (b 

5 MS (ESI, POS.20V) : 583 (M + H)*, 292 (M + 2Hf* ; 
HPLC ^# : A ; HPLC ^j^^^ i^) : 3.33o 



HJtg^ 1 1-0 5 9 4 

N- (4-T-if>'i>- 1 — r;i/t^u 5.s^>-2-^;v) -i' - C(4-:rh 
icj -1,3' -\^\f^0i^>-3-T^> 

M S (ESI, POS.20V) : 571 (M + H)*, 286 (M + 2H)^ ; 
HPLC : A ; HPLC U^V^M i^) : 3.42o 



mmm 11-0595 

15 N- (4-T-lf/1>- l->r;H^U ^$^>-2--r;v) -1* - [(4-te 
r t -1, 3' -\f\^^Vi^>-3 -T^ 

M S (ESI, P0S.2OV) : 555 (M + H)*, 278 (M + 2H)^ ; 
HPLC ^fl^ : A ; HPLC U^^M i'^) : 3.38o 

20 

1 1-0 5 9 6 

N- (4-T-lf>''?>- l-^;VtfU ^i^>-2--r;i/) -1* - [(4-^b 
P7j:— ;^;j/j}>— ;v] -1,3* -bTl^^U 3 -T^ > 
M S (ESI, POS.20V) : 544 (M + H)*, 272.5 (M + 2H)^ ; 
25 HPLC ^{4^ : A ; HPLC^i^^^ : 3.20o 
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msm 1 1-0 5 9 7 

4 - ( 3 - [( 4 -T-if/iv- 1 «; ^ 2 ->r ;v) T ^ ] - 1 , 

M S (ESI, POS.20V) : 524 (M + H)*, 262.5 (M + 2H)^ ; 
5 HPLC : A ; HPLC ^J^^^ (^) : 3.16o 

1 1-0 5 9 8 

N- (4-T-l?>^1>- l--f ^5?>-2->f -1* - (2-:^7 

;v) -l, 3* -t:i:f^u-:^>-3-T^> 

iq MS (ESI, P0S.2OV) : 549 (M + H)*, 275 (M + 2H)^* ; 
HPLC : A ; HPLC ^^^^^ (^) : 3.29o 

^«?IJ 1 1-0 5 9 9 

N- (4-T-if>'i>-i-'f;nf'; ^s?>-2-'r;v) -i* -^rvir^u 
15 ;i/-i, 4* -trt;^Ui^>-3-T^:^ 

M S (ESI, POS.20V) : 429 (M + H)*, 359 ; 

HPLC ^ : A ; HPLC Ui^m^ (^) : 2.98o 

mMm 11-0600 

2q N- (4-THf>''?>-i-'f;n^U ^^>-2--f;i/) -1* -:r5=-u;i/- 

1,4' -lflf^Ui^>-3-T5> 
M S (ESI, POS.20V) : 429 (M + H)*, 359, 193 ; 
HPLC : A ; HPLC ^i^^^ {^) : 2.96o 

25 mmm 1 1 - o e o i 

N- (4-T^f>'i>-i-'i';i/tru ^s?>-2-'i';i/) -i' - (3-^5=- 
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M S (ESI, POS.20V) : 477 (M + H)*, 359, 119 ; 
HPLC : A ; HPLC U^mm : 3.09o 

5 mmm 1 1 - o e o 2 

1, 4' -trtr^us^>-3-T^> 

M S (ESI, P0S.2OV) : 401 (M + H)*, 359, 276, 201 (M + 2H)^ ; 
HPLC : A ; HPLC UW^^ (^) : 2.87o 

IP 

. • • 

mmm 1 1 - o e o 3 

N- (4-T-lf>'1>- i--f;H:fU^s^>-2--r;i/) -1' - (4-7;i/ 

M S (ESI, P0S.2OV) : 481 (M + H)*, 359, 123 ; 
1^ HPLC : A ; HPLC U^WfM (^) : 3.05o 

mmm 1 1 - o e o 4 

N- (4-T^f>'1>- 1 --f ;i/tf y ^5^>-2-'f;V) -1' - (4-;?<^ 
;i/^>y'f;v) -1, 4* -tfl:^^Ui^>-3-T^> 
20 MS (ESL P0S.2OV) : 477 (M + H)*, 359, 119 ; 

HPLC : A ; HPLC ^j^^^ (^) : 3.07o 

ms^m 1 1-0 6 0 5 

N- (4-T'if>'t>-l-^;i/ifU^5^>-2-^;i/) -1' -'vr^y^ 

25 4* -brtf^Ui^y-3-T^> 

M S (ESI, POS.20V) : 471 (M + H)*, 236 (M + 2H)^*, 180 ; 
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HPLC ^ : A ; HPLC ^^mm (^) : 3.20o 
MMm 11-0606 

N- (4-T-€/i>'- 1 -^;vtrij ^^:;>-2-'f;v) -i» _ 

M S (ESI, POS.20V) : 493 (M + H)*, 359, 193, 135 ; 
HPLC 0ki^ : A ; HPLC ^^^^^ : S.OU 

mmm 1 1 - o 6 o 7 

ip N- (4-THf>'i>-i— r;n^'j^i^>-2-^;i/) -1* - 

-1, 4' -If tr^US^>-3-T^> 
M S (ESI, P0S.2OV) : 477 (M + H)*, 359, 193 ; 
HPLC ^# : A ; HPLC Ul^f^M : 3.05o 

;5 mmm 1 1 - o e o s 

N- {4-T^j^>-i — r;nf y ^i^>-2--r;v) - i' -^^^y^ 
;v-i, 4* -trtr^us^^-a-T^^ 

M S (ESI, POS.20V) : 457 (M + H)+, 359, 229 (M + 2H)^, 180 ; 
HPLC : A ; HPLC U^mm (^) : 3.11o 

IUB^Jll-0 6 0 9 

N- (4-T-lf>'i>- 1 — r;H^U ^i^>-2-^;i/) -1* - (731— ;i/ 

T-fe5^;i/) -1,4* -trif'^y^v-a-T^^ 

M S (ESI, POS.20V) : 477 (M + H)*, 359, 239 (M + 2H)^ ; 
25 HPLC ^:A; HPLC ^it^P^ (^) : 3.05o 
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mmm 1 1 - o e i o 

M S (ESI, POS.20V) : 493 (M + H)*, 359, 193, 135 ; 
5 HPLC 0kif^ : A ; HPLC ^j^^lS (^) : 3.03o 

mm 11-0611 

N- i4-T'^/^>-l-^)\/i:V^i^>-2-^;v) -1' - [(2E) - 

M S (ESI, Pos^V) : 977 (2M + H)*, 489 (M + H)*, 359 ; 
HPLC : A ; HPLC ^^^^P^ i-^) : 3.11o 

USE^IJ 11-0612 

4f N- (4-T^?>'i>- 1 -'f;nf'; ^$^>-2--f -1* -rDtr:t- 
;i/-i, 4' -tfif^»;i^>-3-T^> 

M S (ESI, POS.20V) : 415 (M + H)*, 359, 180 ; 
HPLC 0iW : A ; HPLC i^j^KpH (^) : 2.90o 

?Q HJS^J 11-0613 

N- (4-T-i?>'i>- i-'r;n^y ^5^>-2-^;i/) -i* - (i^^nr 
u\f)Vij)V7r.=i)v) -1, 4' -t:if^i;i^>-3-T^> 

M S (ESI, Pos^V) : 427 (M + H)*, 359 ; 

HPLC : A ; HPLC fi^j^^^ (^) : 2.94o 

mmm 1 1 - o e 1 4 
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U^>^J^JV) -1, 4* -t:if^Ui^>- 3-T5. > 
M S (ESI, POS.20V) : 499, 497 (M + H)*, 359, 249 (M + 2H)^* ; 
HPLC 0ki^ : A ; HPLC ^3^^^ (^) : 3.05o 

5 

msm 11-0615 

N- (4-T-if/i>-i-^;vtf';^s^>-2-'f;i/) -i* - i>>^u^ 

^i^)Vit3)l/:^=:-)V) -1, 4* -bTlf^U $^>- 3 -T^ > 

M S (ESI, POS.20V) : 469 (M + H)*, 359 ; 

HPLC : A ; HPLC ^j^NpK (^) : 3.11o 

mm 11-0616 

N- (4-T^f>'1>-l--1';i/lfU^i^>-2--r;V) -1' - (2-7D 

'f;v) -1,4* -If tr^'ji?>-3-T^> 

J5 MS (ESI, POS.20V) : 453 (M + H)*, 359, 227 (M + 2H)2+ ; 
HPLC : A ; HPLC U^mm i'^) : 2.96o 

^«?!) 11-0617 

N- (4-T-if>'^>- 1 -^;nfU 2--f -1' -^ViJ^y^ 

2Q ;i'-i, 4* -t:tr^us?>-3-T^> 

M S (ESI, POS.20V) : 443 (M + H)*, 359, 222 (M + 2H)^*, 193 ; 
HPLC mi'^ : A ; HPLC ^^}$^^ (^0-) : 3.03o 

mmm 1 1 - o 6 1 8 

:^ N- (4-T-i?/i>- 1 --f;i/tru ^i^>-2--r;i/) -i' - 

-1, 4* -trt:'^Ui^>-3-T^> 
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M S (ESI, P0S.2OV) : 493 (M + H)*, 443, 247 (M + 2Hf* ; 
HPLC ^fl^ : A ; HPLC (^) : 3.07o 

msm 11-0619 

5 N- (4-T^f/1>- 1— f;i/l^'J ^S^V-a-'f;!/) -l* -:*-^^>'-f 

M S (ESI, P0S.2OV) : 485 (M + H)*, 359, 243 (M + 2H)^ ; 
HPLC : A ; HPLC ^^^^^ (^) : 3.25o 

10 1 1-0 62 0 

N- (4-THf>'l>- 1— f ;i/trU ^i^>-2->r;i/) -1* - (3-731 

M S (ESI, Pos^V) : 491 (M + H)*, 359, 246 (M + 2Hf* ; 
HPLC : A ; HPLC ^^m^ (^) : 3.11o 

||J£«?!J 1 1 - 0 6 2 1 

N- (4-T'e/i>-i-'f;nf';^-:?>-2-'f;i/) -i* - [2- (h 
U7;i/:tD;><^;i/) ^>y-f;v] -i, 4* -t;tr^us^>-3-T^> 

M S (ESI, P0S.2OV) : 531 (M + H)*, 359, 266 (M + 2Hf* ; 
2q HPLC : A ; HPLC ^^mm (^) : 3.09o 

mmm 1 1 - o a 2 2 

N- (4-T-tf/'?>'-l-'f;i/l^U ^i^>-2-'f;i/) -1* - (2-:^7 
V^)]/) -1, 4* -trtr^U5^>-3-T^> 
25 MS (ESI, P0S.2OV) : 513 (M + H)*, 359, 155 ; 

HPLC : A ; HPLC ^it^^ i^) : 3.14o 
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mm 1 1-0 6 2 3 

N- (4-T-if>'i>- i--f ;i/tr'; ^s^>-2 — ov) -i* - (5=-3i>- 
2-'r;vT-fe^;i/) -1,4* -trtr^ut?>-3-T^> 

5 MS (ESI, POS.20V) : 483 (M + H)*, 242 (M + 2H)'^*, 193 ; 
HPLC : A ; HPLC ^it^F^ : 3.05o 

1 1-0 6 24 

N- (4-T-iiJi>-l-^)V\f^)^i^>-2-^)V) -1* - (3, 3- 

'f;!/) -i, 4' -b:tr^U5^i^-3-T^> 

M S (ESI, P0S.2OV) : 457 (M + H)*, 359, 180 ; 
HPLC ^# : A ; HPLC m^mm i'^) : 3.07o 

msm 1 1-0 6 2 5 
15 N- (4-T^f>'i>- 1 --r;n^u ^i^>-2->r;i/) -i* - (3-^h 

dp$x^>\/>r;v) -1, 4* -\i}f^Vi^>-3-T^> 
M S (ESI, POS.20V) : 493 (M + H)*, 359, 193, 135 ; 
HPLC : A ; HPLC ^jt^^ (^) : 3.05o 

2Q mtl&m 1 1-0 6 2 6 

N- (4-T-if/1>- 1 ^$^>-2-'f;i/) -l' - (2-j:5=- 

-f -1,4' -b:tr^Ui^>-3 -t^ > 

M S (ESI, P0S.2OV) : 485 (M + H)*, 359 ; 

HPLC 0ki^ : A ; HPLC ^i^l^^ (^) ; 3.2O0 

25 

mm 1 1-0 6 2 7 
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N- (4-T-g.'i>- 1 -^;vtru ^s^>-2--r;i/) -i' - (3-7;i/ 

M S (ESI, POS.20V) : 481 (M + H)*, 359, 241 (M + 2H)^*, 123 ; 
HPLC ISM^ : A ; HPLC ^5^^^ (^) : 3.05o 

5 

mmm 1 1 - o e 2 8 

N- (4-T-if/i>- i--f;vtru ^i^>-2~-f;v) -1* - 
n^>\/-f;v) -1, 4* -t:tr^';^>-3-T^> 

M S (ESI, P0S.2OV) : 499, 497 (M + H)*, 359, 249 (M + 2H)^*, 139 
HPLC ^fi^ : A ; HPLC ^J^^^ : 3.11o 

mmm 11-0629 

N- (4-T-if>'i>- 1 — r>>i/tru ^^:^>-2->r;i/) -i' - (4-te 
Tt-':f^)v^>^J^M -1, 4* -t:tr^';s;>-3-T^ V 

;5, MS (ESI, POS.20V) : 519 (M + H)*, 359, 161 ; 

i 

HPLC^#:A; HPLC (^) : 3.25o 

mmm 11-0530 

N- (4-T^f>'i>- i--r;vi^u ^e^>-2--r;i/) -i' - 
2Q 2 — r;v:*7;i/>K— ;v) -1, 4* -t:tf^Ui^>-3-T^> 

M S (ESI, P0S.2OV) : 469 (M + H)*, 359, 193 ; 
HPLC : A ; HPLC UW^m (^) : 3.01o 

mMm 11-0631 
^ N- (4-T-lf>'1>- 1 U 5i^>-2--f;v) -1' - Ii4-^U 
D7ain;V) T-fef^;!/] -1, 4' -Iftf^U 3 -T^ > 
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M S (ESI, P0S.2OV) : 513, 511 (M + H)*, 359, 256 (M + 2Hf* ; 
HPLC : A ; HPLC ^j^^P^ (^) : 3.14o 

mmm 1 1 - o e 3 2 
5 N- (4-T-i?>'^>- 1 --r;i/i^u ^s^>-2--r;i/) -i* - (3-^^ 
;vr^>''f -1, 4* -t:i^^>;5^>-3-T^> 

M S (ESI, P0S.2OV) : 443 (M + HO*, 359, 193 ; 
HPLC : A ; HPLC (^) : 3.01o 

IQ 1 1-0 6 3 3 

N- (4-T'ii^-^>-l-^J]/\fVKV>-2-^)\/) -1* - [4- 

vy}V:tu^^}v) ^>y-r;v] -i, 4' -trtf^Ui^>-3-T^> 

M S (ESI, P0S.2OV) : 531 (M + H)+, 266 (M + 2H)^* ; 
HPLC : A ; HPLC fi^i^^^ i^) : 3.18o 

mmm 1 1 - 0 e 3 4 

-1, 4' -tri^^';$^>-3-T5> 

M S (ESI, P0S.2OV) : 463 (M + H)*, 359, 193 
2q HPLC : A ; HPLC ^j^^^ (^) : 3.01o 

1 1-0 6 3 5 

N- i4-T-iiJ^y- 1 2-^ )V) -1* - (2->^;V 

:tU^>^J^)]/) -1,4* -lfl^^U5^>-3-T^> 
25 MS (ESI, POS.20V) : 481 (M + H)*, 359, 241 (M + 2H)2*, 193 ; 
HPLC ^ : A ; HPLC U^mm (^) : 3.01o 
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mm 1 1-0 6 3 6 

5 MS (ESI, POS.20V) ; 553 (M + H)*, 359, 277 (M + 2H)^*, 167 ; 
HPLC : A ; HPLC ^it^P^ (^) : 3.25o 

mmm 1 1 - o 6 3 7 

N- (4-T-if/i>- 1 ->r;n^>; ^i^>-2 -i* - (2-701 
;.q >^^i^:rD>'i>'>f ;v) -1, 4* -t:tr^i;i;>-3-T^> 

M S (ESI, P0S.2OV) : 507 (M + H)*, 359, 254 (M + 2H)^, 121 ; 
HPLC ^fl^ : A ; HPLC U^mM (^) : 3.11o 

mm 1 1-0 6 3 8 
15 N- (4-T-^>'t>-l— r;H^U^i^>-2— r;i/) -l' - (2-p<^ 
;v^>^y'f;i/) -1, 4* -\^\^^Vi^>-3-TK> 

M S (ESI, POS.20V) : 457 (M + H)*, 359 ; 

HPLC : A ; HPLC ^i^^^ (^9^) : 3.09o 

2Q mSm 1 1-0 6 3 9 

N- (4-THf/i>- i->f ;i/b:y ^$^>-2-'f;i/) -i' - (>^h^i^ 
T-fe^;v/) -1,4* -brt:^i;i?>-3-T^> 

M S (ESI, POS.20V) : 431 (M + H)% 359, 276, 216 (M + 2H)2+ ; 
HPLC : A ; HPLC ^i^^ll i^) : 2.87o 

25 

m^m 11-0640 
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-1, 4' -trtr^ue^>- 1' —f ;i/-4-;t^v>^^yT— b 

M S (ESI, POS.20V) : 487 (M + H)*, 244 (M + 2H)^*, 221 ; 
HPLC : A ; HPLC ^Jt^^ i^) : 3.00o 

5 

mmm 1 1 - o e 4 1 

N- (4-T-if>''?>- 1 — r;i/t^«; 5 2;>-2 ->r;v) -i' - is-i^^ 
u^y^}vyuj^j^ )]/) -1,4* -tfi^^«;$^>-3-T^> 

M S (ESI, P0S.2OV) : 483 (M + H)% 359, 242 (M + 2H)2* ; 
19 HPLC : A ; HPLC ^i^^^ (^) : 3.20o 

|IM«»J 1 1-0 642 

N- (4-T-tf/i>- i->f;i/tru ^$^>~2--r;v) ~i' - (2-rD 
tr;i'^>^>'-r;v) -i, 4' -iftr^u^>-3-T^> 

15 MS (ESI, P0S.2OV) : 485 (M + H)*, 359 ; 

HPLC 0ki^:A; HPLC mi^\^m i^) : 3.20o 

HSfi^ 1 1-0 6 43 

^5=-;!/ 5-3-[(4-T4?/t>- l--f ^i^>-2--r;WT^y] 
2Q -1,4' -t:i^^Ui?>- 1' — r;V-5-:^:3^V^>'^$'yT— h 
M S(ESI, P0S.2OV) : 487 (M + H)*, 228 ; 
HPLC 0kif¥ : A ; HPLC i^l^^^ (:^) : 2.96o 

IISE«?lJ 1 1-0 644 
25 N- (4-T-lf/'1>- l-'<;i/tfU §.^^>-2--r;i/) -l* - [(4-^D 
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M S (ESI, P0S.2OV) : 529, 527 (M + H)*, 264 (M + 2Hf* ; 
HPLC ^# : A ; HPLC «i^^F^ i^) : 3.16o 

mi&m 1 1-0646 
5 N- 1-^ JV\^V -1' - (i^^D^ 

>^)]/it3)\/7i^=-JV) -1, 4* -lfl^^U^>-3-T^> 
M S (ESI, P0S.2OV) : 455 (M + H)*, 359, 193 ; 
HPLC 0kf¥ : A ; HPLC (^) : 3.05o 

IQ mm 1 1-0 647 

N- (4-T-i?>'i>- 1— f;vtfU ^$^>-2-'i';i/) -1' - (>?i^^;i/ 
5(3;i/;}?-;i/) -1, 4' -ifif^U^:^>-3-T^> 

M S (ESI, P0S.2OV) : 505 (M + H)*, 359, 267, 147 ; 
HPLC : A ; HPLC ^J^^^ (^) : 3.14o 

mmm 1 1 - o e 4 s 

N- (4-T^f>'i>- 1— r;vtri;^>:^>-2->r;i/) -1* - [(3-^ h 

T-fe^;!/] -1,4' - hTtT^U 3 -T ^ > 

M S (ESI, P0S.2OV) : 507 (M + H)*, 359, 254 (M + 2H)^*, 180 ; 
2C| HPLC 0ki^ : A ; HPLC ^j^^^ (^) : 3.05* 

mmm 1 1 - o e 4 9 

3-3-[(4-T-if>'i>'- i--r;i/t:u ^$^>-2— f;i/)T^y] 
-1, 4* -t:tr^»j^>- 1 * — f;i/-3-:*-:^V7'D/^yT— h 

25 MS (ESI, P0S.2OV) : 473 (M + H)*, 359, 237 (M + 2H)^* ; 

I 

HPLC ^ffi : A J HPLC ^i^^^ (^) : 2.94o 
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mmm 1 1 - o e 5 o 

^2^^>y>f;v) -1,4* -brtr^ui^v-a-T^v 

5 MS (ESI, P0S.2OV) : 535 (M + H)*, 359, 177 ; 
HPLC : A ; HPLC ^i^^^ {^) : 3.27o 

mmm 1 1 - o e 5 1 

M S(ESI, P0S.2OV) : 507 (M + H)*, 417 ; 

HPLC mi^ : A ; HPLC ^it^F^ (^9-) : 3.09o 

mmm 1 1 - o e 5 2 
1^ N- (4-T-tf>'i>- i--i';i/tri;^i^>-2--r;i/) -i' - (2-^5^ 

; JVy^^^^J)/) -1, 4* -i:\^^Vi^>-3-T^> 
M S (ESI, P0S.2OV) : 443 (M + H)*, 359, 193 ; 
HPLC ^ : A ; HPLC ^i^lRflS W : S.OU 

39 mmm 1 1 - o e 5 3 

N- (4-T-if/'?>-i--r;n^u^s^>-2— -i' - [(4-^ h 

^iyyj^-jly) T-iz^jV] -1,4' -)^\f^Vi^>-3-T^y 
M S (ESI, P0S.2OV) : 507 (M + H)*, 359, 254 (M + 2Hf\ 121 ; 
HPLC Ifefti : A ; HPLC ^j^NfP^ (^) : 3.07o 

25 

Hm^J 1 1-0 6 54 
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-1,4' -l^tr^US^>- 1 ' --f;V-5-:t:5PV^>^y7'— h 
M S (ESI, Pos^V) : 501 (M + H)*, 251 (M + 2H)^*, 228 ; 
HPLC ^ffi : A ; HPLC ^j^^P^ : 3.01o 

5 

mMm 11-0655 

;v) -1,4* -t:tr^>;i^>- > 

M S (ESI, P0S.2OV) : 441 (M + H)*, 359, 193 ; 
iq HPLC ^ft^ : A ; HPLC m^mm (^) : 3.00o 

msi&m 1 1-0 6 5 6 

N- (4-T-tf>'1>- 1— r;i/t^U ^e^>-2-'f;i/) -1* - (2-31^ 

^vr^j^y-f;!/) -1, 4* -t:tr^us^>-3-T^> 

1^ MS (ESI, POS.20V) : 457 (M + H)*, 359 ; 

HPLC^# : A ; HPLC^i^Bt^ {^) : 3.05o 



mmm 1 1 - o e 5 7 

N- (4-T-if>'i>- i--r;i/t:'; ^s^>-2--f;i/) -i' - [4- (h 
2Q V7JV:tt2^ h^i^) ^>\^-(J]/l -1, 4* -bri^^ys^>-3-r^> 

M S (ESI, P0S.2OV) : 547 (M + H)*, 359, 189 ; 
HPLC : A ; HPLC m^mm (.^) : 3.22o 



HJg^J 1 1-0 6 5 8 

25 N- (4-T-if>'i>-i-'f;vt:';^e^>-2-'f;i/) -i' - i^^jv:^ 

-1, 4' -t:if^';^^'>-3-T^> 
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M S (ESI, Pos^V) : 437 (M + H)*, 276, 219 (M + 2Hf* ; 
HPLC : A ; HPLC ^j^^^ i^) : 2.92o 

mt^m 1 1-0 6 5 9 
4 N- (4-T-lf>'i>- 1 — ( )]/\fV ^i^>-2 — (JV) -1' - 
-1,4' -lit^^Ui?>-3-T^> 
M S (ESI, POS.20V) : 985 (2M + H)*, 493 (M + H)*, 247 (M + 2Hf* ; 
HPLC ^# : A ; HPLC fi^i^^K (^) : 3.20o 

IIJfl«?»l 1 1-0 6 6 0 

N- (4-T-e>'i>-i-'r;n^u ^e^^-a-'f;!/) -i' - (rnt^;i/ 

;^;Vp}s-;1/) -1,4' -bftr^U 3 -T^ > 

M S (ESI, POS.20V) : 929 (2M + H)*, 465 (M + H)*, 233 (M + 2H)^* ; 

HPLC lili^li : A ; HPLC ^1^^^ (^) : 3.05o 

llil£^?!ll 1-0 6 6 1 

N- (4-T^f>'i>- i--f;n^'; ^s^>-2--r;i/) - i* - (-fvrn 
-i, 4* -bri^^';$^>-3-T^> 

M S (ESI, P0S.2OV) : 929 (2M + H)\ 465 (M + H)+, 233 (M + 2H)^* ; 
2q HPLC : A ; HPLC : 3.01o 

I* 

mmm 1 1 - o a a 2 

N- (4-T-t?>'i>- i--r;nfu ^i^>-2 -'f -1,4' -trtf^ 
>;^>-3-T^> 

25 MS (ESI, P0S.2OV) : 359 (M + H)*, 276, 180 (M + 2H)^* ; 
HPLC 0ki^ : A ; HPLC UWmm : 2.83o 
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mmm 1 1 - o e e 3 

N- (4-T-if>'i>-i--f;i/i^>;^i^>-2--f;i/) -1* - 
-1, 4* -t:tr^>J^>-3-T^> 
^ MS (ESI, P0S.2OV) : 957 (2M + H)*, 479 (M + H)*, 240 (M + 2H)^* ; 
HPLC : A ; HPLC ^i^^^ (^) : 3.12o 

t 

Hiffi^ 1 1-0 6 6 4 

N- {4-T-iiJ^>-l-^))/lfV^i^>-2-^)]/) -1* - 
:^(| x;i/5i\n;i/) -1,4* -litr^U 3 -T^ > 

M S(ESI, POS.20V) : 997 (2M + H)*, 499 (M + H)*, 250 (M + 2Hf* ; 
HPLC : A ; HPLC ^^mm (^) : 3.12o 

mmm 1 1 - o 6 6 5 

M S(ESI, P0S.2OV) : 535, 533 (M + H)*, 267 (M + 2H)^ ; 
HPLC l^f^ : A ; HPLC ^I^^P^ : 3.22o 

2q ||Jfg«?IJ 1 1-06 6 6 

N- (4-T'^yi>-i-'f;vtru^$^>-2— -i* - [4- (h 
U:7;v:;tn^^;i/) ;v] ;v-i, 4' -brtr^'j 3 - 

M S(ESI, POS.20V) : 567 (M + H)*, 284 (M + 2H)^ ; 
2^ HPLC ^# : A ; HPLC ^i^^P^ : 3.29o 
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mMM 11-0667 

N- (4-T^f>'i>- l--f;vtfU ^i^>-2-^;v) -1* - [(4-p< h 

-1, 4* -trtf'^U i^>- 3 -T^ > 
M S (ESI, POS.20V) : 529 (M + H)*, 359, 265 (M + 2K0^* ; 
^ HPLC 0ki^:A; HPLC fi^i^^^ (^) : 3.16o 

HSfS^^lJ 1 1-0 6 6 8 

N- (4-THf>'i>- i--r;vtf>; ^s^>-2->r;i/) -i' - (^>s;;v 

:;^;V7}n-;1/) -1,4* - lilf^U 3 -T^ > 
Ijjj MS (ESI, POS.20V) : 513 (M + H)*, 359 ; 

HPLC : A ; HPLC ^^t^^ (^) : 3.14o 

mm 1 1-0 6 6 9 

N- (4-7Hf>'i>- 1— f;vtr'; ^-^>-2-> f;i/) -i' - [(4-^^ 
15 ;i/:7jin;v) -1,4' - tri^AU 3 -T^ > 

i 

M S (ESI, POS.20V) : 513 (M + H)*, 276, 257 (M + 2H)2+, 238 ; 
HPLC 0m: A; HPLC ^i^^fS (^) : 3.20o 

mmm 1 1 - o e ? o 

29 N- i4-T-\iJ^>- 1 — 2 --()]/) -1* - [(3-p<^ 
::^;i/7^— ;v] -1,4* -brtr^U 3 -T^ > 
M S (ESI, P0S.2OV) : 513 (M + H)*, 276, 257 (M + 2H)^+ ; 
HPLC : A ; HPLC (^) : 3.18o 

25. mmm 1 1 - o e 7 1 

N- (4-THfM>-l-'f;i/tfU^i;>-2— -l* - [(2-p{5=- 
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;^;vjf;r: ;v] -1,4* -\f\f^Vi^>-3-T^> 
M S (ESI, P0S.2OV) : 513 (M + H)*, 276, 257 (M + 2H)^*, 238 ; 
HPLC : A ; HPLC : 3.20o 

^ HJSfi^J 1 1-0 6 7 2 

N- ( 4 -T-lf 1 --f;H:f>; ^i^>-2 —f;i/) 
i;7;i/:tD^ h^i/) ;^;i/7rxr:;v- 1 , 4' 

M S (ESI, P0S.2OV) : 583 (M + H)*, 292 (M + 2H)^* ; 
l(j HPLC m^:A; HPLC (^S") : 3.33o 

mmm 1 1 - o e 7 3 

N- (4-T-if>'i>- 1 — r;n^i; ^-:^>-2--f ;v) 
:?^$^7ai-;v) x;i/3tNri;i/] -1, 4' -tflf^Ui^V 
1^ MS (ESI, P0S.2OV) : 571 (M + H)% 359, 286 (M + 2Hf* ; 
HPLC : A ; HPLC ^j^^^ (^) : 3.38o 

mmm 1 1 - o e 7 4 

N- (4-T-l?.'l>- 1 $i^>-2--f -1* - [(4-te 
2q r t ;v) ::^;i/7^-;i/] -1,4' - trtr^V 3 -T^ 

M S (ESI, P0S.2OV) : 555 (M + H)*, 278 (M + 2Hf* ; 
HPLC : A ; HPLC : 3.38o 

^ mmm 1 1 - o e 7 5 



-r - [4- (b 

-trK^Di?>-3 



-1* - [(4-:/h 

-3-T^> 
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D7jin;i/) -1,4* -trif^U5^>-3-T^> 

M S (ESI, P0S.2OV) : 544 (M + H)*, 292 ; 

HPLC : A ; HPLC (^) : 3.20o 

5 IIJfg«« 1 1-0 6 7 6 

4- (3-[(4-T-tf/1>- l->f;i/lfU ^i^>-2-'f;V) 7^^]- 1, 

4* -t:if^Ui^>- 1* — r;v;^;i/5i^-;i/) 

M S (ESI, Pos^V) : 524 (M + H)*, 262.5 (M + 2H)** ; 
HPLC : A ; HPLC Ul^mm (^) : 3.14o 

I? 

HM^ai 1 1-0 6 7 7 

N- (4-T^f>'i>- 1 --r;vtr>; ^$^>-2-'i';i/) -i* - 
-i, 4' -ift^^Ui^>-3-T^> 

M S (ESI, P0S.2OV) : 549 (M + H)*, 275 (M + 2H)^ ; 
HPLC : A ; HPLC (^) : 32.7o 

mm 1 1-0 6 7 8 

N- (4-T4?/'?>- 1— f;vi^u ^s^>-2--r;v) -1- (i—rvir 
^>;;n^^ue^>-3 — r;i/) T-if>'i>-3-T^> 

2(j MS (ESI, Pos^V) : 443 (M + H)*, 373, 290, 222(M + 2H)^ ; 
HPLC 0ki^ : A ; HPLC (^) : 3.03o 

mm 1 1-0 6 7 9 

2Si ;i/tr^Ui^>-3--f THf>'i>-3-T^> 

M S (ESI, POS.20V) : 443 (M + H)*, 290, 222(M + 2H)^* ; 
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HPLC 0ki^ : A ; HPLC U^mm (^) : 3.03o 

mmm 1 1 - o e s o 

N- (4-T-if>'i>-i-'f;i/try ^e^>-2— -i- [i- (3- 

M S (ESI, P0S.2OV) : 491 (M + 1^*, 373, 246 (M + 2H)2+, 119 ; 
HPLC ^ii^ : A ; HPLC (^) : 3.12o 

m^m 11-0681 

;(j 1- (i-T-fe^;i/if^Ui;>-3— f;i/) -n- (4-T^f/i>- l 

M S (ESI, POS.20V) : 415 (M + H)*, 373, 290, 208 (M + 2Hf* ; 
HPLC Ifef^t^ : A ; HPLC i^) : 2.92o 

1^ ll»J 1 1-0 6 8 2 

N- (4-T^f>'i>-i->f;i/tfi;^2^>-2— r;i/) -i- [i- (4- 

M S (ESI, P0S.2OV) : 495 (M + H)*, 373, 248 (M + 2H)^*, 130 ; 
HPLC 0ki^ : A ; HPLC Ut^mm (^) : 3.11o 

msm 1 1-0 6 8 3 

N- (4-T-lf.'N->- l-^;i/\^ij ^i^>-2->f;i/) -1- [1- (4- 

p<^;i/^>y-f;i/) tr^ij^^>-3--f;i/] T'tf/'?>-3-7^> 

M S (ESI, P0S.2OV) : 491 (M + 1^*, 373, 246 (M + 2H)^, 119 ; 
2^ HPLC ^i^^ : A ; HPLC Unmm ('$^) : 3.14o 
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mrnm 1 1 - o e s 4 

J -( ^>-' 3 )]/) T-€;1>-3-T^> 

MS(ESI,Pos.20V) : 485 (M + H)*, 290, 243 (M + 2H)^ ; 
S[ HPLC : A ; HPLC ^nmm (^) : 3.27o 

mmm 1 1 - o e s 5 

N- (4-T-if>'i>- 1 -'f;vtf u ^i^>-2-'r;v) -1- [i- (2- 

IQ MS (ESI, P0S.2OV) : 507 (M + H)*, 373, 254 (M + 2H)^*, 135 ; 
HPLC : A ; HPLC ^itl^^ (^) : 3.09o 

I 

11-0686 

N- (4-T^f>''«>'-i— r;vtru ^i^>-2--f;i/) -i- [i- (2- 

. M S (ESI, P0S.2OV) : 491 (M + H)\ 373, 246 (M + 2H)^*, 119 ; 
HPLC : A ; HPLC fi^it^^ (^) : 3.11o 

mmm 1 1 - o 6 s ? 

2(j N- (4-TH?/i>- i--f ;i/tr'; ^>:^>-2--r;i/) -i - (1-^^1^- 

;i/tf^Ui?>-3 — f;i/) T-lf/t>-3-T^> 
M S (ESI, P0S.2OV) : 471 (M + H)*, 373, 290, 236 (M + 2H)^* ; 
HPLC : A ; HPLC ^i^^^ (^) : 3.16o 

2^ mmm 1 1 - o e s s 

N- i4-T'\fJ^>-l-^)V\^V^i^>-2-'i)V) -1- [1- (yx. 
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M S (ESI, P0S.2OV) : 491 (M + H)*, 290, 246 (M + 2H)^* ; 
HPLC : A ; HPLC ^it^^ i^) : 3.12o 

m^m 11-0689 

N- (4-7-if>'i>- i-^;i/tfu ^$^>-2— r;i/) -i- [i- (4- 

M S (ESI, P0S.2OV) : 507 (M + H)*, 373, 254 (M + 2H)^*, 135 ; 
HPLC : A ; HPLC ^j^^P^ : 3.1U 

1 1-0 6 9 0 

N- (4-T-lf>'1>- l--f;Hf U ^S^>-2-'r;i/) -1-1- [(2E) 
- 3 -731— ;vrn/i- 2 -aiy ;i/3 br^U i?>- 3 — f ;VT^f>'i>- 3 

M S (ESI, POS.20V) : 503 (M + H)*, 373, 252 (M + 2H)2, 131 ; 
HPLC : A ; HPLC ^}#^^ (^) : 3.18o 

1 1-0 6 9 1 

N- i4-T-\i/^>-l--()\y\^^)^i^>-2—()V) -1- (1-rntf 

:t^;i/tr^US^>-3--f;v) t-i?>''^>-3-t^> 

M S (ESI, POS.20V) : 429 (M + H)*, 290, 215 (M + 2H)^* ; 
HPLC : A ; HPLC U^f^M : 2.98o 

mmm 1 1 - o 6 9 2 

N- (4-T-if/i>- 1 ->r;nfu ^i^>-2--r;i/) -1- [i- (e/^ 
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M S (ESI, P0S.2OV) : 441 (M + H)*, 373, 290, 221 (M + 2Hf* ; 
HPLC : A ; HPLC ^i^^^ (^) : 3.00o 

mm 1 1-0 6 9 3 

N- (4~THf>'i>-i — r;n^u ^S^>-2->f;i/) -l - [l - (2- 

M S (ESI, Pos^OV) : 513, 511 (M + H)*, 256 (M + 2H)^ ; 
HPLC 0ki^ : A ; HPLC ^3^^^ (^) : 3.11o 

mm 1 1-0 6 9 4 

N- (4-THf>'i>- 1 — f ;i/tru ^s^>-2->f;v) -i - [i- (s^^ 

M S (ESI, POS.20V) : 483 (M + H)*, 373, 242 (M + 2H)^*, 111 ; 
HPLC ^i^^ : A ; HPLC (^) : 3.16o 

mi&m 1 1-0 6 9 5 

N- (4-THf>'i>- i-'f;vtru ^^;?>-2— f;v) -l- [l- (2- 
7n-f;i/) i^^i;i^>-3 — r;v] T-i2f/^>-3-T^> 

M S (ESI, P0S.2OV) : 467 (M + H)*, 290, 234 (M + 21^^* ; 
HPLC 0k^ : A ; HPLC #itB#^ (^) : 3.01o 

mmm 1 1 - o a 9 e 

N- {4-T-\in>-i — r;n^u ^s^>-2--f;i/) -i- (l-^>^ 
y>f;i/tr^U2^>-3--f;i/) T4f>'i>-3-T^> 

M S (ESI, P0S.2OV) : 457 (M + H)% 290, 229 (M + 2H)^* ; 
HPLC : A ; HPLC ^^mm (^) : 3.11o 
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mmm 1 1 - o e 9 7 

N- (4-THf/'?>-l-^;i/tru^i^>-2-'f;i/) -1- [1- (yx. 

M S (ESI, P0S.2OV) : 507, (M + H)*, 457, 290, 254 (M + TSf^ ; 
HPLC HPLC (^) : 3.16o 

1 1-0 6 9 8 

N- (4-T-ifv'i>- 1 -'i';vtr'; ^^:^>-2 --r;W - i- (i-;t^^ 

M S (ESI, POS.20V) : 499 (M + H)+, 373, 250 (M + 2H)2* ; 
HPLC : A ; HPLC (^) : 3.36o 

HJS^ 1 1-0 6 9 9 

N- (4-T"if/'«>- 1 ->r;i/ifi; ^e;>-2 --f ;v) -i- [i- (3- 

M S(ESI, P0S.2OV) : 505 (M + H)*, 253 (M + 2H)^ ; 
HPLC : A ; HPLC Unmm (^) : 3.18o 

mmm 11-0700 

> 

M S(ESL P0S.2OV) : 545 (M + H)*, 273 (M + 2Hf* ; 
HPLC ^ft^ : A ; HPLC Ummm (^) : 3.18o 
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m^m 11-0701 

N- (4-T-i?>'i>- i-'f^vif i; ^^^?>-2— r;v) -i - [i - (2- 

M S (ESI, P0S.2OV) : 527 (M + H)*, 373, 264 (M + 2H)^*, 155 ; 
5 HPIX: : A ; HPLC fi^j^^^ (^) : 3.22o 

11-0702 

N- (4-THf>'i>- i-'f;vtru ^S^>-2-'f;V) -l - [l - (5^:^ 
>-2--r;vT-fe5^;i/) tr^u-:^>-3--f;v] T-if/i>-3-T^> 

IQ MS (ESI, Pos^V) : 497 (M + H)*, 290, 249 (M + 2H)^* ; 
HPLC : A ; HPLC ^Wl^^ (M : 3.11o 

1 1-0 7 0 3 

N- (4-THf>'1>- 1— r;Vt!U ^S^>-2— -1- [1- (3, 

i| 3-i:^p?5^;v>^t$'>'-f;i/) if^i;i^>-3->r;v] T-if>'i>-3-T^> 

MS (ESI, POS.20V) : 471 (M + H)*, 373, 236 (M + 2H)2* ; 
HPLC^{^ : A ; HPLC^!^^^ (,^) : 3.14o 

mMm 11-0704 
29 N- (4-T-g>'i>- 1— r;n^u ^-✓'>-2— r;i/) -i- d- (3- 

hdpi/^>\/>f;i/) l^^>J^>-3-'f;H T'lf>'1>'-3-T^> 
M S (ESI, P0S.2OV) : 507 (M + H)*, 373, 254 (M + 2H)^*, 135 ; 
HPLC^{^ : A ; HPLC^i^^^ (^) : 3.11o 

?^ nmm 11-0705 

N- (4-T-ifv''?>- 1 ^i^>-2— r;i/) -1- ci- (2- 
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M S (ESI, P0S.2OV) : 499 (M + H)*, 373, 250 (M + 2H)2* ; 
HPLC : A ; HPLC Unmm (^) : 3.29o 

f 1 1-0 7 0 6 

N- i4-T^J^>- 1 ^i^>- 2 )\^) -1- [1- (3- 

7;v:;rD^>y'f;i/) t:'^ys^>-3-'r;v] T-if>'i>'-3-T^> 

M S (ESI, P0S.2OV) : 495 (M + H)+, 290, 248 (M + 2H)^\ 206 ; 
HPLC : A ; HPLC ^i^^F^ (^) : 3.11o 

mxm 1 1-0 7 07 

N- (4-T'if/i>- 1 --r;i/i^'; ^$^>-2--f;v) -i- [i- (3- 

M S (ESI, POS.20V) : 513, 511 (M + H)*, 290, 256 (M + 2H)^* ; 
l| HPLC : A ; HPLC Ul^mM : 3.18o 

mi&m 1 1-0 7 08 

N- (4-T-e>'i>-i--r;veu ^->^>-2->r;v) -i- Ci- (4- 
t e r t -:r^;v^>\/-f if^Ui^>-3--f T-if/iy- 3 -t 

M S(ESI, P0S.2OV) : 533 (M + H)*, 373, 267 (M + 2H)^ ; 
HPLC ^ : A ; HPLC i^it^^ (^) : 3.34o 

m&M 1 1-0 7 09 

25 N- (4-T-if/i>-i-'f;i/tru^5^>-2— r;v) -i- [i- 

>-2-^)Vij)Vr^=^JV) l^^Ui^>-3->f;V] T'^^^y-3-T5.> 
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M S (ESI, P0S.2OV) : 483 (M + H)% 373, 242 (M + 2H)^, 111 ; 
HPLC : A ; HPLC (^) : 3.07o 

HJfi^ 11-0710 
^ N- (4-THf>'1>- 1 — f ;VtrU ^5^>-2 — f;V) -l-l- [(4-15^ 

M S (ESI, P0S.2OV) : 527, 525 (M + H)*, 263 (M + 2Hf* ; 
HPLC Ifef'l^ : A ; HPLC U^f^M (^) : 3.22o 

:f9 mim 11-0711 

N- (4-T-if>'i>- i-'r;n^u ^^>-2--f;i/) -i- [i- (3- 

tf^ue^>-3 — r;i/] T-if>'i>-3-T^> 

M S (ESI, POS.20V) : 457 (M + H)*, 373, 290, 229 (M + 2H)^* ; 
HPLC : A ; HPLC ^it^F^ (^) : 3.09o 

11-0712 

N- (4-T-i?>^^>-l— r;i/tfU^S^>-2->f;i/) - l-l-[4-(h 

2() M S(ESI, POS.20V) : 545 (M + H)*, 273 (M + 2H)2* ; 
HPLC 0ki^ : A ; HPLC UW^m (^) : 3.25o 

msm 11-0713 

N- (4-T-i?>'i>- i--f;i/i^y ^s^>-2--r;i/) -i- ii-^>^J 

M S (ESI, POS.20V) : 477 (M + H)*, 373, 239 (M + 2H)^* ; 
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HPLC : A ; HPLC ^j^^^ (^) : 3.07o 

m&m 11-0714 

N- (4-THf>''^>-i-'r;i/tru^i^>-2--r;i/) -i- [i- (2- 
^ 7;i/:^D^>y>f;i/) i^^Ui?>-3-'f;v] th?71>-3-t^> 

M S (ESI, P0S.2OV) : 495 (M + H)*, 290, 248 (M + 2H)2*, 206 ; 
HPLC : A ; HPLC ^j^^K (^) : 3.07o 

mmm 11-0715 

19 N- (4-T-i?>'i>- i-'f;vhru ^s^>-2--<;i/) -1- [i- O^y 

M S (ESI, P0S.2OV) : 567 (M + H)^ 373, 284, (M + 2Uf*, 167 ; 
HPLC : A ; HPLC ^it^^ : 331o 

1^ mmm 1 1 - o 7 i e 

N- (4-T-if>''?>- i--f;nfU ^e^>-2--f;v) -1- [1- (2- 

M S (ESI, P0S.2OV) : 521 (M + H)*, 261 (M + 2Hf* ; 
HPLC : A ; HPLC ^j^^^ (^) : 3.18o 

29 

^Jfi«?IJ 1 1 - 0 7 1 7 

N- (4-T^f>'i>- 1 --r;vtf'; ^e^>-2 --f ;v) -i- [i- (2- 

M S (ESI, P0S.2OV) : 471 (M + H)*, 373, 236 (M + 2H)^* ; 
2^ HPLC^# : A ; HPLC^Jt^^ (^) : 3.16o 
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mm,m 1 1 - o 7 1 s 

N- (4-THf>'i>- 1 -'f;i/tfu ^5^>-2— r;i/) -1- [i - (p< b 

M S (ESI, P0S.2OV) : 445 (M + H)*, 373, 290, 223 (M + 2H)^ ; 
^ HPLC : A ; HPLC ftlt^^ (^) : 2.92o 

mm 11-0719 

ai^;v 4- (3-3- [(4-THf>'i>-i-'f;vtru^s^v-2— f;i/) 

M S (ESI, POS.20V) : 501 (M + H)*, 251 (M + 2H)^*, 228 ; 
HPLC : A ; HPLC ^i^^^ (.^) : 3.05o 

mmm 11-0720 

1^ N- (4-T-if>''«v-i— f;i/tr'M$^>-2--r;i/) -i- [i- (3- 
> 

M S (ESI, P0S.2OV) : 497 (M + H)*, 373, 249 (M + 2H)^ ; 
HPLC : A ; HPLC (^) : 3.27o 

msm 1 1-0 7 2 1 

N- (4-T^f>''^>- 1 --i';vtri; 2 --f -i- [i- (2- 

M S (ESI, P0S.2OV) : 499 (M + H)*, 373, 250 (M + 2H)^ ; 
2^ HPLC : A ; HPLC : 3.29o 
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mm 1 1-0 7 2 2 

5- (3-3- [(4-T-if^i>- i--r;vtru ^s^>-2--f;v) 

T-h 

^ MS (ESI, POS.20V) : 501 (M + H)*, 235 ; 

HPLC : A ; HPLC (^) : 3.03o 

mMm 11-0723 

N- (4-T-lf/1>-l--r;Vt^U ^i^>-2-'f;V) -1-1- [(4-^ 

M S (ESI, POS.20V) : 543, 541 (M + H)*, 271 (M + 2H)^ ; 
HPLC 0ki^ : A ; HPLC ^i^^P^ i^) : 3.23o 

mmm 11-0725 

1^ N- (4-T-fevs>- 1 --f ;vifU ^i^>-2 — r;u) -1- [1- (^>^ 

n^>5^;i/T-fe5^;i/) lf^Ui^>-3-'f;V] 7'-lf/l>-3-T^> 
M S (ESI, P0S.2OV) : 483 (M + H)*, 373, 242 (M + 2H)^*, 111 ; 
HPLC ^# : A ; HPLC ^j^^r^ i^) : 3.20o 

29 mi^m 1 1-07 2 6 

N- (4-T-if>'i>- i-'f;i/t!U ^5^>-2--r;v) -i- Ci- 
u^>^;]/i3jV7fs=.)]/) t:^Ui^>-3--f;v] T^^'^y-s-T^y 

M S (ESI, P0S.2OV) : 469 (M + H)*, 373, 235 (M + 2H)2* ; 
HPLC 0ki^:A; HPLC : 3.12o 

1 1-0 7 2 7 
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N- (4-T-!f>'1>-l-'f;i/tfU^$^>-2->r;V) -l- [l- {>^i/ 

M S (ESI, P0S.2OV) : 519 (M + H)+, 373, 147 ; 
HPLC : A ; HPLC i^) : 3.25o 

1 1-0 7 2 8 

N- (4-THf>'i>- i-'r;vt;u ^i^>-2— f;i/) -1-1- [(3-p< 

M S (ESI, P0S.2OV) : 521 (M + H)*, 261 (M + 2Hf* ; 
;() HPLC : A ; HPLC fi^j^^^ i^) : 3.12o 

mmm 11-0729 

3- (3-3- 1(^4 -y'i£ji>-l-^)]/\fV^i^>- 2-^)1) 

1^ T— b 

M S (ESI, P0S.2OV) : 487 (M + H)\ 290, 244 (M + 2H)^* ; 
HPLC : A ; HPLC : 3.03o 

mmm 11-0730 

2q N- (4-THf>'i>-l-'f;i/try ^i^>-2— -1- [1- (4- 

yv^i^^>^J-<)\/) t:^u$^>-3 — f;v] T'^>'i>-3-t^> 

M S (ESI, P0S.2OV) : 549 (M + H)*, 373, 177 ; 
HPLC : A ; HPLC ^j^^^ : 3.34o 

^ mmm 11-0731 
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M S (ESI, P0S.2OV) : 521 (M + H)^ 431 ; 

HPLC : A ; HPLC ^i^^^ (^) : 3.16o 

^ 1 1-07 3 2 

N- (4-7''e/i>-i->f;n^u^i^>-2-'r;i/) -i- [i- (2- 

M S (ESI, P0S.2OV) : 457 (M + H)*, 373, 290, 229 (M + 2H)^ ; 
HPLC : A ; HPLC (^) : 3.09o 

i :■ 

mmm 11-0733 

N- (4-7'-if/-?>- l--r;H^U ^i^>-2->r;V) -1-1- [(4-^ 

M S (ESI, P0S.2OV) : 521 (M + H)\ 261 (M + 2H)^*, 121 ; 
1^ HPLC : A ; HPLC ^i^^f^ (^) : 3.11o 

1 1-0 7 34 

5- (3-3- [(4-THf>'i>- i--r;vtr'; ^s^>-2-'r;v) 

2q h 

M S (ESI, P0S.2OV) : 515 (M + H)*, 235 ; 

HPLC 0m- : A ; HPLC ^i^^P^ (^) : 3.09o 

1 1-0 7 3 5 

25 N- (4-T'lf>''?>- 1— r;Vl^'J ^5^>-2— f;i/) -1- [1- {->^ 
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M S (ESI, P0S.2OV) : 455 (M + H)*, 373, 290, 228 (M + 2Hf* ; 
HPLC : A ; HPLC U^mm (^) : 3.05o 

1 1-0 7 3 6 

^ N- (4-T-l?>'1>- l-'f ^$^>-2 — ()]/) -1- [1- (2- 

M S (ESI, P0S.2OV) : 471 (M + H)*, 373, 236 (M + 2Hf* ; 
HPLC ^j^fi : A ; HPLC ^1^^^ (^) : 3.14o 

19 mmmii-0 7 37 

N- (4-TH?>'1>-l — r;Vtfy ^^:^>-2-'f;i/) -l-l- [4- (h 

^> 

M S (ESI, P0S.2OV) : 561 (M + H)*, 373, 281 (M + 2Hf* ; 
1^ HPLC ^ff : A ; HPLC ^it^^ (^) : 3.27o 

mmmi 1-0733 

N- (4-T-tf>'^>- 1 U ^S^>-2->f -1- [1- (>i^ 
2q MS (ESI, Pos^V) : 451 (M + H)+, 373, 290, 226 (M + 2H)^* ; 

I 

HPLC : A ; HPLC ^it^^ (^) : 2.98o 

mmm 11-0739 

N- (4-TH?/i>- i->r;vtr»; ^i?>-2— f -1- [i - ('^y 
2^ if^u$^>-3->f;i/] THf>'i>-3-T^> 

M S (ESI, P0S.2OV) : 507 (M + H)*, 290, 254 (M + 2H)^* ; 
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HPLC : A ; HPLC U^m^ i^) : 3.25o 

m&m 1 1-07 40 

N- i4-T'^^^>-l-^)V}fV^i^>-2-^J]/) -1- [1- (rn 

M S (ESI, POS.20V) : 479 (M + H)*, 290, 240 (M + 2H)^* ; 
HPLC : A ; HPLC (^) : 3.09o 

mmm 11-0741 

N- (4-T-i2f>''?>- 1— f;vtru ^-;?>-2-'f;v) -1- [i- ('fv 

M S (ESI, P0S.2OV) : 479 (M + H)*, 290, 240 (M + 2H)^ ; 
HPLC : A ; HPLC ^j^Nf^ (^) : 3.07o 

1^ ll»J 1 1-0 7 4 2 

• N- (4-T-tf/i>- i--r;i/ifu ^i^>-2-w';i/) -i-t:^'Ji^>- 

M S (ESI, POS.20V) : 745 (2M + H)*, 373 (M + H)*, 290 ; 
HPLC : A ; HPLC {^) : 2.89o 

ms&m 1 1-0743 

N- (4-T-tf/i>- 1 --r;vi^i; ^s^>-2-'f -i- [i- 
;v>^;i/7^— ;w) if^Ui^>-3— r;i/] T-^f/^v-s -t^ > 

MS(ESI,Pos^V) : 493 (M + H)*, 290, 247 (M + 2H)^ ; 
2^ HPLC : A ; HPLC m^mm (^) : 3.16o 
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mmm 11-0744 

N- (4-T^f/"«>-l-'r;i/eU^$^>-2--f;v) -1- [1- (y^i 

M S (ESI, P0S.2OV) : 513 (M + H)*, 290, 257 (M + 2H)2+ ; 
HPLC : A ; HPLC ^J#Nf^ (^) : 3.18o 

mm 1 1-0 745 

N- i4-T^J^>-l-^ )]/\fVKi^>-2-^)]/) -1-1- [(4-^ 

M S (ESI, POS.20V) : 549, 547 (M + H)\ 274 (M + 2Hf* ; 
HPLC : A ; HPLC ^jf (^) : 3.27o 

mmm 11-0746 

N- (4-T-if>'i>-i--f;n^i; ^2^>-2-'f;v) -1- (i- [4- 

/'1>-3-T^> 

M S (ESI, P0S.2OV) : 581 (M + H)*, 291 (M + 2H)^ ; 
HPLC : A ; HPLC ^it^^ {^) : 3.33o 

mmm 11-0747 

N- (4-T-if>''?>- 1— ^i^>-2-^;i/) -1-1- [(4-;»< 

M S (ESI, P0S.2OV) : 543 (M + H)*, 272 (M + 2H)^ ; 
HPLC 0ki^ : A ; HPLC ^Wf^m (^) : 3.20o 

|IS(S0!l 1 1-0 7 48 
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N- i4-T-^^^>- 1 )V\fV 2-^ )]/) -1- [1- (^V 

M S (ESI, POS.20V) : 527 (M + H)*, 373, 264 (M + 2H)^* ; 
HPLC lilffi : A ; HPLC (^) : 3.20o 

mmm 11-0749 

N- (4-7'-e/i>- i->f;vtr»; ^s?>-2— -1-1- [(4-p< 

M S (ESI, P0S.2OV) : 527 (M + H)*, 290, 264 (M + 2H)^* ; 
HPLC ^ : A ; HPLX: ^i^l^P^ (^) : 3.21o 

1 1-0 7 5 0 

N- (4-THf>'1>- l-'f;H:fU ^-:^>-2— f;i/) -1-1- [(3-^ 

;;^;i/7tt::i;i/] li^Ui;>-3 — f ;VT-1?>'1>- 3 -T 5 > 
M S (ESI, P0S.2OV) : 527 (M + H)*, 290, 264 (M + 2H)^* ; 
HPLC ^# : A ; HPLC ('^) : 3.23o 

mmm 11-0751 

N- (4-T-tf>'1>- i--f;n^u ^S^>-2--f - 1 - 1- [(2-^ 

MS(ESI,Pos.20V) : 527(M + H)*,290,264(M + 2H)^ ; 
HPLC : A ; HPLC i^it^^ (^) : 3.22o 

mmmi 1-0752 

N- (4-THf>'i>- 1— f;vtr»MJ^>-2->f -1- (i - [4- 
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M S (ESI, P0S.2OV) : 597 (M + H)*, 299(M + 2H)2+ ; 
HPLC ^# : A ; HPLC U^f^^ {^) : 3.36o 

I mmm 11-0753 

N- (4-T-if>'i>-i— r;n^u^e^>-2--r;W -1-1- l(4-y 
h^i^y^izLji/) :^;i/7^^;v] Vf^u>:^>-3-— f;l/T•^2f>'■?>-3-T^> 
M S (ESI, P0S.2OV) : 585 (M + H)*, 293 (M + 2H)^ ; 
HPLC : A ; HPLC iSit^^ i-^) : 3.44o 

mi&m 1 1-0 7 54 

N- (4-T-^f/^°>- i-'f;i/tfi; ^5^>-2--r;v) -i-i - [(4-t 

1^ MS (ESI, POS.20V) : 569 (M + H)*, 285 (M + 2Hf* ; 
HPLC ^# : A ; HPLC ^i^^P^ i^) : 3.42o 

mmm 11-0755 

N- (4-T-lf>'1>- l--f ^i^>-2-'f ;V) -1-1- [(4-:=: 

2(^ bD73i— :^;i//Jn— i^^y^>-3-'f;i/T-t?/i>-3-T^> 

M S (ESI, P0S.2OV) : 558 (M + H)*, 279.5 (M + 2Hf* ; 
HPLC : A ; HPLC ^j^^^ : 3.25o 

HJfi^ll 1 1-0 7 5 6 

?^ 4- [(3-3- c(4-rHf>''«>-i— r;n^y ^$^>-2— f;i/) r^y] 
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M S (ESI, P0S.2OV) : 538 (M + H)*, 269^ (M + 2Hf* ; 
HPLC : A ; HPLC ^j^^P^ (^) : 3.20o 

HJfi^il 1 1-07 5 7 

^ N- (4-T-i?/'?>-i-'f;n^'j^i^>-2— r;v) -i- [i- (2- 

M S(ESI, P0S.2OV) : 563 (M + H)*, 282 (M + 2H)^ ; 
HPLC : A ; HPLC UmmM i^) : 3.31o 

;(j mmii-07 58 

5^u;vtr^';e^>-4--i';i/) T-if>'-?>-3-T^> 

M S (ESI, P0S.2OV) : 443 (M + H)*, 373 ; 
HPLC : A ; HPLC ^jtNp^ : 2.98o 

■■ mmii-07 59 

N- (4-THf/i>- 1 -'f;vt;u ^i?>'-2-'r;v) 

M S (ESI, P0S.2OV) : 443 (M + H)*, 373, 187 ; 
2(1 HPLC : A ; HPLC i^) : 3.00o 

mmm 1 1 - o 7 e o 

N- (4-THf/1>- l-^;i/l^y ^i^>-2-'f;i/) -1- [1- (3- 

2^ MS (ESI, P0S.2OV) : 491 (M + H)*, 373, 119 ; 

HPLC ^{i^ : A ; HPLC UW^M i^) : 3.09o 



-1- (1— f v:r 



-1- (1-:;^^'; 
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mmm 1 1 - o 7 e i 

1- ( 1 -7-fe^;nf^';i^>-4--f -n- (4-T-if>'i>- i --f 

M S (ESI, P0S.2OV) : 415 (M + H)*, 373, 290, 187 ; 
HPLC : A ; HPLC «Jt^P^ i^) : 2.89o 

mmm 11-0762 

N- (4-T^f>'^>-i->r;n^u^$^>-2-'f;w -1- [i- (4- 

M S (ESI, P0S.2OV) : 495 (M + H)*, 373, 123 ; 
HPLC : A ; HPLC : 3.07o 

mmm 1 1 - o 7 e 3 

N- (4-T-if>'"^>- l--f;Vtf'; ^i^>-2— f;i/) -1- [1- (4- 

i^^u^>-4--r;i'] T4f 3 

M S (ESI, P0S.2OV) : 491 (M + H)*, 373, 119 ; 
HPLC ^jf^ : A ; HPLC ^j^l^ra (^) : 3.09o 

HJte^^J 1 1-0 7 64 

N- (4-T-if/i>- 1-- r;i/tru ^i^>-2->f;i/) -i - (i-^vr^j^ 
y-f ;vtr^';i^>-4— f ;v) 7'-if>''^>-3-T^> 

M S (ESI, POS.20V) : 485 (M + H)*, 373, 243 (M + 2H)^*, 187 ; 
HPLC 0ki^ : A ; HPLC ^i^l^^ i^) : 3.22o 

1 1-0 7 6 5 
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N- (4-7-if/i>- 1 --f;i/tru ^^>-2->r;v) -i- ci- (2- 

M S (ESI, POS.20V) : 507 (M + H)*, 373, 135 ; 
HPLC 0ki^ : A ; HPLC ^J^^^ : 3.05o 

HJIg^fiJ 1 1-0 7 6 6 

N- (4-THf>^i>-i-'f;nf';^$^>-2-'r;v) -i- ci- (2- 

M S (ESI, P0S.2OV) : 981 (2M + H)*, 491 (M + H)+, 373, 119 ; 
;Q HPLC : A ; HPLC ^i^^^ (^) : 3.07o 

t 'i 

mmm 1 1 - o 7 6 7 

N- (4-T-if>'t>-i-'f';vtr';^$^>-2->f;i/) -1- (i-^^it 

|5 MS (ESI, P0S.2OV) : 471 (M + H)*, 373, 236 (M + 2H)^* ; 
HPLC : A ; HPLC ^^^^^ (^) : 3.12o 

mmm 11-0768 

N- (4-T-tf>''?>- 1 --f ;i/tf u ^e^>-2-^;v) -1- [i- (73: 
2Q — ;vT-fe^;i/) tr^u J?>-4--r;i/] T-if>'i>-3-T^> 

1;. 

M S(ESI, P0S.2OV) : 491 (M + H)*, 373, 246 (M + 2Hf* ; 
HPLC : A ; HPLC ^3^^^ (^) : 3.07o 

mum 1 1-0 7 69 

^ N- (4-T-<f>'i>- 1 --<;n^'; ^e^>-2-'f;v) -1- [1- (4- 
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M S (ESI, Pos^OV) : 507 (M + H)*, 373, 135 ; 
HPLC : A ; HPLC ^it^^ i^) : 3.05o 

mmm 11-0770 

N- (4-T-if/'?>- i-'f;i/tru ^$^>-2— r;i/) -1-1- [(2e) 
-3-7 ;vrD>'"?-2-3^y'f tr^'js^>-4--f ;i/T-if>'i>-3 

M S (ESI, P0S.2OV) : 503 (M + H)*, 373, 131 ; 
HPLC : A ; HPLC ^l^mM (^) : 3.14o 

mSm 1 1-0 7 7 1 

N- (4-THf/"^>-i--i';i/tr';^$^>-2-^;v) -i- (i-rnt: 

M S (ESI, POS.20V) : 429 (M + H)*, 373, 215 (M + 2H)^ ; 
HPLC : A ; HPLC (^) : 2.94o 

mrnm 11-0772 

N- (4-T-Jf>'i>- 1 — f;i/try ^i?>-2--r;i/) -1- Ci- (i^^ 

M S (ESI, P0S.2OV) : 441 (M + H)*, 373 ; 

HPLC ^ : A ; HPLC ^It^F^ (^) : 2.96o 

mmm 11-0773 

N- (4-T-t?>'1>- l-'f;i/l^y ^S^>-2--f -1- [1- (2- 
M S (ESI, P0S.2OV) : 513, 511 (M + H)*, 373, 256 (M + 2H)^*, 139 ; 
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HPLC fkWiA'y HPLC ^J^^^ (^) : 3.07o 

mmm 11-0774 

N- (4-T'i?>''?>-i— r;vb:u^s^>-2-'f;v) -1- [i- (i/^ 

M S (ESI, P0S.2OV) : 483 (M + H)*, 373 ; 

HPLC : A ; HPLC ^W^m (^) : 3.11o 

1 1-0 7 7 5 

^9 N- (4-T-gyi>- 1— f;i/tru ^s^>-2-'r;v) -i - [i - (2- 

M S (ESI, P0S.2OV) : 467 (M + H)*, 234 (M + 2H)2* ; 
HPLC ^# : A ; HPLC fi^i^^F^ (^) : 2.96o 

1^ USS^^J 1 1-0 7 7 6 

N- (4-r-if>''^>- 1 -'r;vtrij ^i^>-2--r;v) _i_ (i-^>^ 

M S (ESI, POS.20V) : 457 (M + H)*, 373, 187 ; 
HPLC : A ; HPLC Ul^mm (^) : 3.07o 

HJai^aj 1 1-0 7 7 7 

N- (4-T4f.'1>- 1 --f ;i/tfU ^i^>-2->r;V) -1- [1- 

M S(ESI, POS.20V) : 507 (M + H)*, 254 (M + 2H)^* ; 
25 HPLC 0ki^:A; HPLC (^) : 3.11o 
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1 1-07 7 8 

N- (4-T-if;"?>- i-'f;n^u ^s^>-2--r;v) -i- (i-:^^^ 

M S (ESI, POS.20V) : 499 (M + H)*, 373, 250 (M + ZH)^* ; 
5 HPLC : A ; HPLC (^) : 3.31o 

mmm 11-0779 

N- (4-T-if>'i>-i— f;n^u^i^>-2--f;v) -1- [1- (3- 

19 MS (ESI, P0S.2OV) : 505 (M + H)*, 373, 253 (M + 2Hf* ; 
HPLC ^ : A ; HPLC ^it^ia (tS-) : 3.14o 

mmm 1 1 - o 7 s o 

N- (4-T-lf/'?>-l-'f;H^U^5^>-2— f;i/) -1-1- [2 - (h 

IS »; 7;i/;rDp<^;V) ^>\/-r;V] }:f^Vi^>-4 — f;V7-if>'1>-3-T^ 

1 ■' 

M S (ESI, P0S.2OV) : 545 (M + H)*, 373, 273 (M + 2Hf* ; 
HPLC : A ; HPLC ^Wl^Wi (^) : 3.11o 

^ mmm 1 1 - o 7 s i 

N- (4-T-^f>'1>- 1 --f ;HfU ^S^>-2 

±yY^)v) i^^'j^>-4 — r;v] T-if/^^v 

M S (ESI, P0S.2OV) : 527 (M + H)*, 373, 155 ; 
HPLC : A ; HPLC i^) : 3.18o 

^«?y 1 1-0 7 8 2 



—r;!/) -1- [1- (2- 

-3-T^> 
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N- (4-T'ii^^>- 1-^ ^i^>-2 ->( )]/) -1- [1- (^ai 

M S (ESI, POS.20V) : 497 (M + H)*, 249 (M + 2H)^* ; 
HPLC : A ; HPLC fiSj^l^S i-^) : 3.05o 

5 

1 1-0 7 8 3 

N- (4-T'if>'i>-i-'r;i/if';^^^>-2-> f;i/) -i- ci- o, 

M S (ESI, POS.20V) : 471 (M + H)*, 373, 187 ; 
^ HPLC : A ; HPLC U.Wmm (^) : 3.09o 

mmm 1 1 - o ? s 4 

N- (4-THf>''^>-i--r;n^u^i^>-2— r;!/) -1- [i- (3- 

MS (ESI, P0S.2OV) : 507 (M + H)+, 373, 135 ; 
HPLC : A ; HPLC ^J^^K : 3.07o 

mmm 1 1 - o ? s 5 

N- (4-T'if/'?>- 1 --r;n^'>) ^i^>-2 --r;v) -1- [i- (2- 
20 tr^«;$^>-4 — f;i/] T-tf>'i>-3-T^> 

M S (ESI, P0S.2OV) : 499 (M + H)*, 373 ; 

HPLC 0ki^ : A ; HPLC ^j^^P^ i-^) : 3.22o 

||JE«»J 1 1-078 6 

Z5 N- (4-T-if/i>-i-'f;i/br';^$^>-2->f;v) -1- [1- C3- 
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M S (ESI, P0S.2OV) : 495 (M + H)*, 373, 248 (M + 2H)^, 123 ; 
HPLC M¥ : A ; HPLC ^it^^ : 3.07o 

IU(g^?!l 1 1-0 7 87 

N- (4-T-if/i>~ i->f;nfy ^$^>-2-— r;i/) -i - [i- (3- 

M S (ESI, Pos^V) : 513, 511 (M + H)*, 373, 256 (M + 2H)^ ; 
HPLC : A ; HPLC fi^i^l^^ : 3.12o 

mim 1 1-0 7 88 

N- (4-T-if/i>-l — f;vtr'J ^i^>-2 
t e r t -y^f-JV^y^J-f )V) lf^U^>-4 

M S (ESI, POS.20V) : 533 (M + H)*, 373, 161 ; 
HPLC : A ; HPLC Ui^mM : 3.27o 

11-0789 

N- (4-T-if.'i>- 1 — f;vbri; ^s^>-2--r;i/) -i - Ci- (^31 

M S (ESI, Pos^V) : 483 (M + H)*, 373, 111 ; 
HPLC : A ; HPLC ^i^l^^ (^) : 3.03o 

1 1-0 7 9 0 

N- (4-T^f>'i>- 1— r;i'tfU^-:^>-2— r;v) -i-i- [(4-^^ 

M S (ESI, P0S.2OV) : 527, 525 (M + H)*, 263 (M + 2H)2* ; 



— r;i/) - 1- [1- (4- 
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HPLC : A ; HPLC ^it^^ (^) : 3.18o 
1 1-0 7 9 1 

N- (4-T-l?>'l>- l-'r;i/lfU ^S^>-2-^;i/) -1- [1- (3- 

M S (ESI, POS.20V) : 457 (M + H)*, 373, 187 ; 
HPLC 0k^ : A ; HPLC ^j^^K (^) : 3.03o 

mmm 11-0792 
10 N- (4-T-i?>'i>- 1— r;i/i^u ^i?>-2— r;W -1-1- [4- (h 

M S (ESI, P0S.2OV) : 545 (M + H)*, 273 (M + TH)^* ; 
HPLC ^ : A ; HPLC ^it^^ (^) : 3.19o 

mmm 11-0793 

N- {4-T'^^^>-l-^)V\^VKi^>-2-^)V) -1- (l-^>\/ 

M S(ESI, Pos.2pV) : 477 (M + H)*, 373 ; 
2(1 HPLC 0kW : A ; HPLC (^) : 3.03o 

mmm 11-0794 

N- (4-T'lfyi>- 1— r;i/lfU ^i^>-2— f;i/) -1- [1- (2- 

:7;v:tD^>v^-r;i/) tr^u-:^>-4 — f;v] 7'-if/'i>-3-7$> 

2^ MS (ESI, P0S.2OV) : 495 (M + H)*, 373, 248 (M + 2l£f\ 123 ; 
HPLC : A ; HPLC ^3^^^ (^) : 3.05o 
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mmm 11-0795 

N- 1-^ J]/\fV Kt^>-2-^ J)/) -1- [1- ii^y 

^ MS (ESI, P0S.2OV) : 567 (M + H)*, 373, 284 (M + 2H)2*, 167 J 
HPLC : A ; HPLC ^j^^P^ : 3.27o 

||Jfli«?a 1 1-0 7 9 6 

N- (4-THf/i>- i-^;i/tr'; ^i^>-2-'f ;v) -i- [i- (2- 

I 'r 

M S (ESI, P0S.2OV) : 521 (M + H)*, 373, 261 (M + 2H)^, 121 ; 
HPLC : A ; HPLC iii^BtP^ (^) : 3.12o 

mmm 11-0797 

If N- (4-T-if>'i>-i->f;nf';^s^>-2— r;i/) -1- [i- (2- 

p(5^;V^>^y>f;i/) l^^Ui^>-4-'f;V] T'\iJ^>-3-T^> 

M S (ESI, P0S.2OV) : 471 (M + H)*, 373 ; 

HPLC : A ; HPLC (^) : 3.11o 

2(| mmm 11-0798 

N- (4-THf>'1>- l-^;i/trU ^5^>-2-'f;V) -1- [1- (p( b 

^>>T-fe^;i/) tf^us^>-4--r;v] T-if/i>-3-T^> 

M S (ESI, P0S.2OV) : 445 (M + H)*, 373, 290, 223 (M + 2H)^* ; 
HPLC : A ; HPLC ^i^^^ (^) : 2.90o 

25 

HJfg^J 1 1-0 7 9 9 
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3i^;v 4- (4-3- C(4-T-e.'i>-i-'r;vtry ^s;>-2— 

M S (ESI, POS.20V) : 501 (M + H)% 251 (M + 2H)^, 228 ; 
^ HPLC^f5ti:A; 

HPLC^j^^P^ (^) :3.01o 

msmi 1-0800 N- (4-T"i?>'i>- i->f;vtr>; ^S^>-2— f 
;v) -1- [1- (3-$^^n^>5^;i/:7°nyiy-f ;v) if^u-:^>-4 — r 
iq ;v] T-lf>''^>-3-7^> 

M S(ESI, POS.20V) : 497 (M + H)*, 373, 249 (M + 2H)^ ; 
HPLC : A ; HPLC ^3^^^ (^) : 3.22o 

1 1-0 80 1 

N- (4-T-if>''^>-i-'f;vtr'; 5i^>-2-'r;v) -i - [i - (2- 
:rni^;i/^>^y-f ;!/) i:f^»;s^>-4--f;i/] T-^f>''^>-3-T^ > 

M S (ESI, P0S.2OV) : 499 (M + H)*, 373 ; 

HPLC : A ; HPLC ^i^^^ (^) : 3.22o 

20 1 1-0802 

i 5- (4-3- C(4-T-if>'i>- 1 -'r;n^U ^s^>-2-'f;i/) 

M S (ESI, POS.20V) : 501 (M + H)*, 235 ; 
25 HPLC ^{^^ : A ; HPLC ^i^^r^ : 2.98o 
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mMM 11-0803 

N- i4-T^J^>-l-"iJV\fV^i^y-2--(J]/) -1-1- [(4-r57 

M S (ESI, POS.20V) : 543, 541 (M + H)*, 271 (M + 2Hf* ; 
^ HPLC Ifef!^ : A ; HPIX ^^^^^ i^) : 3.22o 

m&m 11-0805 

N- (4-THf>'i>- 1— r;i/iiU^i^>-2-'f;i/) -i- [i- ($/^ 

;p MS (ESI, Pos.20y) : 483 (M + H)*, 373, 242 (M + 2H)^*, 187 ; 
HPLC 0k^ : A ; HPLC (^) : 3.12o 

mmm 1 1 - o 8 o e 

N- (4-T-if>'i>-i— r;vtru^e^>-2— -i- [i- (->^ 

M S (ESI, P0S.2OV) : 469 (M + H)*, 373 ; 

HPLC : A ; HPLC ^It^^ : 3.07o 

^SS^WJ 1 1-0 8 0 7 
2p N- (4-T-if>''?>- 1 — r;H:^U ^i^>-2->f;V) -1- [1- (pi>> 

M S (ESI, POS.20V) : 519 (M + H)*, 373, 147 ; 
HPLC ^ : A ; HPLC (^) : 3.16o 

2$ mm 1 1-0 8 0 8 

N- (4-T-t?>'i>- i--r;vt^u ^s^>-2 — r;W -i-i- C(3-p< 
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M S (ESI, P0S.2OV) : 521 (M + H)+, 261 (M + 2Hf\ 121 ; 
HPLC : A ; HPLC ^i^^^ (^) : 3.09o 

^ ll»J 1 1-0 8 0 9 

3- (4-3- [(4-T-i?>'i>- l--i';nf»J ^^^>-2 — f;i/) 
T-e^'iv- 1 --f ;i/tr^ys^>- 1 — r;i/) -s-i^t^apvrn^iy 

M S (ESI, P0S.2OV) : 487 (M + H)*, 373, 244 (M + 2H)^* ; 
HPLC : A ; HPLC : 3.00o 

mmm 11-0810 

N- (4-THf>'1>- 1 -^;HfU ^$^>-2— f;V) -1- [1- (4- 

1^ MS (ESI, P0S.2OV) : 549 (M + H)*, 373, 177 ; 

HPLC 0ki^ : A ; HPLC {^) : 33U 

mmm 1 1 - o 8 1 1 

N- (4-THf-^'?>- 1 — r;i/i^u - i - 1- c(^>e^ 

M S (ESI, P0S.2OV) : 521 (M + H)*, 431 ; 

HPLC : A ; HPLC U^^^fM (^) : 3.12o 

mmm 1 1 - o s 1 2 

2^ N- (4-T'^J-^>-l-^)]/\fV^i^>-2--C)l) -1- [1- (2- 
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M S (ESI, P0S.2OV) : 457 (M + H)*, 373 ; 

HPLC : A ; HPLC i^) : 3.03o 

11-0813 

M S (ESI, P0S.2OV) : 521 (M + H)*, 373, 261 (M + 2Hf\ 121 ; 
HPLC : A ; HPLC fi^i^l^^ (^) : 3.09o 

|q mmm 1 1 - o s 1 4 

5- (4-3- [(4-T-if/i>- 1 — f;vt!';^2^>-2 — f;i/) 
T^y] T-ifv'iy-i — r;i/bf^Ui^>- 1 — r;v) -5-:t^v^>^y 

M S (ESI, P0S.2OV) : 515 (M + H)*, 235 ; 
1^ HPLC 0ki^ : A ; HPLC UWI^^ {^) : 3.05o 

msm 11-0815 

N- (4-THf>'i>- i--f;vt;i; ^s^>-2->r;v) -1- [i - (i^^ 

29 M S(ESI, P0S.2OV) : 455 (M + H)*, 373 ; 

HPLC : A ; HPLC fi^i^I^^ i^) : S.OU 

mmm 1 1 - o 8 i e 

N- (4-T-l2fv'1>-l->f;HfU^S^>-2-^';i/) -1- [1- (2- 
M S (ESI, POS.20V) : 471 (M + H)*, 373 ; 
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HPLC fk^ : A ; HPLC ^I^^F^ (^) : 3.09o 

mmm 1 1 - o 8 1 7 

N- i4-T^/^>-l-^)]/\fVKi^>-2-^)]^) -1-1- [4 -(h 

^> 

M S (ESI, P0S.2OV) : 561 (M + H)*, 373, 274 ; 
HPLC ; A ; HPLC ^I^Nr^ (^) : 3^2o 

msm 11-0818 

N- (4-T-if/i>- 1— f;vtri; ^^>-2-^;v) -i- [i- (^^ 

M S (ESI, POS.20V) : 901 (2M + H)*, 451(M + H)*, 226 (M + 2H)^* ; 
HPLC : A ; HPLC ^i^^^ (^) : 2.96o 

HJi^aj 11-0819 

N- (4-T-g/i>- i->f;vtru ^i^>-2--Y;i/) -i - [i - (^> 

M S (ESI, POS.20V) : 507 (M + H)*, 373, 254 (M + 2H)^* ; 
HPLC 0ki^ : A ; HPLC ^jf^^ (^) : 3.23o 

mmm 1 1 - o s 2 o 

N- (4-7'-if.'i>-l-'f;nfU5i^>-2--f;i/) -1- [1- (rn 

2^ MS (ESI, P0S.2OV) : 957 (2M + H)*, 479 (M + H)*, 240 (M + 2H)2* ; 
HPLC : A ; HPLC U.^mm : 3.07o 
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mmm 1 1 - o s 2 1 

N- (4-T-if>'1>- 1— f ;i/i:fU ^^:^>-2--f ;v) -1- [1- (-fV 

^ MS (ESI, P0S.2OV) : 957 (2M + H)*, 479 (M + H)*, 240 (M + 2H)^* ; 
HPLC : A ; HPLC ^i^^^ : 3.05o 

mi&m 1 1-0 8 2 2 

N- (4-T-if>'i>- i-'f;n^u ^^^>-2-'f;v) -i-t:^';^^>- 

M S(ESI, Pos^V) : 373 (M + H)+, 290, 187 (M + 2H)^ ; 
HPLC : A ; HPLC {^i^NpP^ i^) : 2.87o 

mS&m 1 1-0 8 2 3 

^ N- (4-T-if>'i>- i-'r;nf'; ^i^>-2-'r;v) -i - ci- 

M S (ESI, POS.20V) : 985 (2M + H)*, 493 (M + H)*, 247 (M + 2H)2+ ; 
HPLC : A ; HPLC ^^#1^^ (^S^) : 3.14o 

2^ mmm 1 1 - o 8 2 4 

N- (4-T-if>'i>- i--r;vbru ^i^>-2 — f;i/) -1- [i- (7^1 

M S (ESI, P0S.2OV) : 513 (M + H)*, 290, 257 (M + 2H)2* ; 
HPLC : A ; HPLC 1^^ (^) : 3.16o 

1 1-0 8 2 5 
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N- (4-T-1f^1>-l— f;i/t';^$^>-2-'f;v) -1-1- 1(4-^ 

M S (ESI, POS.20V) : 549, 547 (M + 1^*, 274 (M + 2H)^* ; 
HPLC : A ; HPLC ^i^^^ (^) : 3^7o 

||J(g«?!l 1 1-0 8 2 6 

N- (4-T-if>'i>- i-'f;vt:u ^-:^>-2— f;v) -l- (l- [4- 

l(j MS (ESI, P0S.2OV) : 581 (M + H)*, 291 (M + 2H)^* ; 
HPLC : A ; HPLC ^j^l^^ (^) : 3.33o 

1 1-0 8 2 7 

N- (4-T-if.'i>- i—f^vtfu ^$^>-2->r;v) -1-1- [(4-p< 

M S (ESI, POS.20V) : 543 (M + H)*, 373, 272 (M + 2Hf* ; 
HPLC : A ; HPLC UWmm (^) : 3.18o 

msm 1 1-0 8 2 8 

2)^ N- (4-T'if>'1>- i--f;n^u ^^>-2->r;i/) -1- [1- (^> 

;v) tr^us^>-4-'f;i/] T-if/i>-3-T^> 

M S (ESI, POS.20V) : 527 (M + H)\ 373 ; 

HPLC : A ; HPLC ^ i^) : 3.16o 

^, mmm 1 1 - o s 2 9 

N- (4-T-if>'i>- 1— f;vtr'; ^s^>-2-^;i/) -1-1- [(4-p« 
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:^;i/7iNn;i/] t;^Ui?>-4 — f J]/T-^J^>-3-TK> 
M S (ESI, P0S.2OV) : 527 (M + H)*, 264 (M + 2Hf* ; 
HPLC : A ; HPLC iSi^^K (tS*) : 3.22o 

mmm 1 1 - o 8 3 o 

N- (4-T-if>'i>- 1 — r;n^u ^s^>-2--r;v) -1-1- C(3-^ 

M S (ESI, P0S.2OV) : 527 (M + H)+, 264 (M + 2Hf* ; 
HPLC : A ; HPLC ^j^^^ : 3.22o 

1 1-083 1 

N- (4-T-tf>'i>- 1 ->f;i/t:u ^i^>-2-^;i/) -1-1- C(2-p( 

M S (ESI, P0S.2OV) : 527 (M + H)*, 290, 264 (M + 2H)2* ; 
HPLC ^ff^ : A ; HPLC UWV^^ : 3.20o 

1 1-083 2 

N- (4-T-i?>'i>- 1 -'f;i/tru ^i^>-2 — r;i/) -1- (i- [4- 

M S (ESI, P0S.2OV) : 597 (M + H)*, 299 (M + 2Hf* ; 
HPLC : A ; HPLC ^5^^^ (^) : 3.34o 

mS&m 1 1-0833 

N- (4-T-if>'i>- 1 --f ;i/tru ^i^>-2--i';i/) -1-1- [(4-^^ 
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M S (ESI, VOSJ20V) : 585 (M + H)*, 373, 293 (M + 2Hf* ; 
HPLC : A ; HPLC U^mm i^) : 3.42o 

IIM«»J H - 0 8 3 4 

^ N- (4-THf/i>-i-'f;i/tf';^i?>-2— -i-i- [(4-t 

M S (ESI, POS.20V) : 569 (M + H)*, 285 (M + 2H)^ ; 
HPLC : A ; HPLC ^3^^P^ : 3.42o 

mmm 1 1 - o s 3 5 

N- (4-T-^Ji>- l--(JV\fV Kt^>-2--()\/) -1-1- C(4-n 

M S (ESI, Pos^V) : 558 (M + H)*, 279.5 (M + 2H)^ ; 
15 HPLC 0ki^ : A ; . HPLC i^i^^^ (^) : 3.22o 

mmm 1 1 - o s 3 e 

4- [(4-3- [(4-T4?>'1>-l— f;i/lfU^e?>-2— f;i/) T^^] 

2Q MS (ESI, P0S.2OV) : 538 (M + H)*, 269.5 (M + 2H)2+ ; 
HPLC : A ; HPLC ^Jt^^ i^) : 3.16o 

1 1-0 8 3 7 

N- (4-T-if>'i>-l-'f;i/i^u^s^>-2-'f;i/) -1- [1- (2- 

M S (ESI, P0S.2OV) : 563 (M + H)\ 282 (M + 2H)^* ; 
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HPLC : A ; HPLC ^It^P^ (^) : 33U 

msm 1 1-0 838 

4 -T'\iJ^>- 1 -'f ;v-N- 1 - [( 1 1 H-trD~;v- 2 -'f 

MS(ESI,Pos.20V) : 341(M + H)*,248 ; 
HPLC : A ; HPLC U.^mm i'^) : 2.98o 

^iffi^J 1 1-0 8 3 9 

i^Q 4- (3- C(4-T-if/i>- ;n^u ^i^>-2 — r;v) T^y] T-lf 

l—f -1, 5-i?;><5^;V-2-7aiC:i;V-l, 

b K D - 3 H - tr^ ;V- 3 > 
M S(ESI, Pos. 20 V) : 895 (2M + H)*, 448 (M + H)*, 290, 201 ; 
HPLC : A ; HPLC UW^m (^) : 2.98o 

mmm 11-0340 

4-T-if>'i>-i — i';v-N- [1- (2-:7U;i/^5=-;i/) T-if^$^>-3 

M S (ESI, Pos. 20 V) : 328 (M + H)*, 193 ; 
2q HPLC : A ; HPLC ^1^^^ (^) : 2.94o 

mmm i 1-0341 

4-THf>'l>-l->f;i/-N-l- [(5-p<5^;i/-2-7U;i/) ;^5=-;v] T 

^f^s^>-3-'r;n^y ^$?>-2-T5> 

25 MS(ESI,Pos.20V) : 342(M + H)*,248 ; 

HPLC ^kn^ : A ; HPLC ^j^^F^ (^) : 3.00o 
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mmm 1 1 - o s 4 2 

[5- (3- C(4~T-tf/1>-l->f;H^'J ^i?>-2— f;V) T^y] T 

^ M S(ESI, Pos. 20 V) : 400 (M + H)*, 290, 193 ; 
HPLC : A ; HPLC ^i^^^ (^) : 2.94o 

11-0843 

[5- (3- [(4-T-l2f>'1>- 1 --f ;Vt^iJ 2-'r;i/) T^y] T 

Hf^^-i^y-i — r;i/p«^;i/) -2-7U;i/] ;i/ 

MS (ESI, Pos. 20 V) : 358 (M + H)*, 248 ; 
HPLC 0k¥^ : A ; HPLC UW^f^ (.^) : 2.83o 

HJS^O 1 1-0844 

1^ 4-T-if>'i>- i-'r;v-N- 1- [(2E) -3- (2-7u;v) rn/i- 

2-Ji— T-if5^i^>'-3--r;H^U ^i^>-2-T^> 

MS (ESI, Pos. 20 V) : 354 (M + H)*; 

HPLC : A ; HPLC (iS-) : 3.00o 

7X\ mm 1 1-0 84 5 

4-T-if>'i>- l--f;i/-N- (1 -^>s^;i/T-if5=-$^>-3-'f ;i/) tfU 

^i^>-2-T^> 

M S (ESI, Pos. 20 V) : 338 (M + H)*, 290, 248, 193 ; 
HPLC : A ; HPLC ^I^I^S (^) : 3.01o 

25 

» 

mmm 1 1 - o 8 4 e 
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-3— f;v] tru^^>-2-T^> 

M S(ESI, Pos. 20 V) : 368 (M + H)*, 248, 193 ; 
HPLC ^ : A ; HPLC i^) : 3.00o 

mm 1 1-0 847 

4-T^f/i>-i — r;i/-N- [1- (2, b^^s^'^v-^;!/) THf 

M S (ESI, Pos. 20 V) : 795 (2M + H)*, 398 (M + H)*, 248 ; 
10 HPLC : A ; HPLC (^) : 3.01o 

i 

mMM 11-0848 

4-T'\i^^>-l — r;i/-N- [1- (2, 4-i^p< b^>>^>i^;i/) T-a 
^i?>-3-'f;i/] IfU ^-^>-2-T^> 
1^ MS (ESI, Pos. 20 V) : 795 (2M + H)*, 398 (M + H)*, 151 ; 
HPLC ^ff^ : A ; HPLC ^it^^ (0) : 3.03o 

mmm 1 1 - o 8 4 9 

4-T-lf/-?>- 1 -^;i/-N- [1- (2, 4, h^S/^VS;';!/) 
2(j T-lf^i^>-3 — f;i/] I^U ^i?>-2-T^> 
M S (ESI, Pos. 20 V) : 855 (2M + H)*, 428 (M + H)+ ; 
HPLC : A ; HPLC ^W^M {^) : 3.07o 

HiSfS^^J 1 1-0 8 5 0 
25 4-T-if/1>- 1-W';V-N- [1- (2, 5-$^^ hdp$^^>*?;i/) 

5=-i^>-3-'r;i/] tf ^^;^>-2-T^> 
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M S (ESI, Pos. 20 V) : 795 (2M + H)*, 398 (M + H)*, 248 ; 
HPLC §k¥F : A ; HPLC ^it^F^ (^) : 3.01o 

mMm 11-0851 

^ [2- (3- C(4-rHf>'i>-i->f;i/tru^s^>'-2— f;i/) T^y] t 

M S(ESI, Pos. 20 V) : 412 (M + H)*, 290, 193 ; 
HPLC §k¥f- : A ; HPLC ^Wmm (^) : 2.94o 

4q llli^?y 1 1-0 8 5 2 

4-T-if>'i>-l — f;v-N-l- [2- U:7;v;^-D^^;v) ^>5^;v3 

M S(ESI, Pos. 20 V) : 406 (M + H)* ; 

HPLC : A ; HPLC : 3.11o 

^^?|J 1 1-0 8 5 3 

4-THfylV-l — r;V-N- [1- (2 -p<5=-;V^>s;;V) 
3— r;v] tf U ^$^>-2-7^^> 
M S (ESI, Pos. 20 V) : 352 (M + H)*, 276, 193 ; 
?() HPLC 0ki^ : A ; HPLC i^) : 3.01o 

1 1-0 8 5 4 

3- (3- C(4-T-feVl>- 1— f^l/l^U ^i^>-2— r;i/) T-a 
1 — (JV^'^JV) h 
2^ MS (ESI, Pos. 20 V) : 363 (M + H)*, 290, 193 ; 
HPLC : A ; HPLC ^i^^f^ (^) : 3.00o 



490 



wo 2004/052862 



PCT/JP2003/015718 



mm 1 1-085 5 

4-TM^^>-l--C)]/-N- [1- (3-7;V:^n^>5;;i/) THf5^i^> 

5 MS(ESI,Pos.20V) : 356 (M + H)*, 290, 193 ; 
HPLC : A ; HPLC U^mm i^) : 3.00o 

mmm 1 1 - o s 5 e 

' I. 

M S(ESI, Pos. 20 V) : 771 (2M + H)\ 386 (M + H)+, 248 ; 
HPLC : A ; HPLC U^mm (^) : 3.05o 

mmm 1 1 - o s 5 ? 

1^ 4-T-i?>'1>- 1 -'r;i/-N- [1- (3-yai>^^t/^>i^)V) T^^i? 
>-3-'l';i/] If U ^i^>-2-T^> 
M S(ESI, Pos. 20 V) : 859 (2M + H)*, 430 (M + H)*, 183 ; 
HPLC : A ; HPLC : 3.27o 

^ mm 1 1-0 8 5 8 

4-T^f/1>- l--f ;v-N- [1- (3-p< T'^^^i;^ 

-3-'f;i/] %i^>-2-T%> 

MS (ESI, Pos. 20 V) : 368 (M + H)* ; 

HPLC : A ; HPLC ^Wmm i^) : 3.05o 

25 

1 1-0 8 5 9 
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4-THf;l>-l— r;V~N- [1- (3, 4-$^^ T-if 

M S (ESI, Pos. 20 V) : 795 (2M + H)% 398 (M + H)+, 248, 193 ; 
HPLC : A ; HPLC (^) : 3.00o 

0U6i«?!l 1 1-0 8 6 0 

4-T't?>'1>-l-'f;V-N- [1- (3, 4, h^i'^>i^;V) 

M S (ESI, Pos. 20 V) : 855 (2M + H)*, 428 (M + H)*, 181 ; 
;(| HPLC : A ; HPLC ^t^^^ C;^) : 3.03o 

mmm 1 1 - o s e i 

4-THf>'l>-l — r;i/-N-l-C4- i^>i^)V:t^i^) -3-;»(b^ 
>>^>$^;V] T-t?^i?>-3 — r;i/brU ^i?>-2-T^> 
^^ MS (ESI, Pos. 20 V) : 947 (2M + H)*, 474 (M + H)*, 248 ; 
HPLC ^# : A ; HPLC (0) : 3.27e 

mum 1 1-08 6 2 

4-r-if>'-^>- 1 -'f ;i/-N- 1 - [3 - (^>^;i/;r=¥e/) t 
20 -if^s^>-3 — r;n^y ^-^>-2-T^> 

M S (ESI, Pos. 20 V) : 887 (2M + H)*, 444 (M + H)*, 197 ; 
HPLC : A ; HPLC U^f^^ (^) : 3.23o 

m&m 1 1-08 63 

P( 3- (3- [(4-THf^1>- 1 --r;!/!^'; ^S^>-2— T^y] THf 
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MS(ESI,Pos.20V) : 354 (M + H)*, 290, 193 ; 
HPLC : A ; HPLC ^J^^^ i^) : 2.94o 

mmm 1 1 - o s e 4 

5- (3- L(4-T'^^^>- 1 Ki^>- 2 )]/) TK^l T'H 

M S (ESI, Pos. 20 V) : 384 (M + H)*, 290, 248, 137 ; 
HPLC 0kn- : A ; HPLC iSlt^K (^) : 2.90o 

mmm 1 1 - o s e 5 

4-7'H?>'i>- l-'f;i/-N- 1- [3- U7;v:4-n^^;i/) 

M S(ESI, Pos. 20 V) : 406 (M + H)* ; 

HPLC ^i^^ : A ; HPLC fi^it^^ (^) : 3.16o 

mm 1 1-0 8 6 6 

4-TH?>'i>- 1 --r;v-N- [1- (3-^5^;i/^>i^;i/) 

3- -r;i/] tru 5s^>-2-7'^> 

M S(ESI, Pos. 20 V) : 352 (M + H)*, 248 ; 
HPLC : A ; HPLC ^it^^ i^) : 3.07o 

m&m 1 1-0 8 6 7 

4- (3- C(4-T-i2f/'?>- 1— f;n^y ^$^>-2-'f;i/) r^y] r-if 
^-:^>- 1— f;i/^^;i/) 

M S (ESI, Pos. 20 V) : 363 (M + H)*, 290, 193 ; 
HPLC : A ; HPLC U^mM (^) : 2.96o 
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1 1-0 8 6 8 

-3->f;i/] try ^i?>-2-r^> 

^ MS(ESI,Pos.20V) : 356(M + H)*,263 ; 

HPLC : A ; HPLC ^i^^F^ (^) : 3.03o 

11-0869 

N- [4- (3- 1(4-T'iin>-1 — f U ^ 2 --f T^^] 

M S (ESI, Pos. 20 V) : 789 (2M + H)*, 395 (M + H)*, 193 ; 
HPLC : A ; HPLC iSi^^P^ (:^) : 2.89o 



1 1-0870 

4-T-if>^i>- 1 — r;v-N- 1 - [4- t 

Hf^i^>-3-'f;i/l^U ^$^>-2-T^> 
M S (ESI, Pos. 20 V) : 381 (M + H)*, 248, 191 (M + 2H)^, 134 ; 
HPLC : A ; HPLC ^}$^^ (^) : 2.89o 



^ mmm 1 1 - o 8 7 1 

4-THf/1>- l-^;i/-N- 1- [4- T 

3--i';i/t^iJ * i^>-2-T^> 
MS (ESI, Pos. 20 V) : 817(2M + H)*,409(M + H)*,205(M + 2H)^ ; 
HPLC : A ; HPLC ^Jt^ffl (^) : 2.85o 

mmm 11-0372 
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MS(BSI,Pos.20V) : 859(2M + H)*,430(M + H)*,248 ; 
HPLC 0kW : A ; HPLC ffij^l^^ (^) : 3.27o 

HJfgM 1 1-0 8 7 3 

4-T'^f/1>- 1 — f;i/-N- [1- (4-p< h:^->^>>>>;V) T^f^i^> 

-3 — r;w] tru ^$^>-2-T^> 

MS(ESI,Pos.20V) : 368(M + H)*,248 ; 
;0| HPLC : A ; HPLC UW^m (^) : 3.03o 

HJEM 1 1-0 8 7 4 

4-T^f>'t>- 1 -■I';i/-N- 1- [4- t 

1^ M S(ESI,Pos. 20 V) : 887 (2M + H)*, 444 (M + H)^ 248 ; 
' HPLC : A ; HPLC ^i^^^ : 3.29o 

msm 1 1-0 8 7 5 

4-T-if>'i>- 1 --f ;v-N- [1- (iH-'f ;^-2-'r;M5=- 
2q T"lf^i^>-3— f;i/] IfU ^i?>-2-T^> 
M S(ESI, Pos. 20 V) : 328 (M + H)*, 248, 164.5 (M + 2H)^* ; 
HPLC ^# : A ; HPLC ^J^^K : 2.79o 

HJai^?!! 1 1-0 8 7 6 

2^ 4-T^f>'i>- 1 --f ;i/-N- [1- ( 1 T-a^t^y- 
3--r;i/] tru ^5^>-2-T^> 
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M S^I, Pos. 20 V) : 775 (2M + H)*, 388 (M + H)*, 248 ; 
HPLC ^i^^ : A ; HPLC (^) : 3,07o 

mmm 1 1 - o s 7 ? 

$ 4-T^f>'1>-l— r;i/-N- l-[(4-^ h:¥'>- 

M S(BSI, Pos. 20 V) : 418 (M + H)*, 248, 171 ; 
HPLC : A ; HPLC ^J^^^ : 3.18o 

IQ 1 1-0 8 7 8 

4-T-if>'i>- i--r;i/-N- 1 - [3, 4-tr>; (^>s^;v;r^s^) 

M S(ESI, Pos. 20 V) : 550 (M + H)*, 248 ; 
HPLC ^# : A ; HPLC ^^mm (^) : 3.45o 

HifE^J 1 1-0 8 7 9 

.4-T-if/i>- i->r;i/-N- [1- (iH-ifD— ;v-2 — f;i/p<^;v) 

M S (ESI, Pos. 20 V) : 327 (M + H)*, 248, 193 ; 
2(| HPLC : A ; HPLC C^) : 2.96o 

mmm 1 1 - o 8 s o 

4-tMj^>- i-^;v-N- [1- (5=-ji>-2--r;i/p<^;i/) T-if^s^ 

>-3— r;i/] tfU ^i^>-2-T^> 
2^ MS (ESI, Pos. 20 V) : 344 (M + H)*, 290, 248, 193 ; 
HPLC : A ; HPLC ^i^^^ (^) : 2.98o 
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mmm 1 1 - o s s i 

4 - T-if / 1 > - 1 - ^ ;i/ - N - 1 - [ ( 3 - ;^ > - 2 - -f 

5, MS(ESI,Pos.20V) : 358(M + I^*,248 ; 

HPLC : A ; HPLC ^i^^^ i^) : 3.03e 

1 1-0882 

M S(ESI, Pos. 20 V) : 424, 422 (M + H)+, 248 ; 
HPLC : A ; HPLC iSit^P^ W : 3.07o 

HJgfi?!! 1 1-0883 

T-tf5^^>-3 — f;i/if'; ^^>-2-7'^> 

M S(ESI, Pos. 20 V) : 424, 422 (M + H)*, 248 ; 
HPLC : A ; HPLC (^) : 3.09o 

2(j ^Hfi^aj 1 1-0 8 84 

4-T^j^>-l-'^j]/-N- [1- (IH— f ;i/-3-'f;i/p<^;i/) 

M S(ESI, Pos. 20 V) : 377 (M + H)*, 248, 130 ; 
HPLC 0ki^ : A ; HPLC (^) : 3.05o 

mmm 1 1 - o s s 5 
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4-T'^J^>-l-^)\/-N- [1- (l^U:^>-4-'f;i/p(^;i/) T-^^ 
i»-3-^)V\ trU ^i^>-2-T^> 
MS(ESI,Pos.20V) : 339(M + H)*,262,170(M + 2H)^ ; 
HPLC : A ; HPLC (^) : 2.74o 

mMm 11-0886 

4- (3- C(4-7'-if^'?>- 1— f;vt»; ^^>-2— f;v) TK^I T-lf 

M S (ESI, Pos, 20 V) : 354 (M + H)*, 248, 193 ; 
;q HPLC : A ; HPLC ^j^^^ (^) : 2.89o 

HJfg^J 1 1-0 8 8 7 

4-T-lf>'1>- 1 --Y;V-N- [1- (1, 1* -\f:y:c=L)V-4-^JVy^ 
^)]/) T-if^*^>-3 — f;i/] IfU ^$^>-2-T^> 
If M S(ESI, Pos. 20 V) : 827 (2M + H)\ 414 (M + H)*, 248 ; 
HPLC : A ; HPLC ^i^^^ (^) : 3.25o 

mtm 1 1-0 88 8 

4- (3- [(4-T-if>'i>- 1 ^i^>-2-'f;i/) 

2(| 1 h 

M S (ESI, Pos. 20 V) : 791 (2M + H)*, 396 (M + H)*, 193 ; 
HPLC : A ; HPLC (^) : 3.03o 



mm 1 1-088 9 

^ 4- (3- C(4-r-if/i>- 1 — f;vifu ^s^>-2— f;v) T^y'] T-e 
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MS(ESI,Pos.20V) : 763 (2M + H)*, 3fe (M + H)*, 193 ; 
HPLC : A ; HPLC Unmm : 2.89o 

mm 1 1-0 8 9 0 

^ 4-T"i?>'i>-l— r;v-N-l- [4- U7;i/:tD^5^;v) 

MS(ESI,Pos.20V) :406(M + H)*; 
HPLC m^iAl HPLC m^^^ : 3.I80 

mmm 1 1 - o s 9 1 

3- -f;i/] tru ^i^>-2-T^> 

MS(ESI,Pos.20V) : 352 (M + H)*, 248 ; 
HPLC : A ; HPLC m^^m (^) : 3.07o 

mmm 1 1 - o s 9 2 

4- T-i2f>'1>- 1 — r;P-N- (l-:^::r^>5^;i/T-if5^i^>-3-'f;V) 

M S (ESI, Pos. 20 V) : 318 (M + H)^ 290, 193 ; 
HPLC 0ki^ : A ; HPLC ^j^^lS : 2.92o 

mmm 1 1 - o s 9 a 

4 - T-^j^ >-l-'f;i/-N-l-[(2E)-2-^^;v:7^-2 

25 MS(ESI,Pos.20V) : 316(M + H)*,282; 

HPLC : A ; HPLC (^) : 2.98o 
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1 1-0 8 9 4 

5, MS(ESI,Pos.20V) : 304 (M + H)*, 290, 248, 193 ; 
HPLC ^# : A ; HPLC 0knmm : 2.87o 

11-0895 

4-THf>'i>- 1 -^;i/-N- [1- (2-Ji5^;i/-\i^^>;i/) T-H^i^^- 

M S(ESI, Pos. 20 V) : 719 (2M + H)*, 360 (M + H)+, 248 ; 
HPIX: ^^:A; HPLC (^9^) : 3.20o 

mmm 1 1 - o 8 9 e 

MS (ESI, Pos. 20 V) : 384 (M + 1^*, 248 ; 
HPLC 0ki^:A; HPLC (^) : 3.31o 

mmm 1 1 - o 8 9 ? 

4-TH?/1>-l-^;V-N- (1- (2E) -3- [4- ii^^^)l^T^ 
y) rD/1-2-ai-;i/rH2f^S;'>-3-'r;V) l^U^i^V-2 

M S(ESI, Pos, 20 V) : 407 (M + H)+, 276, 204 (M + 2H)^ ; 
HPIX: ^ : A ; HPLC Unmm (^) : 2.89o 
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mmm 1 1 - o s 9 s 

MS(ESI,Pos.20V) :318(M + H)*,159^(M + 2H)^; 
§ HPLC : A ; HPLC {^i^^^ (^) : 3.01o 

HJfBM 1 1-0 89 9 

4-tMj^>- 1-^ (i-rDtr;i/T-i2f^t^>-3--f;i/) tf«j 

l(j M S(ESI, Pos. 20 V) : 290 (M + H)*, 248, 1453 (M + 2H)** ; 
HPLC 0kif¥- : A ; HPLC ^it^K (^) : 2.89o 

HJS^J 1 1-0 9 0 0 

4-T-€>'i>-i — r;i/-N-l- [3- rDtr;i/] 

M S(ESI, Pos. 20 V) : 336 (M + H)*, 290, 193 ; 
HPLC : A ; HPLC (^) : 2.90o 

1 1-0 9 0 1 

2q 4-T^f>''?>- 1 --r;i/-N- (i-y^jVT-^^i^^-s-^;]/) tru^ 

M S (ESI, Pos. 20 V) : 304 (M + H)*, 290, 248, 193 ; 
HPLC 0kif¥- : A ; HPLC (^) : 2.96o 

mmm 11-0902 

4-7-if/i>- 1 -'r;v-N- [1- (^y u>-2-'f T-if5^ 
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M S (ESI, Pos. 20 V) : 389 (M + H)\ 290, 195 (M + 2Hf* ; 
HPLC 0k^ : A ; HPUC Ut^mm i^) : 3.02o 

m^m 11-0903 

4-T-ii^-^>- 1 --(J^^-N- [1- (3-— bD^>i^;V) 

3 — f;v] try ^i?>-2-T^> 

M S (ESI, Pos. 20 V) : 765 (2M + H)*, 383 (M + H)*, 290 ; 
HPLC : A ; HPLC UW^^ (^) : 3.03o 

mmm 1 1 - o 9 o 4 

— OV^^JV) -2, e r t-:/5=-;i/7aiy— ;v 

M S(ESI, Pos. 20 V) : 931 (2M + H)*, 466 (M + H)*, 219 ; 
HPLC : A ; HPLC ^it^^ : 3.40o 

mmm 11-0905 

4- T^J^>- 1-^ [1- (2, S-i^tKn-l, 4-^>\/ 

^> 

MS (ESI, Pos. 20 V) :791(2M + H)*,396(M + H)*,248; 
HPLC ^ii^ : A ; HPLC ^i^^^ (:^) : 2.98o 

11-0906 

4-T-if>'^>- 1 — i';i/-N- [1- (3-7U;i/^^;v) tw^^^-s 
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M S (ESI, Pos. 20 V) : 328 (M + H)*, 193 ; 
HPLC : A ; HPLC U^mm (^) : 2.89o 

mm 1 1-0 9 0 7 

4-T-l?>'l>- 1 -^;i/-N- [1- (2, e-t^:>^ h^i^^^i^JV) T-H 

MS (ESI, Pos. 20 V) : 795 (2M + H^*, 398 (M + H)*, 248 ; 
HPLC : A ; HPLC : 3.03o 

1 1-0 9 0 8 

4-T^f/1>- 1 --f ;i/-N- (1-4- [3- (S^p?^;VT^^) rnsjf 

M S(ESI, Pos. 20 V) : 439 (M + H)\ 354, 220 (M + 2Hf* ; 
HPLC : A ; HPLC ^itl^^ : 2.85o 

mmm 11-0909 

4 -THf/1>- 1 —f ;i/-N- 1 - [( 2 -;><5^;i/- 1 H-^ > 3 - 

-f;v) T-if^s^>-3 — r;vHU ^s^>-2-:p^> 

M S(ESI, Pos. 20 V) : 781 (2M + H)*, 391 (M + H)*, 248 ; 
HPLC ^ft^ : A ; HPLC ^J^^^ (^) : 3.03o 

mmm 11-0910 

4-T-lf/"?>'- 1 -'f ;i/-N- [1- (i/^^DrDi^;i/pi5^;i/) 

-3-^';i/] VfU ^5^>-2-T^> 

M S (ESI, Pos. 20 V) : 302 (M + H)+ 290, 193 ; 

HPLC : A ; HPLC UWmm i^) : 2.94o 
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mmm 11-0911 

N-l- [4- (TV)V7ir^i^) TWS^>-3-'f;i/-4-T 

^ MS(ESI,Pos.20V) :787(2M + H)+,394(M + H)*,248 ; 
HPLC ^# : A ; HPLC m.W^fM i'^) : 3.llo 

mm 11-0912 

M S(ESI, Pos. 20 V) : 931 (2M + H)*, 466 (M + H)*, 248, 144 ; 
HPLC : A ; HPLC ^it^P^ (^) : 3.58o 

11-0913 

15 4-T-tf>'1>- l-^;i/-N- 1- [(l-p«5=-;V- IH-'TVb*— ;i/-3- 

M 

M S(ESI, Pos. 20 V) : 781 (2M + H)*, 391 (M + H)*, 248, 144 ; 
HPLC ^# : A ; HPLC (^) : 3.09o 

^ ^JfiMll-0 9 14 

• 4-T'if>''^>- 1 — f;v-N- [1- ( i-^>\;7^>- 2 -'f 

MS (ESI, Pos. 20 V) : 755(2M + H)*,378(M + H)*,248 ; 
HPLC : A ; HPLC ^l§Nf^ (^) : 3.05o 

ms&m 11-0915 
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4-7'^f/"?>- 1 f;v-N- 1 - [2- {^>i^)]/:t^^) T 

M S(ESI, Pos. 20 V) : 444 (M + H)*. 354, 248 ; 
HPLC : A ; HPLC i^) : 3.22o 

5 

11-0916 

4--T-if>'i>- 1— f;v-N- 1- [4- i^y^^M^i^) t 

MS (ESI, Pos. 20 V) : 903(2M + H)*,452(M + H)*,248 ; 
1() HPLC : A ; HPLC ^J^^S : 3.51o 

||SK«?a 11-0917 

4-T-<2P>'l>-l~^;i/-N- [1- (1, 3-^>y-^;^-^V^-4— f 

1^ MS (ESI, Pos. 20 V) : 382 (M + H)*, 290, 248, 135 ; 
HPLC : A ; HPLC iij^^F^ i^) : 3.00o 

mmm 1 1 - o 9 1 a 

4-T-tf>'l>- l--f;i/-N- 1- [(3, 5, 6- b Up<^;l/e^^^^dp■9• 
2(j -3-ai>-l — f;i/) p«f=-;i/] T-lf^$^>-3->f;i/tr>; ^i^>-2-T 

^> 

M S (ESI, Pos. 20 V) : 767 (2M + H)*, 384 (M + H)*, 260, 130 ; 
HPLC : A ; HPLC fi^J^^^ (^) : 3.20o 

25 11-0919 

4-THf>'1>-l— f;V-N-l- [4- i^^i^J\/:^^i>^) -3-^b^ 
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M S (ESI, Pos. 20 V) : 935 (2M + H)*, 468 (M + H)*, 248 ; 
HPLC 0ki^:A; HPLC ^j^^^ (^) : 3.38o 

mmm 11-0920 

4-T-ifyl>- 1 — r;i/-N- 1- C(6-^nD- 1, 3-'^>yi;;t^V 

M S (ESI, Pos. 20 V) ; 418, 416 (M + H)*, 290, 248, 169 ; 
HPLC M¥ : A ; HPLC UWmm i^) : 3.03o 

mm 1 1-0 9 2 1 

4-T-€^i>-l-^;i/-N-l- [(5-ai^;i/-2-7U;i/) t 

M S (ESI, Pos. 20 V) : 356 (M + H)*, 290, 248, 193 J 
HPLC : A ; HPLC ^^mm : 3.03o 

mmm 11-0922 

1 -'r;i/-N- [1- (4-t ert-y^)\/^>i^JV) T 

MS (ESI, Pos. 20 V) : 787 (2M + H)*, 394 (M + H)*, 248 ; 
HPLC : A ; HPLC m^^m : 3.23e 

mmm 11-0923 

4-THf/1>- 1 --r;i/-N- [1- (3, 7-^^^;V;^-^^-6-3i- 

THf^s^>-3 — r;v] ifU ^i^>-2-T^> 

M S (ESI, Pos. 20 V) : 771 (2M + H)+, 386 (M + H)*, 260, 130 ; 
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HPLC ^ : A ; HPLC ffij^l^^ (^) : 3.31o 

mmm 11-0924 

4-T-if/iv-l — f;i/-N-l- [2- (t er t-:r5^;v>^;i/7T-;v) 

M S(ESI, Pos. 20 V) : 426 (M + H)*, 370 ; 
HPLC 0ki^ : A ; HPLC ^i^l^^ i^) : 3.22i 

mmm 11-0925 

^ A-TMny- l-'f;i/-N- 1- [4- U7;i/;t-D;>< h^re^) 

M S (ESI, Pos. 20 V) : 843 (2M + H)*, 422 (M + H)*, 175 ; 
HPLC ^^^1^ : A ; HPLC UB^m : 3.18o 

1^ mm 1 1-09 2 6 

' 4-T-lf>'i>- 1— f;i/-N-l- [(3, 5-$^p?5^;i/- l-^oiz:;!/- 1 

H-tr^y— ;i/-4 — r;v) T-if^i^>-3->f ^$;>-2 

M S (ESI, Pos. 20 V) : 432 (M + H)*, 216.5 (M + 2H)2* ; 
HPLC : A ; HPLC ^i^t^^ (^) : 3.07o 

mmm 11-0927 

4-THf/i>- l--r;i/-N- (1-2 - [(4-iJ7Dn7a:— 7 
:::;!/] ^>S?;i/T-if5=-5^>- 3 — f tfU ^ 2 -T^ > 

2^ MS (ESI, Pos. 20 V) : 482, 480 (M + H)+, 248 ; 
HPLC : A ; HPLC ^i^^^ (^) : 3.33o 
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mi^m 1 1-0 9 2 8 

4 -T^j^>- 1 - 1 - [(3-pt^;i/- l-^>^;5=■J^>-2- 

^ MS(ESI,Pos.20V) : 815 (2M + H)*, 408 (M + H)*, 248 ; 
HPLC : A ; HPLC ^S^i^^^ i^) : 3.14o 

mmm 11-0929 

4- (3- [(4-T-1f7l>-l-^;H^U^i^>-2-d';V) T^^] T-lf 

MS(ESI,Pos.20V) :404(M + H)*,290,157; 
HPLC : A ; HPLC UW^^ i-^) : 3.05o 

mmm 11-0930 

1^ 4-THf/1>- 1 --f ;V-N- (1-4- [2- aib^lr 
i^] ^>S^;i/7'-if5^i?>-3-'f IfU ^$^>-2-T^> 
MS(ESI,Pos.20V) :453(M + H)*,227(M + 2H)^; 
HPLC : A ; HPLC «lt^F^ (^) : 2.89o 

29 mmm 11-0931 

4-T-i?>'i>- i-'r;i/-N- (1- C(1R, 5S) -6, 6-i^p«^;i/b: 
e^^j^n [3. 1. 12 ^y^-2-j^>-2--()]/2 ^^J^T'^^i^^y-s 
--r;i/) tru ^i^>-2-T^> 

MS(ESI,Pos.20V) : 763(2M + H)*,382(M + H)%248 ; 
2^ HPLC : A ; HPLC i^i^^P^ i^) : 3.20o 
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1 1-0 9 3 2 

4 -T^J^y- 1 JV-N- 1 -1(6 - pf- Y^iy-2-i-y^)]y)^^J]y2 

M S (ESI, Pos. 20 V) : 835 (2M + H)*, 418 (M + H)*, 171 ; 
5 HPLC : A ; HPLC ^^^^^ (^) : 3.14o 

mmi 1-0933 

4-T-if/iy-i — r;v-N- [1- (4- C(2E) -4-y^;v^>^- 
iq 'r;v] ifu ^i^>-2-T^> 

MS (ESI, Pos. 20 V) : 847 (2M + H)*, 424 (M + H)*, 356 ; 
HPLC : A ; HPLC U^mm i^) : 3.42o 

mm 1 1-0 9 34 

1^ 4-T-lf>'1>- 1 -'l';i/-N - 1 - l(5-^UU-3-^^JV-l-y3i=. 

iH-if^\/— ;i/-4--f;v) p<5^;v] T-if^i^>-3 — 

M S (ESI, Pos. 20 V) : 903 (2M + H)*, 454, 452 (M + H)*, 248 ; 
HPLC : A ; HPLC ^I^^P^ (^) : 3.11o 

llJIg^SJ 1 1-0 9 3 5 

4-7'-<f/i>- 1 — r;v-N- 1 - i(2-'i7uu^j 'j>-3— f;v) 
;v] T-g5^s?>-3 — r;n^u ^5^>-2-T^ > 

M S(ESI, Pos. 20 V) : 845 (2M + H)*, 425, 423 (M + H)*, 290 ; 
2| HPLC : A ; HPLC ^^^P^ {^) : 3.05o 
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mm 1 1-0 9 3 6 

(3a' R, 5* R, 6* S, 6a' R) -5* - [(3- [4- (l-T-if 

fcb*D:^l:fD [i/^n^;^-9->~ 1, 2* -7n [2, 3-d] [1, 3] 
^ :t^V— -6' ;v 

M S (ESI, Pos. 20 V) : 919 (2M + H)*, 460 (M + JJ)*, 181 ; 
HPLC : A ; HPLC ^^^^F^ (^) : 3.07o 

||Jg«?iJ 1 1-0 9 3 7 

4-THf/"«>- 1— f ;v-N- [1- (1, 3-^Ty— ;v-2-'f;i/^^ 
T-»f^^:^>-3 — r;i/] tru ^>:^v-2-t^> 

MS (ESI, Pos. 20 V) : 345 (M + H)*, 248 ; 
HPLC ^# : A ; HPLC ^I^Nf^ : 2.85o 

1^ mmm 11-0933 

4-T'iiJ^>- 1 — f;V-N- l-[(5-Ji5=-;V5=-:ii>-2->f;i/)p<^;V] 

M S(ESI, Pos. 20 V) : 372 (M + H)*, 248, 125 ; 
HPLC : A ; HPLC ^i^^P^ (^9^) : 3.09o 

HSg^ 1 1-0 9 3 9 

2- (3- [(4-T-if>'^>- 1 ^i^>-2--r;V) T^y] T-l^ 

MS (ESI, Pos. 20 V) : 809 (2M + H)*, 405 (M + KO*, 290, 203 (M + 2H)^ ; 
^ HPLC : A ; HPLC «f^^P^ : 3.03o 
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msm 1 1-0940 

4-T^f>'1>- l-'r;v-N- 1- [(2-7ain;v- lH--r ^^V— 

M S(ESI, Pos. 20V) : 404 (M + H)*, 290, 248, 157 ; 
5 HPLC : A ; HPLC U^mm i^) : 2.96o 

mmm 11-0941 

4-T-if/i>- 1— r;i/-N- [1- (5- [3, (vvy)\^:tu 
|q >-2-T^> 

M S (ESI, Pos. 20 V) : 540 (M + H)+, 248 ; 
HPLC : A ; HPIjC m.nmm (^) : 3.44o 

mmm 11-0942 

^ 3- (3- [(4-T-if/'^>- i--r;n:^u ^s^>-2--r;v) T5: 

M S(ESI, Pos. 20 V) : 791 (2M + H)*, 396 (M + H)*, 193 ; 
HPLC : A ; HPLC UWmm (^) : 3.02o 

?(]! mm 1 1-0 9 43 

4-T-if>'l>- l--f;i/-N- 1- [2- T-if 
^i^>-3--1';H^'; ^i^>-2-T^> 
MS (ESI, Pos. 20 V) : 382(M + H)*,292,234 ; 
HPLC ^ : A ; HPLC ^i^^^ (^) : 3.07o 

mMm 11-0944 
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4-TH?>''^>- 1 -'f;V-N- (1- [5- (4-tJ7Dn7 3:r:;i/) -2- 

MS(ESI,Pos.20V) :440,438(M + H)*,248; 
HPLC : A ; HPLC -^i^^^ (^) : 3.25o 

USte^aj 1 1-0 94 5 

4-T-if/'«>-l— r;v-N- 1- [3- (5-;><5^;i/-2-7U;i/) 

M S (ESI, Pos. 20 V) : 384 (M + H)*, 248, 163 ; 
|q HPLC : A ; HPLC ^i^^^ i^) : 3.12o 

II5S«^J 1 1-0 94 6 

4-THf/i>-l— f;i/-N- (1- [5- (3-^nD7a:-;i/) -2- 

7>;;v] p<5F-;vTHf9^i^>-3— f;v) t:'; ^i^>-2-T^> 

15 MS (ESI, Pos. 20 V) : 875 (2M + H)*, 440, 438 (M + H)*, 248 ; 
I 

HPLC : A ; HPLC UW^TS (^) : 3.25o 

mmm 11-0947 

3- (3- [(4-T-if>''?>-l— (';vtfU^s^>-2--f;v) 
2Cj i—f -IH-'T^K— ;v-6-5!7;i/5l^dpi/^ 

M S (ESI, Pos. 20 V) : 869 (2M + H)*, 435 (M + H)*, 290 ; 
HPLC : A ; HPLC ^Wmm i^) : 3.03o 

2^ mmm 11-0948 

4-T^f/'^>- l--r;i/-N- 1 - [4- (^5^;v>^;i//^-;i/) 
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T-lf > - 3 f U ^ > - 2 -T ^ > 

M S (ESI, Pos. 20 V) : 831 (2M + H)*, 416 (M + H)*, 193 ; 

HPLC : A ; HPLC ^j^^^ {^) : 2.90o 

^ ^0!J 1 1-0 9 4 9 

4-T-lf/1>- 1 --r;i/-N- (1- [5- (2-iJ7nD7 3i— ;v) -2- 

p?^;i/T-tf^i^>-3-'f;i/) tru ^s^>-2-T^> 
M S(esi, Pos. 20 V) : 440, 438 (M + H)*, 248 ; 
HPLC : A ; HPLC iSi^^F^ (^) : 3.22o 

n 

mmm 11-0950 

--f;i/) T'if^5^>-3--f;i/t;i; ^i^>-2-T^> 

MS (ESI, Pos, 20 V) : 807 (2M + H)*, 404 (M + H)*, 248, 202.5 (M + 2H)^ ; 
1^ HPLC : A ; HPLC ^i^^P^ i^) : 2.98o 

mmm 11-0951 

4-T^f>'1>- 1 -'r;i/-N- [1- (5- [2 

2^j 

M S (ESI, Pos. 20 V) : 472 (M + H)*, 225 ; 
HPLC : A ; HPLC ^Si^^P^ : 3.25o 



ll«B«?3 1 1 -0 9 5 2 
^ 4-T-l2f/^>- 1-^;V-N- [1- (5- [3- ihVy)V:tuy^^)]/) 
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M S (ESI, Pos. 20 V) : 943 (2M + H)*, 472 (M + H)*, 225 ; 
HPLC : A ; HPLC ^^^M : 3.3U 

^ mmm 11-0953 

l-'iJV-N- [1- (5- C2-^DD-5- 

;rn^5^;v) 73:— ;v] - 2 -7 THf^i^>- 3 -^f tru 

M S (ESI, Pos. 20 V) : 508, 506 (M + H)\ 248 ; 
iq HPLC : A ; HPLC (iS-) : 333o 

mmm 11-0954 

4-T-1fyl>-l-^;i/-N- [1- (5- [2- (bU7;V;rD^ h^lriy) 

-.2-7»;;M^;i/) t-i?^>:^>-3 --f ;v] ^t^>-2- 

15 

I '! 

. MS (ESI, Pos. 20 V) : 975 (2M + H)*, 488 (M + H)*, 241 ; 
HPLC : A ; HPLC ^1^1^^ (^) : 3.29o 

mmm 11-0955 
^ 4-3- [(4-T-if>'-^>-i— r;vtru^i^>-2— r;i/) T^y] tr^y 

M S (ESI, Pos. 20 V) : 401 (M + H)*, 276, 177 ; 
HPLC : A ; HPLC ^j^^^ (^) : 2.98o 

2^ mmm 11-0956 
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M S (ESI, Pos. 20 V) : 415 (M + H)*, 276, 208 (M + 2H)2*, 177 ; 
HPLC : A ; HPLC ^i^^^ i^) : 3.03o 

^ ^ 1 1-0 9 5 7 

4-3- [(4-T-if/1>- 1— f;HfiJ ^i^>-2— T^y'] tf^U 

M S (ESI, Pos. 20 V) : 427 (M + H)*, 276, 214 (M + 2H)2*, 177 ; 
HPLC : A ; HPLC ^i^^^ i'^) : 3.09o 

1 1-0 9 5 8 

4-3- [(4-T-i?/'^>- i--Y;n:fU ^t^>-2— r;v) T^y] l^^U 

I— l';i/^'^D^^1^>'> O- (t er t-:/5^;v) 
M S (ESI, Pos. 20 V) : 443 (M + H)*, 276, 194, 112 ; 

1^ HPLC : A ; HPLC ^i^^P^ : 3.20o 

mmm 11-0959 

4-3- [(4-T-if>''^>-i--r;vt^u ^5^>-2--f t^jI 

2(j 

M S (ESI, Pos. 20 V) : 471 (M + H)*, 387, 276, 194 ; 
HPLC : A ; HPLC i^) : 3.05o 

II- 0960 

p [(4-3- [(4-T-if>'i>- 1 — r;vtf 'J ^i^>-2 --f ;v) T^y] tf 
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M S (ESI, Pos. 20 V) : 445 (M + H)*, 416, 304, 185, 171 ; 
HPLC : A ; HPLC ^Si^Npr^ i^) : 2.90o 

mm 1 1-0 9 6 1 
5 4-3- [(4-THf/1>- l-'f;HfU ^S^>-2->r;i/) T^y] t^U 

M S(ESI, Pos. 20 V) : 443 (M + H)*, 276, 222 (M + 2H)^*, 177 ; 
HPLC : A ; HPLC (^) : 3.20o 

|q 1 1-0 9 6 2 

4-3- C(4-T>if/i>- 1— f;vtf >; ^i?>-2-'i';i/) T^y] if'^u 
s^>-i-'f;vj/t5'D^:^r-9-y> o- [2- 

M S (ESI, Pos. 20 V) : 487 (M + H)*, 387, 276, 230 ; 
^ HPLC : A ; HPLC ^^mm (^) : 3.40o 

mmm 1 1 - o 9 6 3 

4-3- [(4-T-t?/i>-i-'f;i/tru^t'>-2-'r;v) t^^I 

2(j MS (ESI, Pos. 20 V) : 925 (2M + H)+, 463 (M + H)*, 193, 177 ; 
HPLC : A ; HPLC ^j^^S i^) : 3.25o 

msm 1 1-0 9 6 4 

4-3- [(4-THf>^1>-l-'f;H^U^$^>-2 — ( ))/) T^^] 

2^ l-'f;^s^^D^dp>t^y > 0-^>t^)V:t^iyA 

M S (ESI, Pos. 20 V) : 477 (M + H)*, 387, 239 (M + 2H)^* ; 
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HPLC : A ; HPLC -^i^^^ (tS-) : 3,23o 
HJjg^^iJ 1 1-0 9 6 5 

4-3- [(4-T-if7i>- 1— r;n^»; ^s?>-2 — f;v) t^^I tr^u 

MS(ESI,Pos.20V) : 629 (M + H)*, 387, 243 ; 
HPLC : A ; HPLC ^i^^S (^) : 3.60o 

mm 1 1-0 9 6 6 

3- [(4-T-if>'i>- l-'r;vtru ^-:^>-2-^;v) t^^'] -N-7a: 
-;v-l, 4* -}^\^^Vi^>-i* 

M S (ESI, POS.20V) : 478 (M + H)*, 239.5 (M + 2Ilf\ 180 ; 
HPLC : A ; HPLC ^j^^^ (^) : 3.05o 

1 1-0 9 6 7 

;i/-i, 4' -brhr^Ui?>-l' ^ H 

M S (ESI, POS.20V) : 458 (M + H)% 276, 180 ; 
HPLC : A ; HPLC ^it^^ i^) : 3.00o 

mmm 11-0968 

3- [(4-T-tf>'i>- i--f;i/tfi; ^s^>-2--f;i/) t^^'] -n- (4 
-^uuy:s^=L)v) -1, 4* -trtr^y 1 ' K 

M S (ESI, P0S.2OV) : 514, 512 (M + H)*, 256.5 (M + 2H)^, 180 ; 
HPLC : A ; HPLC iSj^^f^ (^) : 3.16o 
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mmm 1 1 - o 9 e 9 

3- C(4-THf>'i>-i--r;i/tru ^$^>-2-'f ;v) t^^] -n- (3 

M S (ESI, P0S.2OV) : 492 (M + H)*, 246^ (M + 2H)^, 180 ; 
^ HPLC : A ; HPLC ^j^^^ (^) : 3.11o 

mMM 11-0970 

3- [(4-T-if>'i>- 1 — r;n^y ^5^>'-2--f ;v) r^y] -n- (3 

-^DD7aiJi;i/) -1, 4* -b:if^US^>- 1 ' j« 

;9 MS (ESI, P0S.2OV) : 514, 512 (M + H)*, 256.5 (M + 2H)^, 193 ; 
HPLC : A ; HPLC ^j^I^^ : 3.16o 

mmm 11-0971 

3- [(4-T-g>'1>- l—f ;vb:'j ^5^>-2— f;i/) T^y] -N-J^^ 
i§ D^:ap^;i/-l, 4* -b:i^^u$^>- 1 * 5. H 

MS (ESI, P0S.2OV) ; 484 (M + H)*, 276, 180 ; 
HPLC : A ; HPLC (^) : 3.09o 

mmm 11-0972 

2q 3- [(4-T-if>'i>- 1— f;i/i^'M>:^>-2-'f T^y] -N- (2 
-e^nn^a:— ;v) -l, 4* -\i\f^Vi^>- 1' -tiJ)/^^V'^ I' 

M S (ESI, P0S.2OV) : 514, 512 (M + H)*, 256.5(M + 2Hf*, 180 ; 
HPLC ^ft^ : A ; HPLC ^i^^^ : 3.09o 

?5 mmm 11-0973 

3- C(4-7'-if/i>- 1 -'r;vtru ^s;'>-2 — r;i/) T^y] -n- (4 
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M S (ESI, POS.20V) : 492 (M + H)*, 246.5 (M + 2Hf\ 180 ; 
HPLC : A ; HPLC (0) : 3.11o 

5 mmm 11-0974 

;i/-i, 4' -tft:^Ui^>-i* -*;i/5j?:^E^i^-^ 

M S (ESI, P0S.2OV) : 430 (M + H)*, 276, 180 ; 
HPLC : A ; HPLC ^jt^^ : 2.90o 

IQ 

mmm 11-0975 

3- [(4-T-if>'i>- 1 --r;i/i^'J 5i^>-2--r;i/)T^y]-N- (3, 

4- S^^DD73:r:;i') -1, 4' -bTlf^U 1 ' -*;V3t?^>y-^ F 
M S (ESI, POS.20V) : 548, 546 (M + H)*, 466, 273.5 (M + 2H)2* ; 

15 HPLC : A ; HPLC ^i^^^ : 3.23o 

mmm 11-0976 

3- C(4-T-if>'i>- 1— i';i/tru ^5^>-2— -N- [3 
- ihvy)]y:tu;^^j]/) -1,4' -If if^i;i^>- 1' ->b 

2q ;p3i^:^i?-^ h* 

M S (ESL POS.20V) : 546 (M + H)*, 466, 273,5 (M + 2H)^ ; 
HPLC : A i HPLC iSit^F^ : 3.22o 

HJIg^J 1 1-0 9 7 7 
25 3- [(4-T-if>''?>- l--f 'MS^>-2--f;V) T^y'] -N- (2 

h^$^7 3i-;i/) -1, 4' -t:tf^'Ji^>- 1* -:Jb;i/5i?:3f^"9-^ K 
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M S (ESI, P0S.2OV) : 508 (M + H)*, 2543 (M + 2Slf\ 180 ; 
HPLC : A ; HPLC U^mM (^) : 3.07o 

mmm 11-0973 

5 3- C(4-T't?/1>-l-^;i/l:fi;^S;>-2-^;V) T^y] -N— 

i^;v-l, 4' -tri^^u^:^>- 1' -:^3;i/;}t:^i^5 i? 

M S (ESI, P0S.2OV) : 486 (M + H)*, 276, 180 ; 
HPLC : A ; HPLC UWl^m (^) : 3.18o 

1 1-0 9 7 9 

3- [(4-TH?>'i>-i->f;vtru^s;'>-2-'f;i/) -n- (3 
h^^>7a:— ;v) -1, 4' - bTtT^i; 1 ' H 

M S (ESI, P0S.2OV) : 508 (M + H)*, 254.5 (M + 2H)^, 180 ; 
HPLC ^:A; HPLC Ummm (^) : 3.03o 

mmm 11-0930 

3- C(4-TH?7"«>- 1— r;Vtri; ^^^^_2_>f;i,) T'^y] -n- (4 

-1, 4* -trt;^';s^>- 1' -?!7;v/}^^-9-^ h 

M S (ESI, P0S.2OV) : 522 (M + H)+, 261.5 (M + 2Hf\ 180 ; 
2q HPLC ^^:A; HPLC (^9-) : 3.11o 

HJE^J 1 1-0 9 8 1 

3- [(4-T-i2f>''?>-i-'i';i/i;^i;^i?>-2->f;i/) t^v'] -n- (4 
• -pih^t^y:cn)v) -1, 4' -t:if^i;-;?>-i* -:i3;v;}?it^i^^ h* 

25 MS (ESI, POS.20V) : 508 (M + H)*, 254.5 (M + 2H)^, 180 ; 
HPLC mWiA; HPLC Unmm : 3.03o 
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mmm 11-0982 

3- [(4-T-if/1>-l-'f;H^U^i^>-2->f;i/) T^^'] -N- (1 

-1, 4' -trtf^ui?>- 1 * -:i7;v5j?dFi^^ i« 

5 MS (ESI, P0S.2OV) : 528 (M + H)*, 2645 (M + 2H)^, 180 J 
HPLC : A ; HPLC U^mm (^) : 3.12o 

mm 1 1-0 9 83 

3- C(4-T-lf>'i>- l-^;i/ifU ^i^>-2-> r;v) tk^I -N- (2 
|q -aibds^S/:7ai— ;v) -i, 4' -b:tr^Ui^>- 1 ' -pt7;v7t?:^ri^5 

M S (ESI, POS.20V) : 522 (M + H)*, 2615 (M + 2H)^, 180 ; 
HPLC : A ; HPLC (^) : 3.14o 

^«?9 1 1-0 9 8 4 

1^ 3- [(4-THf>'i>-i— r;nfU^^:^>-2-'r;v) t^^] -n- C2 

- U:7;i/:^D^^;v) -1, 4' - trtf^U 1 * -:jb 

M S (ESI, POS.20V) : 546 (M + H)*, 2535 (M + 2H)^ ; 
HPLC : A ; HPLC UW^m (0) : 3.1U 

mmm 1 1 - o 9 8 5 

3- [(4-T-l?>'1>- l-'f;i/tfU ^S?>-2— r;i/)T^y]-N-(2, 

4- $^^nn7ai— -i, 4' 1* -tiJly^^V-^ \f 
M S (ESI, P0S.2OV) : 548, 546 (M + H)*, 465, 2735 (M + 7Hf*, 193 ; 

2^ HPLC ^ : A ; HPLC «it^F^ (^) : 3.17o 
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mmm 1 1 - o 9 s e 

N- (3- C(4-T-if/i>- 1 ->r;vtru ^s^>-2--r;v) 

y] -1, 4' -t:if^Ut?>- 1' M)l:^^=i)]/) -5ri;.>^— |s 
M S (ESI, P0S.2OV) : 488 (M + H)*, 221, 193 ; 
5 HPLC 0ki^ : A ; HPLC 0mmm (^) : 2.94o 

mmm 1 1 - o 9 s 7 

3- C(4-T-if.'i>-i— <;vtri;^s^>~2->f;i/) T^y] -N- (2 
-^^;V7ain;i/) -1, 4' -tn^^Ui^v- 1* -:i>;i//i^:3!rt>-^ 

;q MS (ESI, P0S.2OV) : 492 (M + H)*, 246^ (M + 2H)^\ 180 ; 
HPLC : A ; HPLC i^) : 3.03o 

11110a 1 1-0 9 88 

3- [(4-7'-i?/1>~l-'f;Hf';^S^>-2— f;v) T^^I -N- (2 

1^ -7j]/:tuy3^=.;]/) -1, 4' -bn^^i;i?>-i* -5b;i'7i^dp-b-^ 

M S (ESI, POS.20V) : 496 (M + H)*, 248.5 (M + 2H)^*, 193 ; 
HPLC : A ; HPLC (^) : 3.03o 

mmm 11-0939 

2(| 3- [(4-7'-if/'?>-l— <;H^U^i?>-2-'f;W) T^y] -N- (3 
-yj\/:tu'7 3^=.j]/) -1, 4' -trif^US^>- 1* -*;i/7jtdp>9-5 |« 

M S (ESI, POS.20V) : 991 (2M + H)*, 496 (M + H)*, 248.5 (M + 2Hf* ; 
HPLC : A ; HPLC m^mm (^) : 3.09o 

2^ mmm 11-0990 

3 - [( 4 1 —f ;i/t! 1; ^ 2 -■1' T ^ y ] -N- ( 2 , 
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4-i?7;i/:^n7 3:-;i/) -1,4' -trtr^';i^>- 1 ' -tuvTir^^v^ 

M S (ESI, POS.20V) : 514 (M + H)*, 257^(M + 2Hf* '» 
HPLC ^{^fi : A ; HPLC U^^m (^) : 3.05o 

HJig^ 1 1-0 9 9 1 

3- C(4-T-if>'i>- i--f ;vtru ^:^>-2— f;b) T^^'] -N- (4 
--f vrnt!;v7 3i^;v) -i, 4* -t:i;^Ui?>- l ' 

19 MS ^I, P0S.2OV) : 520 (M + H)+, 260^ (M + 2Hf\ 180 ; 
HPLC : A ; HPLC fi^^^^ (^) : 3.23o 

mm 1 1-0 9 9 2 

3- [(4-T-e>'i>- 1— r;vt;'J ^5^>-2--f;V) T^y] -N- (2 
^ -ai^;i/7 3:-;v) -1, 4* -t:tr^u$^>-i* -*;V3l^dr-9-^ K 

M S (ESI, POS.20V) : 506 (M + H)*, 253.5 (M + 2Hf\ 180 ; 
HPLC : A ; HPLC ^j^^H (^) : 3.11o 

mmm 11-0993 

29 3- li4-T'^^^>-l-^)V\^V ^i^>-2 — f;i/) T'^y] -N-^> 

I 

i?;i/-i, 4* -brtf^y i?>- 1* -*;v3t?:^th$ k 

M S (ESI, P0S.2OV) : 492 (M + H)*, 372, 180 ; 
HPLC : A ; HPLC UW^m i^) : 3.07o 

2^ mmm 11-0994 

3- C(4-THf>''«>-l-'f;i/tf'Mi^>-2— TKy^l -N- (4 
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-'7)\/:tuyx.=.)]/) -1, 4* -tftT'^U-^^v- 1 * h* 

M S (ESI, POS.20V) : 496 (M + H)*, 248.5 (M + 2Hf* ; 
HPLC : A ; HPLC (^) : 3.05o 

^ ^Sfil^J 1 1-0 9 9 5 

3- [(4-THf/1>-l— f;i/l:fU^S?>-2— T^y'] -N- [4 

- {hvyj\^:^u:^^j\^) 7 3i-;v] -1,4' -trif^y^>-i' 

M S (ESI, POS.20V) : 546 (M + H)+, 466, 273.5 (M + 2H)2+ ; 
IQ HPLC^f^ : A ; HPLC^J^^^ : 3.23o 

mmm 11-0996 

3-[(4-T-if/1>- l-^;i/l^U ^i^>-2-'f;V)T^>']-N-(2, 
5_^^^;^7 3.r:;i/) -1, 4' - tftr^'j 1 * 
1| MS (ESI, P0S.2OV) : 506 (M + H)% 253.5 (M + 2Ilf*, 180 ; 
HPLC : A ; HPLC UWm^ : 3.llo 

IIM^^a 1 1-0 99 7 

3- l(4-T-\iJ^>- 1--^ ^i?>-2-^;]/) T^y] -N- [3 

2(j - (p<5^;i/;:^;v7T^;v) -1,4' -bri^-^y 1 ' -rsij 

M S (ESI, P0S.2OV) : 524 (M + H)% 262.5 (M + 2Hf\ 180 ; 
HPLC ^{4^ : A ; HPLC «it^P^ : 3.14o 

2^ mmm 11-0998 

N- il-TV'^>9-J\^) - 3- [(4-THf>'1>- 1 --f;H^U ^^✓'^-2 
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—r;!/) T^^'] -1,4* -ifif^u$^>- 1* -*;i/5}?:3iri^-^ I? 

M S (ESI, POS.20V) : 536 (M + H)+, 461, 180 ; 
HPLC 0kW : A ; HPLC iSJ^^S (:^) : 3.23o 

|l2i«?>J 1 1-0 9 9 9 

3-[(4-T-tf/1>- 1— ^5^>-2— r;V)T^y]-N-(2, 
A-V;^Y^iyyx.=.)V) -1, 4* - tftT^U 1 ' -*;i/7}?dFl^-^ 
K 

M S (ESI, POS.20V) : 538 (M + H)*, 269.5 (M + 2H)^% 180 ; 
HPLC : A ; HPLC (,^5^) : 3.03o 

mmm 1 1 - 1 o o o 

3 - [(4 -THf>'1>- 1 -'f ;i/tf U ^ $^>- 2 — r;i/) T ^ ^] -N- (3 , 
5-S^p«^;i/7 3i::i;i/) -1, 4' - tTl^^U 1 * -*;i/5j?dp-y-^ K 

M S (ESI, POS.20V) : 506 (M + H)*, 446, 253.5 (M + 2H)^*, 180 ; 
HPLC : A ; HPLC (^) : 3.14o 

mmm 11-1001 

N- (3 -T^^JVy 3^=.)]/) - 3- [(4-T-if>'1>- l-'f ;HfU ^i^> 

-2— f;i/) T^^'] -1, 4* -trtf^Ui^>-i' K 

M S (ESI, P0S.2OV) : 520 (M + H)*, 372, 193 ; 
HPLC ^ii^ : A ; HPLC ^i^^^ (^) : 3.01o 

mm 11-10 0 2 

3-li4-T-\iJ^>- 1 — r;i/trU ^i;>-2-'1';i/)T5y]-N-(3, 
5-i^iJ7Dn:7 3in;i/) -1, 4* - tTtf^U 1 * -*;i/7t^:¥-9-^ K 
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M S (ESI, Pos^OV) : 548, 546 (M + H)+, 466, 273^ (M + 2Hf* ; 
HPLC : A ; HPLC ^J^^^ i^) : 3.27o 

mmm 11-1003 

I 3-[(4-T-Jf>'"?>- l—f ^^:^>-2->f ;i/)T^^]-N-(2, 

5-$;>^DD73i-;i/) -1, 4* -b:i^^us>>- 1* -;t3;i/jj^^l^^ H 

M S (ESI, Pos^V) : 548, 546 (M + H)+, 466, 273.5 (M + 2H)^ ; 
HPLC 0kif^ : A ; HPLC ^Jtl^K (^$3-) : 3.15o 

iQ mmm 11-1004 

5^;v-i, 4* -trtf^us^v- 1* K 

M S (ESI, P0S.2OV) : 472 (M + H)*, 276, 180 ; 
HPLC : A ; HPLC ^j^^^ (^) : 3.09o 

: IIM0IJ1 1-1 0 0 5 

3-C(4-T^f/i>- 1 ^i^>-2 — f ;v)T^>']-N- (1, 

1* -tr7aicz;v-2--f ;w -1, 4' -trif'^y 1 * -ijjvjf^^ 

2(j MS (ESI, Pos^V) : 554 (M + H)*, 496, 277.5 (M + 2H)^, 180 ; 
HPLC : A ; HPLC fi^jt^F^ (^) : 3.18o 

mm 11-10 0 6 

3-[(4-T-1f>'1>- l->i';Vtr'; ^i^>-2-'f;i/)T^y]-N-(2, 
25 6-i?^DD7air:;i/) -1, 4' -If l^^U i^>- 1 * h* 
M S (ESI, POS.20V) : 548, 546 (M + H)*, 273.5 (M + 2Hf\ 180 ; 
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HPLC : A ; HPLC Ui^mm (^) : 3.05o 

mmm 11-1007 

3- [(4-T-if>'^>-i— f;nfU^>:^>-2— f;i/) tk^I -n- (2 
S[ -y -1, 4* -t:i^^Ui?>- 1' -:jt7;i/7}^dF.i^^ |s- 
M S (ESI, P0S.2OV) : 506 (M + H)*, 180 ; 
HPLC 0ki^ : A ; HPLC ^^F^ (^) : S.llo 

mmm 1 1 - 1 o o 8 

3- [(4-T'€/1>- 1— f ;n^U ^5^>-2— Y;i/)T^y]-N- (2, 

I 

4- S^p<5=';V7ai— -1, 4' -Iftr^Ui^y- 1* -?!7;i/7|?i|r"9-^ 1« 
M S (ESI, POS.20V) : 506 (M + H)\ 2533 (M + 2H)2*, 180 ; 

HPLC : A ; HPLC Ummm i^) : 3.1U 

15 11-10 0 9 

! '! 

3 - C( 4 -T-tf v'lv- 1 ->f U ^ >:^>- 2 — f T ^ y ] - N - ( 2 , 

3_^^nD7ai— -1, 4' -trtr^>;:^>- 1* -jtj;^;}^^^-!^^ K 

M S (ESI, POS.20V) : 548, 546 (M + H)*, 273.5 (M + 2Hf* ; 
HPLC ^# : A ; HPLC (^) : 3.16o 

mmm 11-1010 

N- (4-T-fe^;v:7air:;i/) - 3- [( 4 -T-t?^1>- 1 u ^ 

-2--r;i/) T^y] -1, 4' -tri^^us^v-i' -:i7;i/5j?:^it^ k 

M S (ESI, POS.20V) : 520 (M + H)*, 372, 193 ; 
2^ HPLC : A ; HPLC ^i^^^ (^) : 3.01o 
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mmm 1 1 - 1 o 1 1 

3- [(4-T-lf>''?>- ^i^>-2— T^y] -N- (3 

MS(ESI,Pos.20V) : 503 (M + H)*, 252 (M + 2H)^ ; 
5 HPLC : A ; HPLC i^jt^^ (:^) : 3.05o 

mmm 11-1012 

4- [(3- [(4-T-lf>'1>- l->f;VlfU ^$^>-2->f;i/) T 

^y] -1, 4* ~t:if^';i?>- 1' ->()vti)vyr^:=.)\^) T^y] 

M S (ESI, P0S.2OV) : 550 (M + H)*, 472, 275 5 (M + 2H)^ ; 
HPLC ^# : A ; HPLC U.^mm ('$^) : 3.14o 

mmm 11-1013 

1^ 3- [(4-T-if>'i>- i--f;i/t:i; ^i^>-2-'i';v) t^^I -n- [4 

M S (ESI, P0S.2OV) : 524 (M + H)% 262.5 (M + 2Hf*, 180 ; 
HPLC^i^f^ : A ; HPLCiS^j^^^ i^) : 3.12o 

IU(S«»J 11-10 14 

3-[(4-T4f^1>- 1 — ^S^>-2--r;V) T^y] -N- (2, 
3-S^;><5^;V7a:— -1, 4* - tftT^U 1 ' -*;V:4^:?rt>-^ K 

M S (ESI, POS.20V) : 506 (M + H)*, 253.5 (M + 2H)^, 180 ; 
25 HPLC : A ; HPLC U^mm i^) : 3.09o 
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mm 11-10 15 

3- C(4-T-if>'l>- 1 ^S?>-2->f;i/) T^y] -N- (4 
-7a:y:5p$/7ai::i;V) -1, 4* -bTtT^U 1 * H 

M S (ESI, Pos^V) : 570 (M + H)*, 478, 285^ (M + 2H)^, 180 ; 
^ HPLC : A ; HPLC U^Um : 3.27o 

11-10 16 

3- Li4-TM/^>-l-^)]/\fV^i^>-2-^)]/) T^y'] -N- (3 

-1, 4' -b:tf^Ui^>- 1' -:ij;i'>J^=3p-y-^ b* 
1(| M S (ESI, POS.20V) : 506 (M + H)*, 2533 (M + 2H)^, 180 ; 
HPLC : A ; HPLC ^i^^lS (^) : 3.18o 

mm 11-10 17 

N- (3- C(4-7'-if/i>- 1 --r;vb:>Ms^>-2->r;v) 
1^ -1, 4' -t:if^iji^>- 1' --r;v:^3;i/5}^-;i/) ^5=-:^-:h-h 

M S(ESI, Pos^V) : 562 (M + H)*, 2813 (M + 2Hf* ; 
HPLC Ifefsfi : A ; HPLC ^it^^ : 3.09o 

m^m 11-10 18 

2|j a:^;V N- (3- [(4-7'-lf>'1>- l--f;H^U ^i?>-2-W;V) 

^'l -1, 4' -t:i^^>;i?>- 1' --f)Vit3)VTf^=:)\/) :^ 

-]> 

M S (ESI, POS.20V) : 578 (M + H)*, 496, 289.5 (M + 2H)^ ; 
HPLC ^# : A ; HPLC U^mM (^) ; 3.16o 

mmm 11-1019 
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:n^Jly 3- [(3- [(4 1 ->f ;Vb!i; ^ 2 ->f ;v) T 

^^'l -1, 4* ~trtr^ui^>-i' T^^] 

M S(ESI, POS.20V) : 550 (M + H)*, 2753 (M + 2H)^ ; 
J HPLC : A ; HPLC Ul^mm (^) : 3.14o 

HJS^^J 11-10 2 0 

3- [(4-T-if>'i>- i--r;i/tr»j ^>:^>-2--r;i') T^y] -n- (2 

M S (ESI, P0S.2OV) : 520 (M + H)*, 2603 (M + 2H)^, 180 ; 
HPLC : A ; HPLC ^Jt^F^ (^) : 3.14o 

mmm 11-1021 

1^ 3- l(4-T'ii^^>- 1 JV\^V 2 JV) T^y] -N- [( 1 

R) - l-7ai-;i/3^^;i/] -1,4* - tri^^'J 1 * --^JV^^^^V 
^ h- 

M S (ESI, POS.20V) : 506 (M + H)*, 180 ; 

HPLC : A ; HPLC Ul^mm : 3.11o 

^JS«?>J 11-10 2 2 

3- [(4-T-if>''^>- i-'f;i'tfU ^s^>-2--f;i/) T^y] -N- [(1 
R, 2S) -2-73:— ;i/$/ij7 urn tf;i/] -l, 4* -bTtf^U 1 * 

2^ MS (ESI, P0S.2OV) : 518 (M + H)*, 259.5 (M + 2H)^* ; 
HPLC 0kW : A ; HPLC i^) : 3.14o 
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mmm 11-1023 

5 MS (ESI, P0S.2OV) : 444 (M + H)*, 276, 180 ; 
HPLC : A ; HPLC ^i^^^ {'^) : 2.94o 

mmm 11-1024 

3-C(4-T-l2?>'-^>- l->r;Wtr'; ^i^>-2— f;V)T^>']-N-(2, 

M S (ESI, P0S.2OV) : 514 (M + H)*, 372, 193 ; 
HPLClfeffi : A; 
HPLCfi^^K (^) : 3.01o 

mmm 11-1025 

3- [(4-THf>'i>- i->r;vt:»j ^s^>-2— r;i/) T^y] -n, n- 
s^;'<^;v-i, 4* -trtf^Ui^>- 1' -:^3;i/5l^^-9-^ F 

M S (ESI, P0S.2OV) : 430 (M + H)*, 372, 193 ; 
2f| HPLC lilft^ : A ; HPLC (^) : 2.92o 

mMm 11-10 2 6 

N- (4-'r-^^^>- 1 — r^vtfU ^5^>-2--f;v) -1* - (^;V3^U 
>-4->r;v:!b;v7t^— ;v) -1,4' -trt:^ue^>-3-T^ > 

2^ MS (ESI, POS.20V) : 472 (M + H)*, 372, 114 ; 

HPLC 0ki'¥ : A ; HPLC U^mm (^) : 2.92o 
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mmm 11-1027 

3- [(4-7'-if>'i>-i->f;i/tru^i^>-2-'f;i/) t^^] -n, n- 

^ MS (ESI, P0S.2OV) : 458 (M + H)*, 372, 193 ; 
HPLC : A ; HPLC Ut^mm (^) : 3.03o 

mmm 11-1028 

3- C(4-T'i2f/^>-l-'f;H:fU^i?>-2-^;i/) T^^] -N, N- 

M S (ESI, P0S.2OV) : 486 (M + H)*, 359, 128 ; 
HPIC : A ; HPLC (^) : 3.16o 

11-10 2 9 

1^ 3- [(4-THf^^>- l-^;i/l^U ^5^>-2-^;i') T^y] -N-p<5^ 

;i/-N-7i— ;v- 1 , 4* -ifif^i; i^>- 1 ' -:3!3;i'>Jtdp-y^ 

M S (ESI, POS.20V) : 492 (M + H)*, 359, 134 ; 
HPLC 0m : A ; HPLC Unmm (^) : 3.09o 

20 mmm 11-1030 

N- (4-T-ifyi>- i--f;i/trij ^s;>-2->f;i/) -1* - (lOH- 
7ai>'5^T$^>- 1 o--r;i/>?3;v7K— -1, 4* -tr\i^ui^>-3- 

M S (ESI, P0S.2OV) : 584 (M + H)*, 359, 292^ (M + 2Hf* ; 
25 HPLC : A ; HPLC ^l^mM : 3.34o 
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mm 11-10 3 1 

N- (4-T-if/i>-i--r;i/i^ij ^s^>-2->r;v) -i* - (dn-io 
;w^\/— ;i/-9 --f ;V3t3;i/7H— - i, 4* -ifi:f^'js^>-3-T^> 

M S (ESI, POS.20V) : 552 (M + H)*, 468, 276.5 (M + 2H)^* ; 
^ HPLC : A ; HPLC ^i^^^ (^) : 3.31o 

mM 11-10 3 2 

3- C(4-THf/i>- i->r;vtfU ^$^>-2-'r;i/) t^^^] -n, n- 

jtzi;!/- 1^ 4* -tfl^^y i^>- 1 * -pb;i/4?^'9-^ H 
;q MS (ESI, POS.20V) : 554 (M + H)*, 470, 359, 196 ; 
[ ' HPLC : A ; HPLC (^) : 3.23o 

11-10 3 3 

N- (4-T-if>'-«>'- 1 ^^:^>-2-'f;i/) -i* - (trnyt? 

MS (ESI, POS.20V) : 456 (M + H)*, 372, 359 ; 
HPLC : A ; HPLC ^i^^P^ : 2.98o 

mrnm 11-1034 

2(| N- (4-T-lf>'1>- 1 — r;VtrU ^e^>-2-'f -1* - [(4-;p<5=- 

. ;vtr^^i?>-i — r;v) -1, 4* -ifif^us^>-3-T 

M S (ESI, P0S.2OV) : 485 (M + H)*, 227 ; 

HPLC : A ; HPLC Nfil (^) : 2.83o 

Il5fe«?!l 11-10 3 5 
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3- [(4-T-ifyi>-l--f;vt:U5.^>_2--r;i/) T%>^2 -N, N- 

M S (ESI, POS.20V) : 514 (M + H)*, 450, 359, 156 ; 
HPLC : A ; HPLC Ut^mm (^) : 3^9o 

12-1 --mmm 12-6 

HiS^J 12-1 

N^- [2- (3, 4-S^bKD>fV^>'i;>-2 (IH) --f;!/) ITU 5 

NMR(a)30D) : d 2.72 (s, 6H), 2.90 (t, J = 6.00 Hz, 2H), 3.13 (t, J = 630 Hz, 2H), 

3.74 (t, J = 630 Hz, 2H), 3.94 (t, J s 6.00 Hz, 213^, 4.81 (s, 2H), 5.90 (d, J = 6.00 Hz, 

IH), 7.17 (m, 4H), 7.75 (d, J = 6.00 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 298 (M + H)*, 224, 186 ; 

HPLC ^^:A; HPIjC m^mM (^) : 2.85 ; 

T L C : R f 0.53 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 12-2 

1- (4- [2- T^y^lfU ^s^>-2— 

IIJf6«a| 12-3 

N»- [2- (2, 3-$^t h*D-lH->f >h--;i/-l-^;v) tfU^i^V 
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MS(ESI,Pos,20V) : 284 (M + H)* ; 
HPLC^# : B ; HPLC^j^^P^ (^) : 3.53o 

IISi0!ll 2-4 

NMR(DMSO-d6) : 6 1.47 (m, 4H), 1.76 (m, 4H), 2.15 (s, 6H), 2.37 (t, J = 7.00 Hz, 
2H), 3.31 (m, 2H), 3.59 (m, 4H), 7.17 (m, IH), 8.12 (s, IH) ; 
MS(ESI,Pos,20V) : 332 (M + H)* ; 
I^J TL C : Rf 0.49(CHa3 : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 12-5 

II N M R(DMSO-d6) : 6 1.48 (m, 4H), 1.70 (m, 4H), 2.13 (s, 6H), 2.32 (s, 3H), 2.38 (t, 
J = 6.80 Hz, 2H), 3.38 (dt, J = 5.4, 6.8 Hz, 2H), 3.69 (t, J = 6.3 Hz, 4H), 6.02 (t, J = 
5.40 Hz, IH), 7.20 (m, 4H), 7.61 (s, IH) ; 
M S (ESI, Pos, 20 V) : 354 (M + H)*, 177.5 (M + 2H)2* ; 
T L C : R f 0.51 (GHQa : MeOH : NH40H= 8 0 : 1 0 : 1 )o 

12-6 

N^- [2-T^f/l>- 1 --f^V- 5- (4-p( b:3p>>7a::r;i/) trU 
-4— f;v] -N^, N2-$;p<f-;i/a:^>- 1, 2-$^T^> 
N M R (DMSO-de) : (5 1.48 (m, 4H), 1.71 (m, 4H), 2.13 (s, 6H), 2.38 (t, J = 6.80 Hz, 
7^ 2H), 3.37 (dt, J = 5.3, 6.8 Hz, 2H), 3.68 (t, J = 6.0 Hz, 4H), 3.76 (s, 3H), 5.98 (t, J = 
5.30 Hz, IH), 6.98 (d, J = 8.80 Hz, 2H), 7.23 (d, J = 8.80 Hz, 2H), 7.59 (s, IH) ; 
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MS(ESI,Pos,20V) : 370 (M + H)*, 185.5 (M + 2H)^* ; 

T L C : R f 0.61 (CHCI3 : MeOH : 1SIH40H= 8 0 : 1 0 : 1 )o 

mm 13-00 i^mmm 13-121 
mmm 13-001 

4- (3, }fu^v^y v>-2 (iH) — r;W -n- [(i s*, 

IQ 2 S*) - 2 -^;i/7t^>;>-4—r;VS^^D^dp dp:h\;u>-2-T^ 

I 

N M R(DMSO-d6) : 6 1.24 (m, 4H), 1.72 (m, 3H), 2.32 (m, 3H), 2.62 (m, 2H), 3.05 
(m, 2H), 3.22 (m, 2H), 3.32 (m, SH), 3.84 (m, 3H), 4.75 (s, 2H), 6.28 (d, J = 6.60 Hz, 
IH), 7.06 (m, IH), 7.19 (m, 4H), 7.31 (d, J = 8.50 Hz, IH), 7.50 (m, IH), 7.81 (d, J = 

15 7.40 Hz, IH); 

r.! 

M S(ESI, Pos. 20 V) : 887 (2M + H)*, 444 (M + H)+, 222.5 (M + 2Hf* ; 
TLC : Rf 034(AcOEt : MeOH= 1 0 : l)o 

mmm 13-002 

2Q 4- (3, 4->:?bHD-f V=SpyU>-2 (IH) —CJl) -N- [(IS*, 

2S*) - 2- (4-p<5^;nf^^s?>- 1 — r;v) ^'^d^:?p>>;v] ^p^^y 

N M R (DMSO-dfi) : 6 1.19 (m, 4H), 1.71 (m, 3H), 1.97 (s, 3H), 2.17 (m, 4H), 2.37 
(m, 3H), 2.61 (m, 2H), 3.06 (t, J = 5.20 Hz, 2H), 3.37 (m, IH), 3.81 (m, 3H), 4.75 (s, 
25 2H), 6.19 (d, J = 6.60 Hz, IH), 7.08 (m, IH), 7.18 (m, 4H), 7.32 (d, J = 8.00 Hz, IH), 
7.50 (m, IH), 7.80 (d, J = 8.00 Hz, IH) ; 
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M S(ESI, Pos. 20 V) : 913 (2M + H)*, 457 (M + H)*, 229 (M + 2H)^ ; 
T L C : R f 0^7 (CHaa : MeOH : NH40H= 8 0 : 1 0 : 1 )o 

mmm 13-003 

5 4-T-if>''^>- l->f ;v-N- [(3R) - 1 -^>s^;i/trnus^>-3--r 

i 

N M R (CDCI3) : 6 1.64 (m, 5H), 1.92 (m, 4H), 2.35 (m, IH), 2.52 (m, 2H), 2.72 (m, 
IH), 2.91 (dd, J = 9.40, 6.90 Hz, IH), 3.63 (s, 2H), 3.86 (t, J = 5.90 Hz, 4H), 4.62 (m, 
IH), 5.31(m, IH), 6.99 (m, IH), 7.28 (m, 5H), 7.45 (m, 2H), 7.80 (d, J = 8.20 Hz, 

Iff IH); 

M S (ESI, Pos. 20 V) : 402 (M + H)*, 312 ; 

T L C : R f 0.55 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 13-004 

^ A-TM^^y- 1 — r;i/-N- [(3 s) - 1 -^>i^)vt:u^)i^>-z->( 

N M R (CDQa) l6 1.64 (m, 5H), 1.92 (m, 4H), 2.35 (m, IH), 2.52 (m, 2H), 2.72 (m, 
IH), 2.91 (dd, J = 9.50, 7.00 Hz, IH), 3.63 (s, 2H), 3.86 (t, J = 5.90 Hz, 4H), 4.62 (m, 
IH), 5.35(m, IH), 7.00 (m, IH), 7.28 (m, 5H), 7.45 (m, 2H), 7.80 (d, J = 8.10 Hz, 
2Q IH); 

M S(ESI, Pos. 20 V) : 402 (M + H)*, 312 ; 

T L C : R f 0.55 (GHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 



mm 13-005 

2^ 4-T-if^1>- l->f;i/-N- [(3R) - 1 - (bf U 2 f ;V^5^;i/) 
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N M R(DMSO-d<i) : 6 1.54 (m, 4H), 1.74 (m, 6H), 2.18 (m, IH), 2.59 (m, IH), 2.71 
(m, IH), 2.93 (m, IH), 3.73 (s, 2H), 3.84 (m, 4H), 4.40 (m, IH), 6.70 (m, IH), 6.98 (t, 
J = 7.70 Hz, 1 H)7.25 (m, 2H), 7.46 (m, 2H), 7.74 (t, J = 7.50 Hz, IH), 7.83 (d, J = 
8.80 Hz, IH), 8.47 (d, J = 4,40 Hz, IH) ; 
I MS(ESI,Pos,20V) :403(M + H)*,202(M + 2H)* ; 

T L C : R f 0.33(0103 : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 1 3 - o o e 

4-T-lf/'?>- 1 f;i/-N- [(3R) -1- i2-:c^JVy^JV) t^D U 

NMRCCDQa) : 6 0.86 (t, J = 7.00 Hz, 6H), 1.33 (m, 6H), 1.66 (m, 4H), 1.81 (m, 
IH), 1.97 (m, 4H), 2.31 (m, 4H), 2.61 (m, 2H), 3.02 (m, IH), 3.93 (t, J = 5.50 Hz, 
4H), 4.53 (m, IH), 7.06 (m, IH), 7.52 (m, 2H), 7.80 (d, J = 8.40 Hz, IH) ; 
MS(ESI,Pos.20V) :396(M + H)*,312; 
1^ T L C : Rf 0.50(AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

mmm i a - o o ? 

-r;i/] ^:^yu>-2-T^> 

2(| N M R (0)03) : <5 0.91 (d, J = 6.60 Hz, 6H), 1.66 (m, 6H), 1.94 (m, 4H), 2.22 (dd, 
J = 7.50, 3.10 Hz, 2H), 2.31 (m, IH), 2.47 (m, 2H), 2.69 (m, IH), 2.84 (dd, J = 9.50, 
7.00 Hz, 1 H)3.87 (t, J = 5.90 Hz, 4H), 4.60 (m, IH), 5.39 (m, IH), 6.99 (m, IH), 
7.44 (m, 2H), 7.81 (d, J = 8.80 Hz, IH) ; 
M S(ESI, Pos. 20 V) : 368 (M + H)* ; 

2^ T L C : R f 0.50(AcOEt : MeOH : TEA= 2 0 : 2 : l)o 
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mmm 1 3 - o o s 

4-T-lf^1>-l-^;i/-N- [(3R) -1- (S^^D-sdpi^;i/p(^;i/) \^ 

NMRCCDQa) : 6 0.88 (m, 2H), 1.18 (m, 2H), 1.26 (m, 2H), 1.45 (m, IH), 1.67 (m, 
^ 6H), 1.78 (m, 4H), 1.96 (m, 4H), 2.28 (m, 3H), 2.41 (m, IH), 2.61 (m, 2H), 2.99 (m, 
IH), 3.92 (t, J = 5.90 Hz, 4H), 4.56 (m, IH), 7.05 (m, IH), 7.49 (m, 2H), 7.80 (d, J = 
8.40 Hz, IH) ; 

MS(ESI,Pos.20V) : 408 (M + H)*, 204.5 (M + 2H) ; 

T L C : R f 0.50(AcOEt : MeOH : TEA= 2 0 : 2 ; l)o 

mmm 13-009 

4-T-if7i>- i->r;v-N- [(3 s) - 1- (tf«;>:^>-2-^;i/^5^;i/) 
i^DU>:^>-3-'r;v] ^i''Jv>-2-T^> 

NMR(CX>a3) : 6 1.64 (m, 4H), 1.75 (m, IH), 1.93 (m, 4H), 2.38 (m, IH), 2.60 (m, 
}^ 2H), 2.82 (m, IH), 2.97 (dd, J = 9.90, 7.00 Hz, IH), 3.76 (d, J = 13.60 Hz, IH), 3.83 
(d, J = 13.60 Hz, IH), 3.87 (t, J = 5.90 Hz, 4H), 4.65 (m, IH), 5.59 (m, IH), 7.00 (m, 
IH), 7.15 (dd, J = 5.10, 1.10 Hz, IH), 7.45 (m, 3H), 7.65 (td, J = 7.60, 1.80 Hz, IH), 
7.80 (d, J = 8.40 Hz, IH), 8.55 (ddd, J = 5.10, 1.80, 0.70 Hz, IH) ; 
M S (ESI, Pos. 20 V) : 403 (M + H)*, 202 (M + 2H)+ ; 
2(j! T L C : R f 0.35 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

mmm 13-010 

4-7'Hf^1>-l— f;i/-N- [(3S) -1- (2-ai5^;V>^5^;i/) i^nu 
S^>-3— ^::^\;j;>-2-T$> 
2^ NMR(C35a3) : 6 0.86 (t, J = 6.20 Hz, 6H), 1.36 (m, 6H), 1.66 (m, 5H), 1.95 (m, 
4H), 2.29 (m, 2H), 2.45 (m, 2H), 2.67 (m, IH), 2,84 (m, IH), 3.89 (t, J = 5.50 Hz, 



539 



wo 2004/052862 



PCT/JP2003/015718 



4H), 4^9 (m, IH), 5.68 (m, IH), 7,01 (m, IH), 7.46 (m, 2H), 7.81 (d, J = 8.40 Hz, 
IH); 

M S(ESI, Pos. 20 V) : 396 (M + H)*, 312, 243 ; 

T L C : R f 0.50 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

mm 13-011 

4-T-if>'i>- 1— f ;v-N- [(3 s) - 1 — f vr^;^l^Dl;s;>-3- 
^;l/3 =¥:^^/';>-2-T^> 

N M R(CDa3) : 6 0.92 (d, J = 6.60 Hz, 6H), 1.66 (m, 6H), 1.95 (m, 4H), 2.23 (dd, 
19 J = 7.70, 2.90 Hz, 2H), 2.31 (m, IH), 2.48 (m, 2H), 2.67 (m, IK^, 2.89 (m, IH), 3.90 
(t, J = 5.50 Hz, 4H), 4.59 (m, IH), 5.93 (m, IH), 7.03 (m, IH), 7.47 (m, 2H), 7.8 1 (d, 
J = 8.10 Hz, IH) ; 

M S(ESI, Pos. 20 V) : 368 (M + H)*, 184.5 (M + 2H)* ; 

T L C : R f 0.50 (AcOEt : MeOH : TBA= 2 0 : 2 : l)o 

mMm 13-012 

4-T-if/i>- l->f;i/-N- [(3S) -1- ($/i7D^dp$^;vp{^;i/) tf 
n';^>-3-'f;i/] ^:^v^u>-2-t^> 

N M R(CDa3) : <y 0.89 (m, 2H), 1.20 (m, 4H), 1.45 (m, IH), 1.67 (m, 6H), 1.78 (m, 
2(| 3H), 1.96 (m, 4H), 2.29 (dd, J = 7.30, 2.90 Hz, 2H), 2.36 (m, IH), 2.40 (m, IH), 2.62 
(m, 2H), 2.99 (m, IH), 3.92 (t, J = 5.90 Hz, 4H), 4.57 (m, IH), 7.07 (m, IH), 7.50 (m, 
2H), 7.81 (d, J = 8.10 Hz, IH) ; 
MS (ESI, Pos. 20 V) : 408 (M + H)*, 312, 243 ; 
T L C : R f 0.50 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

25 

m&m 13-013 
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4-T-if>'^>- 1— f ;i/-N- [(3 s) - l-i/^'^^dp>>;^tr^y>:^>- 
N M R (DMSO-dfi) : 6 1.16 (m, 6H), 1.56 (m, 4H), 1.65 (m, 3H), 1.85 (m, 7H), 2.05 
(m, 2H), 2.39 (m, IH), 2.59 (m, IH), 2.91 (t, J = 8.40 Hz, IH), 3.81 (t, J = 5.30 Hz, 
^ 4H), 4.33 (m, IH), 6.62 (m, IH), 6.97 (t, J = 8.10 Hz, IH), 7.25 (d, J = 8.10 Hz, IH), 
7.44 (t, J = 8.10 Hz, IH), 7.82 (d, J = 8.10 Hz, IH) ; 
M S(ESI, Pos. 20 V) : 394 (M + H)+, 312, 197.5 (M + 2H)^ ; 
T L C : R f 0.50 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

iQ mmm 13-014 

4-T-lf/1>- 1 -^;i/-N- C(3R) - l-i/^Vl^^i/))/\^UVt?>- 
N M R (DMSO-d«) :6 1.16 (m, 6H), 1.56 (m, 4H), 1.66 (m, 3H), 1.86 (m, 7H), 2.05 
(m, 2H), 2.39 (m, IH), 2.59 (m, IH), 2.90 (t, J = 8.10 Hz, IH), 3.81 (t, J = 5.50 Hz, 
4H), 4.33 (m, IH), 6.57 (m, IH), 6.97 (t, J = 8.20 Hz, IH), 7.25 (d, J = 8.20 Hz, IH), 
7.44 (t, J = 8.20 Hz, IH), 7.82 (d, J = 8.20 Hz, IH) ; 
M S(ESI, Pos. 20 V) : 394 (M + H)*, 312, 197.5 (M + 2H)^* ; 
T L C : R f 0.50 (AcOEt : MeOH : TBA= 2 0 : 2 : 1 )o 

2q mm\ 13-015 

NS N^-$?^^;i/-N2- (4-tf^>;5^>- 1 — r;i/^:>-\/U>-2-'f 

;i/) 1, 2-i^T^> 

M S (ESI, P0S.2OV) : 300 (M + 1^*, 157 ; 

HPLC ^ : A ; HPLC ^J^^^ (^) : 3.04o 

HJE^^iJl 3-0 1 6 
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M S (ESI, P0S.2OV) : 326 (M + H)* ; 

HPLC : A ; HPLC Unmm (^) : 2.94o 

mmm 13-017 

4-tr^y>>>- 1 — f ;i/-N- (2-tr^us;>>- 1 — r;i/3i^;i/) 

M S (ESI, P0S.2OV) : 340 (M + H)*, 1703 (M + 2Hf* ; 

19 HPLC : A ; HPLC ^WmM (^) : 2.96o 

■ :j 

mmm i 3 - o i s 

M S (ESI, Pos^V) : 637 (2M + H)*, 319 (M + H)* ; 
}^ HPLC 0k^:A; HPLC ^i^^F^ (^) : 3.55o 

mmm 13-019 

N- (2-73;n;i/x.^;i/) - 4 -tf^U 1 -^f ;i/:ar:^\; U 2 - 

2|j M S (ESI, Pos^V) : 333 (M + H)* ; 

HPLC 0k^:A; HPLC (^) : 3.64o 

mmm 13-020 

N-'f V'^>5^;i/-4-tf^»;i?>- 1 — ( JV^±^JV>-2'-TK> 
2^ MS (ESI, P0S.2OV) : 597 (2M + H)*, 299 (M + H)* ; 
HPL£: : A ; HPLC U^mm (^) : 3.67o 
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mmm 13-021 

4-lf^>Ji^>-l — r;i/-N- (^a^>-2-'f;i/^5^;i/) ^±^JV>- 

5 MS (ESI, P0S.2OV) : 325 (M + H)* ; 

HPLC : A ; HPLC ^}^^^ i^) : 3.62o 

mmm 13-022 

• M S (ESI, P0S.2OV) : 309 (M + H)* ; 

HPLC : A ; HPLC Ul^mm (^) : 3.42o 

mmm 13-023 

MS(ESI,Pos.20V) : 320(M + EO* ; 

HPLC 0M^ : A ; HPLC ^i^^^ (^) : 2.90o 

2(j HiffB^JlJ 13-024 

4-tr^';i^>- i--r;i/-N- (2-t^i;$;>-2-'<;i/3i5^;i/) 

U>-2-7^> 

M S (ESL P0S.2OV) : 334 (M + H)+ ; 

HPLC : A ; HPLC ^i^^^ (^) : 2.96o 

IIJS«?!1 13-025 
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M S (ESI, P0S.2OV) : 669 (2M + H)*, 335 (M + H)* ; 
HPLC 0k^ : A ; HPLC ^^^^^ (^) : 3.14o 

mmm 13-026 

';>-2-T^> 

M S (ESI, P0S.2OV) : 354 (M + H)* ; 
1^ HPLC : A ; HPLC ^Sit^P^ (^) : 3.03o 

mmm 13-027 

Ni_ (4_^^2vi>- 1 --f ;^dp:^^;^;>-2 — r;v) -N^ n^-s^^^^- 
;i/:7'n>''«>- 1 , 3-e^T^> 

1^ MS (ESI, P0S.2OV) : 328 (M + H)*, 157 ; 

HPLC : A ; HPLC iSi^Nf^ (^) : 3.01o 



mmm 13-028 

4 -T^n>- 1 -'r;i/-N-^yi^;i'dp:h\;i; >- 2 -t^ > 

2q MS (ESI, P0S.2OV) : 665 (2M + H)*, 333 (M + H)* ; 

I 

HPLC : A ; HPLC ^^^^11 (^) : 3.64o 



13-029 
M S (ESI, POS.20V) : 693 (2M + H)*, 347 (M + H)* ; 
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HPLC : A ; HPLC ^J^^^ (^) : 3.71o 

mmm 13-030 

^ MS (ESI, P0S.2OV) : 313 (M + H)* ; 

HPLC ^ff^ : A ; HPLC ^W^m i^) : 3.73o 

mmm 13-031 

M S (ESI, P0S.2OV) : 339 (M + H)* ; 

HPLC : A ; HPLC ^l^^m : 3.58o 

mmm 13-032 

4-T'ii^^>-i — f;u-N- (2-7 u;vp<5^;v) >-2 -T^ 

M S(ESI, P0S.2OV) : 323 (M + H)* ; 

HPLC : A ; HPLC ^jt^F^ : 3.49o 

29 13-033 

4-T'^^^>-i — r;i/-N- (t:>;5^>-2-'f ;i/p<5=-;i/) :3p^v^u>- 

2-T^> 

M S (ESI, P0S.2OV) : 334 (M + H)* ; 

HPLC Ife^ : A ; HPLC ^i^^^ (^) : 2.96o 

mmm 13-034 
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4-T-i?>''?>- 1 ->f;v-N- (2-tr';i?>-2 — f;i/ai^;v) 

M S (ESI, P0S.2OV) : 348 (M + H)* ; 

HPLC ^ : A ; HPLC ^^mm (^) : 3.00o 

? 

mmm 13-035 

M S (ESI, P0S.2OV) : 349 (M + H)* ; 
19 HPLC : A ; HPLC mWm^ i^) : 3.23o 

mmm 1 3 - 0 3 e 

M S (ESI, Pos^V) : 609 (2M + H)*, 305 (M + H)* ; 
HPLC : A ; HPLC U^f^m (^) : 3.43o 

i '* 

! 

msm 13-037 

2X\ M S(ESI, Pos^V) : 319 (M + H)* ; 

HPLC : A ; HPLC ^i^l^S (^0-) : 335o 

mmm 13-033 

N — rv^>5=-;i/-4-i^nui^>-i-'r;v^:^yj>-2-T^> 

2^ MS (ESI, P0S.2OV) : 569 (2M + H)+, 285 (M + H)* ; 
HPLC ^{^f^ : A ; HPLC fi^i^^^ {^) : 3.58o 
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MMM 13-039 

4-l:fDU2^>- f;i'-N- (5=-3^>-2->f;V;><5=-;i/) ^i-^JVl^- 

^ MS (ESI, P0S.2OV) : 621 (2M + H)*, 311 (M + H)* ; 
HPLC : A ; HPLC ^j^^^ i^) : 3.42o 

mmm 13-040 

N- (2-7 U;i/^^;i/) -4-lfD«;i^>- l--f ;i/df-:hyij>-2-T 

10 ^> 

. i 

MS (ESI, P0S.2OV) : 589 (2M + H)*, 295 (M + H)* ; 
HPLC : A ; HPLC ^i^^^ (^) : 3.36o 

IU[S«?!1 13-041 
1^ N- (if';s^>-2-'f;i/^5^;i/) -4-i^n >;e^>- 1 --f 

-2-T^> 

M S (ESI, POS.20V) : 306 (M + H)* ; 

HPLC m^lA; HPLC (^) : 2.83o 

?q IIJ|g««J 13-042 

N- (2-tf Ui;>-2— f;i/ai^;i/) -4-tfn>;y>- l->f;v:fir:^\/ 

y >-2-T^ > 

M S (ESI, POS.20V) : 320 (M + H)* ; 

HPLC m^iA; HPLC (^) : 2.89o 

25 

mmm 13-043 

547 



wo 2004/052862 



PCT/JP2003/015718 



. M S(ESI, P0S.2OV) : 321 (M + H)* ; 
HPLC ^# : A ; HPLC (^) : 3.04o 

5 

mmm 13-044 

M S (ESI, P0S.2OV) : 693 (2M + H)*, 347 (M + H)* ; 
HPLC : A ; HPLC i^J^^^ (^) : 3.71o 

13-045 

4-Ti;:i7>- 1 --r;i/-N- (2-7:i:J2;i/3i5=-;i') ^:^^;U>-2-T 

^> 

M S (ESI, POS.20V) : 721 (2M + H)+, 361 (M + H)* ; 
i5 HPLC : A ; HPLC m^mm : 3.78„ 

mmm 13-046 

4-T\/:i3>- 1 — 1';V-N-'f V^>'^;I/^E^:^y U>-2-T^ > 
M S (ESI, P0S.2OV) : 653 (2M + H)*, 327 (M + H)* ; 
2(J HPLC : A ; HPLC (^) : 3.86o 

USS^J 13-047 

4-TVi]>- 1 — r;V-N- (5=-J^>-2-'f;i/p<5^;i/) :^r:^y^;>-2 

2^ MS (ESI, POS.20V) : 353 (M + H)*, 257 

HPLC : A ; HPLC ^i^^^ (^) : 3.69o 



548 



wo 2004/052862 



PCT/JP2003/015718 



mmm 13-048 
> 

I MS (ESI, P0S.2OV) : 337 (M + H)+ ; 

HPLC : A ; HPLC U^mm (^) : 3.60o 

mmm 13-049 

4-T'Jii>-l — r;i/-N- (\^Vi^>-2--(j]/^^jv) d(^^N/i;>_ 

1 .1 

MS(ESI,Pos^V) : 348(M + H)* ; 

HPLC : A ; HPLC (^) : 3.02o 

13-050 

|5 4-TV^:«j>-l->f;i/-N- (2 -l^ U i^>- 2 — r;i/j:5^;i/) 

M S (ESI, Pos^OV) : 723 (2M + H)*, 362 (M + H)* ; 
HPLC : A ; HPLC «Jt^S : 3.05o 

29 mmm 13-051 

4-T\;*>-l-^;i/-N- [(5-^^;i/tr^i^>-2->f;i/) p<^;i/] 
:¥:^^/U>-2-T^ > 

M S (ESI, P0S.2OV) : 725 (2M + H)\ 363 (M + H)* ; 
HPLC 0ki^:A; HPLC (^) : 3.29o 

llitg«?!l 13-052 
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4- i3-Tir\^iy^U [3. 2. 2] >^±-3—(JV) 
:^^/y>-2-T^> 

M S (ESI, POS.20V) : 717 (2M + H)+, 359 (M + H)* ; 
BPIC 0H^:A; HPLC (^) : 3.75o 

? 

^5{g«?!l 13-053 

4- (3-T1ft:$/^D [3. 2. 2] y:h-3->f;i/) 

M S (ESI, POS.20V) : 745 (2M + H)*, 373 (M + H)* ; 

19 HPLC 0ki^ : A ; HPLC U^mm (0) : 3.84o 

mmm 13-054 

4- (3-T1ft:>>^D [3. 2. 2] >^:^-3-> r;V) -N-^V^>5^ 

MS (ESI, P0S.2OV) : 339 (M + H)* ; 

HPLC : A ; HPLC U^mm i^) : 3.88o 

HJSM 13-055 

4- (3-Tiflf5^<^D [3. 2. 2] y:^-3--f;i/) -N- (l^US^> 

20 -2--r;vpt^;i/) ^:^^/u>-2-T^> 

M S(ESI, Pos^OV) : 360 (M + H)* ; 

HPLC : A ; HPLC : 3.0U 

mm0^ 13-056 

4- (3-7^'lflfi/e7D [3. 2. 2] y^-3-^;i.) -N- (2-l^U 



-N- (2-73: 
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M S (ESI, P0S.2OV) : 374 (M + H)* ; 

HPLC : A ; HPLC ^i^^F^ (^) : 3.09o 

mm 13-057 

^ 4- (3-T1ftf$/^n [3. 2. 2] >':^-3-'f -N- [(5-^5=- 

;i/ifvi?>-2--f :3p::^^^l;>-2-T^> 

M S (ESI, Pos^V) : 749 (2M + H)*, 375 (M + H)* ; 
HPLC : A ; HPLC ^^t^^ (^) : 3.31o 

^9 mm 13-058 

2,2'-C(2-[4-(3, 4-^^tb'D-2 ( 1 H) — f V^py Uri;i/) 

M S (ESI, Pos^V) : 815 (2M + H)*, 408 (M + H)* ; 
HPLC ^ : A ; HPLC : 2.98o 

mm 13-059 

4- (3, 4-S^b Kn>f Vdp^ i;>-2 ( 1 H) — f;v) -N- [3 - (1 

M S (ESI, P0S.2OV) : 769 (2M + H)*, 385 (M + H)* ; 
?(j HPLC Ifef^i : A ; HPLC ^^Nf ® (^) : 3.06o 

HJSM 13-060 

4- (3, 4-5^t Kn-f V=^ry U>-2 ( 1 H) -^T;!/) -N- (2-^ 

;i/7}^y >-4->f;v3i^;v) dp:^\;u>-2-T^> 

25 MS (ESI, P0S.2OV) : 779 (2M + H)\ 390 (M + H)* ; 
HPLC ^ : A ; HPLC ^j^^^ i^) : 3,02o 
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mmm 1 3 - o e i 

4- (3, 4~S^b Kn-f Vdpy >; >-2 (IH) —f;!/) -N- (3-tr 

^ MS (ESI, P0S.2OV) : 388 (M + H)* ; 

HPLC : A ; HPLC i^) : 3.22o 

mmm 1 3 - 0 e 2 

4- (3, 4-t?fc h-D-r v=3py';>-2 (iH) — r;v) -N- [2 - (1 

M S (ESI, P0S.2OV) : 388 (M + H)+ ; 

HPLC : A ; HPLC ^i^^^ (^) : 3.07o 

mmm 1 3 - 0 e 3 

1^ 4- (3, 4-:^t h'D-rV^y';>-2 (IH) -^f;!/) -N- [(1 -J^ 

M S (ESI, P0S.2OV) : 775 (2M + H)*, 388 (M + H)* ; 
HPLC 0ki^ : A ; HPLC ^i^^^ (^) : 3.09o 

29 mmm 1 3 - o e 4 

N^- [4- (3, 4-i?bHD^vdp>";>-2 (IH) — r;v) ^:?->/y 

>-2->f;v] -N^ 2, 2— 5^b^pi5^;vrn>'1>- 1, 3-->'T 
^> 

M S (ESI, P0S.2OV) : 779 (2M + H)*, 390 (M + H)* ; 
2^ HPLC ^{i^ : A ; HPLC UWmm (^) : 3.12o 
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msm 13-065 

Ni- [4- (3, 4-i;bb-D^vapy'iJ>-2 ( 1 H) — r;i/) ^±'JV 

M S (ESI, POS.20V) : 362 (M + H)* ; 
^ HPLC : A ; HPLC m^mm (^) : 3.07o 

13-066 

N*- [4- (3, 4-S^fcHn'rv^>'U>-2 (IH) -'f;V) ^i-^JV 
>-2--f;V] -N2, N2->:;3i5^;Vai^>- 1 , 2-:J^T^> 
Ip MS (ESI, POS.20V) : 376 (M + H)* ; 
' HPLC ^ki'^ : A ; HPLC fi^^^^r^ (^) : 3.07o 

mmm 1 3 - o e 7 

N^- [4- (3, 4-5;'t KD>f V^y';>-2 (IH) — f;V) 

M S (ESI, P0S.2OV) : 390 (M + H)\ 195.5 (M + 2H)^* ; 
HPLC 0kn- : A ; HPLC U^mm (^) : 3.11a 

mmm 1 3 - o a s 

2(f 4- (3, 4-$^t Kn-f Vdpy U>-2 (IH) --T;!/) -N- (3-^ 

;i/3r?'j>-4--f;vrnif;v) >- 2 -t^ > 

M S (ESI, P0S.2OV) : 404 (M + H)* ; 

HPLC mi^ : A ; HPLC : 3.07o 

25 mmm 1 3 - o 6 9 

2, 2* - [(3 - [4 -(3, 4-$^bKD-2 (IH) U-;i/) 
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M S (ESI, P0S.2OV) : 422 (M + H)* ; 

HPLC ^# : A ; HPLC (^) : 3.03o 

^ ll»J 13-070 

Ni_ [4_ (3^ 4-S^bb*D-f V^^py' U>-2 ( 1 H) --(Jl) ^±^J^) 

>-2-^))/l -N^ N3-:^;><5^;i/rn/1>- 1, 3-S^T^> 

M S (ESI, P0S.2OV) : 362 (M + H)* ; 

HPLC : A ; HPLC ^ (^) : 3.05o 

mmm 13-071 

N2- [4- (3, b*n-f V:3py i;>-2 (IH) --f;i/) ^±'JV 

M S (ESI, P0S.2OV) : 362 (M + H)+ ; 

15 HPLC^{^ : A ; HPLC^it^^ i^) : 3.05o 

mmm 13-072 

4- (3, 4-5^t: Kn-f V^^' y >-2 (IH) --r;i') -N- [3- (2 

2(j MS(ESI,Pos.20V) : 416 (M + H)*, 2083 (M + 2H)2* ; 
HPLC : A ; HPLC ^it^K (^) : 3.14o 

msm 13-073 

4- (3, 4-:J?t KD'rvdpy'jy-2 (IH) ->f;V) -N- [( 1 

2^ 5^;i/bn i;s^>- 2 — r;w) ^■:^v^^;>-2-7^> 

M S (ESI, P0S.2OV) : 374 (M + H)* ; 
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HPLC : A ; HPLC ^mf^m (^) : 3.07o 

mmm 13-074 

(3, V^r>";>-2 ( 1 H) 

M S (ESI, P0S.2OV) : 733 (2M + H)\ 367 (M + H)+ ; 
HPLC : A ; HPLC (^9-) : 3.62o 

HJfg^J 13-075 

10 4- (3, 4-i^h Kn>f v:?py U>~2 (IH) -N- (2-:7 

M S (ESI, P0S.2OV) : 761 (2M + H)*, 381 (M + H)+ ; 
HPLC mi^iA; HPLC iSJ^B^P^ (^) : 3.69o 

15 II5E«?II 13-076 

4- (3, 4-S^fcKn-f Vdpy U>-2 (IH) 

M S (ESI, P0S.2OV) : 693 (2M + H)*, 347 (M + H)* ; 
HPLC : A ; HPLC Uj^mm (^) : 3.75o 

20 

i 

^Jffi^J 13-077 

4- (3, 4--:?b KD^ Vdr>^ U>-2 (IH) 
-2— f ^M^^-;^) dp:^yi;>_2-7^> 

25 ^JS«»I1 3-078 4- (3, 4 t Kn^ v^^y U >- 2 ( 1 H) - 
-N- (2-7U;i/p<5^;i/) :3p:hv^i;>_2-:F^ > 
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mm 13-079 

4- (3, Hn-f V:^-^ U>-2 (IH) ->()]/) -N- (l^US^ 

I M S(ESI, POS.20V) : 368 (M + H)+ ; 

HPLC : A ; HPLC ^3^^^ (^) : 3.03o 

mSm 13-080 

4- (3, 4-i?b KD'f V=^ry';>-2 (IH) --r;V) -N- (2-lf 
^(j >;$^>-2 — r;va:5=-;i/) :^:^yu>-2-T^> 
M S (ESI, POS.20V) : 382 (M + H)* ; 
HPLC : A ; HPLC ^i^^P^ (^) : 3.05o 

^^?!)1 3-08 1 

\5 4- (3, 4->:^t KD>rV:3py i;>-2 ( 1 H) -N- [(5-p< 

5^;i/tf^i^>-2— r;i/) ^:hyu>-2-T^> 

M S (ESI, POS.20V) : 765 (2M + H)*, 383 (M + H)* ; 
HPLC Ifefsf^ : A ; HPLC ^Jt^^ {^) : 3^9o 

2(| IUS«?y 13-082 

4-T-tf>'i>- l-'f;v-N-C(3 S)- i-^>$?;vT'if/i>-3->f;v] 
^:^y;>-2-T^> 

NMR(DMSO-d6) : 6 1.57 (m, 9H), 1.86 (m, 5H), 239 (m, 3H), 2.84 (dd, J = 
13.20, 4.00 Hz, IH), 3.65 (s, 2H), 3.79 (m, 4H), 4.08 (m, IH), 6.20 (m, IH), 6.96 (m, 
2§ IH), 7.26 (m, 6H), 7.42 (m, IH), 7.79 (d, J = 8.40 Hz, IH) ; 
MS(ESI,Pos.20V) :430(M + H)*,290,193 ; 
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HPLC ^ : A ; HPLC B^f^m (^) : 3.20 ; 

T L C : R f 0.40 (CHCLs : MeOH : NH40H= 8 0 : 1 0 : I), 

mm 13-083 

5i 4-7-lf>'1>- l—f ;V-N-C(3R)- 1 -^>$^;i<'T^f>'1>-3-'f 

NMR(DMSO-d6) : 6 1.48 (m, 8H), 1.82 (m, 4H), 2.61 (m, 3H), 2.84 (cW, J = 
13.00, 3.80 Hz, IH), 3.16 (d, J = 5.30 Hz, 2H), 3.65 (s, 2H), 3.78 (m, 4H), 4.06 (m, 
IH), 6.19 (m, IH), 6.95 (t, J = 7.70 Hz, IH), 7.23 (m, 6H), 7.42 (m, IH), 7.79 (d, J = 
iq 8.20 Hz, IH); 

M S (ESI, Pos. 20 V) : 430 (M + H)*, 340 ; 

HPLC ^{1^ : A ; HPLC ^i^B^^ (^0-) : 3.18 ; 

T L C : R f 0.40 (CHQa : MeOH : NH40H= 8 0 : 1 0 : 1 )o 

1^ mmm 13-034 

N- [(3S) -7'-if/i>-3--r;v] -4-y'^/^>-i-^ j]/^i'^jv> 

-2-T^> 

NMR(DMSO-d6) : 6 131 (m, lOH), 1.84 (m, 5H), 2.63 (dd, J = 13.50, 7.20 Hz, 
IH), 2.74 (t, J = 5.80 Hz, IH), 2.94 (dd, J = 13.50, 4.10 Hz, IH), 3.80 (m, 4H), 4.04 
29 (m, IH), 6.21 (m, IH), 6.95 (t, J = 7.60 Hz, IH), 7.23 (d, J = 8.20 Hz, IH), 7.43 (t, J 
= 7.60 Hz, IH), 7.80 (d, J = 8.20 Hz, IH) ; 
M S (ESI, Pos. 20 V) : 340 (M + H)^ 170.5 (M + 2H)2+ ; 
HPLC : A ; HPLC ^J^^^ (,0) : 3.07 ; 
T L C : R f 0.22 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 13-035 
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, N- [(3R) -T-^/l>-3— -'4-T'iiJ^>-l-^)V^i'^JV> 

NMR(DMS0-d6) : 6 1.57 (m, lOH), 1.84 (m, 51^, 2.63 (dd, J = 13.60, 7.10 Hz, 
IH), 2.74 (t, J = 6.00 Hz, IH), 2.93 (dd, J = 13.60, 4.40 Hz, IH), 3.80 (m, 4H), 4.04 
(m, IH), 6.23 (m, IH), 6.95 (t, J = 7.10 Hz, IH), 7.23 (d, J = 8.10 Hz, IH), 7.43 (m, 
IH), 7.80 (d, J = 8.10 Hz, IH) ; 

MS(ESI,Pos.20V) : 340 (M + H)+, 170.5 (M + 2H)^* ; 

HPLC : A ; HPLC ^itf^ia (^) : 3.07 ; 

T L C : R f 0.24(CHa3 : MeOH : NH40H= 8 0 : 1 0 : l)o 

13-086 

A-TMJMy- 1 -'f;i/-N- [(3 S) - 1 - (l^US^>-2-'f;i/^5=-;i/) 
THf>'l>-3-'r;i/] ^:^\/U>-2-T^> 

mm 13-087 

4-T'^^^>- 1 --r;i/-N- [(3R) - 1 - (l^Ui^>-2--f;i/p<^;V) 

mmm 1 3 - o 8 s 

4-T-if>'^>- 1— r;i/-N- [(3S) -1- (2-ai5=-;i/:;^5^;i/) 
>-3-'f;v] :^:^yy >-2-T^> 

M S (ESI, Pos. 20 V) : 424 (M + H)*, 340, 212.5 (M + 2H)^* ; 
HPLC : A ; HPLC ^i^^^ i^) : 3.31o 

mmm 1 3 - o 8 9 

4-T-^^^>- 1 [(3R) -1- (2-ji5^;v:r5^;i/) 
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MS(ESI,Pos.20V) : 424 (M + H)*, 340, 212.5 (M + 2H)^; 
HPLC 0k{^ : A ; HPLC ^i^^^ i^) : 3.29p 

5 m&m 13-090 

4-T^f>'1>- 1 --r;v-N- [(3 s) - i-^vy^jvT-a/^^-s-^ 

M S(ESI, Pos. 20 V) : 396 (M + H)*, 340, 1985 (M + 2Hf* ; 
HPLC : A ; HPLC ^i^^P^ i^) : 3.16o 

10 

• t 

mm 13-091 

4-T-e>'1>- 1 — f ;i/-N- C(3R) - 1 — f V:r5^;i/THf/'^>-3— I' 

M S (ESI, Pos. 20 V) : 396 (M + H)*, 340, 1983 (M + 2H)^* ; 

15 HPLC : A ; HPLC ^i^^^ : 3.16o 

■| 

mmm 13-092 

4-THf>'i>- 1— f;i/-N- [(3 S) - l-$/^n^3p$/;i/7'Hf-'i>-3 

2(| MS (ESI, Pos. 20 V) : 422 (M + H)\ 396, 340, 211.5 (M + 2Hf* ; 
HPLC ^f^i : A ; HPLC (^) : 3.23o 

mmm 13-093 

4-T"i?/1>-l— f;i/-N- [(3R) - 1 -^'^7D's^>>;i/T-lf>'1>-3 
2^ -'f;V] =3P:^yU>-2-T5> 

M S (ESI, Pos. 20 V) : 422 (M + H)*, 396, 340, 211.5 (M + 2H)^* ; 
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HPLC : A ; HPLC (^) : 3.23o 

HSfl^iJ 13-094 

A-T^?^>- 1 -'f;i/-N- [(3 s) - i-^>s^;vtr^ys;>-3 — r 
;i/3 dp:^^;l;>-2-T^> 

M S (ESI, POS.20V) : 831 (2M + H)*, 416 (M + H^*, 326 ; 
HPLClfe# : A ; HPLC^i^^^ (^) : 3.16o 

mmm 13-095 

A-TMJ^y- 1 — Y^lz-N- [(3 S) - 1— ^>^^;i/tf^'J$^>-3— f 

M S (ESI, P0S.2OV) : 831 (2M + H)*, 416 (M + H)*, 326 ; 
HPLC^# : A ; HPLC^i^Np^ (^) : 3.16o 

13-096 

A-7^?^y- 1 — r;v-N- [(3R) - i-^>5^;i/tr^yi^>-3->f 

M S (ESI, POS.20V) : 417 (M + H)*, 209 (M + 2H)^* ; 
HPLC^{^ : A ; mucUWW^ : 3.07o 

mm 13-097 

4-7'4f>'1>- 1 — f;V-N- [(3R) - 1- (t^ 'JS^>-2--f;Vp<5^;V) 

tr^';i^>-3->f;i/] ^:^\/u>-2-t^> 

M S(ESI, POS.20V) : 417 (M + H)+, 209 (M + 2H)^ ; 
HPLC^ft^ : A ; HPLC^i^^^ : 3.07o 
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mmm 1 3 - o 9 s 

4-T-if/'^>- l->f;i/-N- [(3S) ~l - (2-3i5^;i/:r^;v) tf^u 

M S (ESI, P0S.2OV) : 819 (2M + H)*, 410 (M + H)*, 326, 205.5 (M + 21^^ ; 
^ HPLC^i^t^ : A ; BPIX^UW^M (:^) : 3.25o 

mmm 13-099 

4-T-if>'i>- i-'r;v-N- C(3R) -1- (2-ai^;i/r^;i/) tr^'j 

1(| MS (ESI, P0S.2OV) : 819 (2M + H)*, 410 (M + H)*, 326, 205.5 (M + 2H)^ ; 
HPIjCli^{''l^ : A ; HPLC^it^^ : 3.25o 

mmm 13-100 

4-T^?/1>- 1— r;V-N- [(3 S) -l-^VZf^)V\:^^^)i^>-3- 
}^ =3p-^V^U>-2-T^> 

M S (ESI, POS.20V) : 763 (2M + H)*, 382 (M + H)*, 191.5 (M + 2Hf* ; 
HPLC^i^ : A ; HPLC^j^^^ (^) : 3.12o 

mmm 13-101 

29 4-T^f>'1>- l-'f;V-N- C(3R) -l--(V:f'^JV\f^VP>-3- 
-f dF-:^y y >- 2 -T ^ > 

M S (ESI, P0S.2OV) : 764 (2M + H)*, 382 (M + H)*, 191.5 (M + 2H)^* ; 
HPLClfe{^ : A ; HPLC^j^^^ (^) : 3.12o 

mmm 13-102 

4-T^f>'•?>- 1— f;i/-N- [(3 s) - l-e/^D^:^pe/;^l^^'Ji^>- 
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M S (ESI, P0S.2OV) : 815 (2M + H)\ 408 (M + H)*, 326, 204.5 (M + 2H)2+ ; 
HPLX: : A ; HPLC Unmm i^) : 3.18o 

^ msm 13-103 

4-7'Hf/N*>- 1 --f;i/-N- [(3R) - 1 -i^^D^:aps/;^t!^I;^>_ 
M S (ESI, P0S.2OV) : 815 (2M + H)*, 408 (M + H)*, 326, 204.5 (M + 2H)2* ; 
HPLC : A ; HPLC m^i^m i^) : 3.18o 

10 

' mmm 13-104 

4-T-\i/^>- [(3 S) -tf^US^>-3--r;v] 

>-2-T^> 

N M R(CDa3) : <5 1.54 (m, 2H), 1.65 (m, 4H), 1.78 (m, IH), 1.95 (m, 5H), 2.18 (m, 
;5^ IH), 2.58 (dd, J = 11.80, 8.20 Hz, IH), 2.67 (m, IH), 2.91 (m, IH), 3.28 (dd, J = 
11.80, 3.40 Hz, IH), 3.87 (t, J = 5.70 Hz, 4H), 4.00 (m, IH), 5.27 (m, IH), 7.00 (m, 
IH), 7.45 (m, 2H), 7.81 (m, IH) ; 
MS(ESI,Pos.20V) : 326 (M + H)M63.5 (M + 2H)^ ; 
T L C : R f 0.17 (CHaa : MeOH : NH40H= 8 0 : 1 0 : l)o 

29 

. HjjfE^Jl 3-1 0 5 

4-T-if/i>- 1 — r;i/-N- C(3R) -t;^Ui^>-3->f;i/] 

N M R (DMSO-dfi) id 1.41 (m, 2H), 159 (m, 5H), 1.85 (m, 5H), 2.37 (m, 2H), 2.76 
?5 (m, IH), 3.01 (dd, J = 11.40, 3.50 Hz, IH), 3.80 (m, 5H), 6.27 (m, IH), 6.96 (t, J = 
7.60 Hz, IH), 7.24 (d, J = 8.20 Hz, IH), 7.43 (t, J = 7.60 Hz, IH), 7.80 (d, J = 8.20 
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Hz,lH) ; 

M S(ESI, Pos. 20 V) : 326 (M + H)*, 163.5 (M + 2H)^* ; 

T L C : R f 0.17 (GHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 1 3 - 1 o e 

M S (ESI, P0S.2OV) : 388 (M + H)*, 298 ; 
HPLC^ft^ : A ; HPLC^i^^^ : 3.18o 

Il5fg«?!l 13-107 

4-T4f>'"^>- 1 -•i';i/-N- [1- (trUi?>-2--r;i'^5=-;v) T-if^ 

M S (ESI, POS.20V) : 389 (M + H)*, 195 (M + 2Hf* ; 
HPLC^# : A ; BPLCUi^f^M : 3.07o 

mmm 1 3 - 1 o 8 

4-T-if>'i>- 1 -^;i/-N- [1- ( 2 T'€^$^>-3 

— r;i/] =3{^:h^/U>-2-T5.> 

M S (ESI, P0S.2OV) : 382 (M + H)*, 298, 191.5 (M + 2Hf* ; 
HPLC^i^ : A ; HPLC^it^^ C^) : 3,22o 

mMm 13-109 

4-T-i?>'i>- 1— r;i/-N- (1-^ vr^;vT-if5=-^>-3->f;v) 

M S (ESI, POS.20V) : 354 (M + H)*, 298, 177.5 (M + 2Hf* ; 
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HPLC ^ : A ; HPLC UWmm (^) : 3.09o 

mm 13-110 

4-T-i?>'t>- l-'f;V-N- (l-J/^D^:^^;i/T-g^^>-3-'f;i/) 

M S (ESI, P0S.2OV) : 380 (M + H)*, 298, 190.5 (M + 2H)^* ; 
HPLClfe# : A ; HPLC^jt^^ (^) : 3.14o 

^««J 13-111 

> 

M S (ESI, P0S.2OV) : 298 (M + H)\ 149.5 (M + 2H)^* ; 
HPLC : A ; HPLC ^i^^K (^) ; 2.89o 

mmm 13-112 

2, 4-S^bf^U^;^>- 1 — ()l^^i-^JV> 

M S(ESI, Pos. 20 V) : 297 (M + H)* ; 

HPLC : A ; HPLC ^it^lS {^) : 3.42o 

mm 13-113 

N^- (4-r-e.'i>-i-'f;v^±\/y >-2--r;v) -N^ 

;i/ai^>-l, 2-^T^> 

M S (ESI, Pos. 20 V) : 314 (M + H)*, 157.5 (M + 2H)^* ; 
HPLC 0kW : A ; HPLC ^i^^^ (^) : 2.92o 

|lif(S«?!l 13-114 
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2, 4-i^T'if>'1>- l-'f;i/^:^\;»J> 

M S(ESI, Pos. 20 V) : 325 (M + H)+ ; 

HPLC : A ; HPLC ^i^^^ : 3.62o 

5 mmm 13-115 

I 

Ni_ [4_ 4-5^b Kn-r vdry u>-2 (iH) --r;i/) 

MS (ESI, Pos. 20 V) : 348 (M + H)*, 174.5 (M + 2H)^ ; 
HPLC : A ; HPLC ^i^^^ (^) : 3.02o 

|I5E«»1 13-116 

4- (3, 4-i^h KD-r v^y';>-2 (iH) --r;i/) -n- (2-tr 
n';t^>- 1— f;vac5=-;i/) :3^:^^;y >- 2 -T^ > 

MS (ESI, Pos. 20 V) : 374 (M + H)*, 187.5 (M + 2H)^; 
1^ HPLC : A ; HPLC UWmm (^) : 3.07o 

mmm 13-117 

4- (3, 4-e^bb'D-rv^>'U>-2 (iH) ->r;v) -n- (2-b 

l--<;i/3i5=-;i/) =3r:^\/U>'-2-T^> 
2J MS(ESI,Pos.20V) : 388 (M + H)*, 194.5 (M + 2H)^; 
HPLC 0k^ : A ; HPLC ^it^^ : 3.60o 

mtm 13-118 

4 -T-tf/i^-- 1 — r;v-N--f v^>^;v:^:^y »j >- 2 > 

2^ MS(ESI,Pos.20V) :625(2M + H)*,313(M + H)*; 
HPLC ^^:A; HPLC : 3.73o 
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mmm 13-119 

bu^^;v3i^>-i, 2-s^T^> 

^ N M R (CDQa) : 6 7.83 (d, J = 7.5 Hz, IH), 7.44 (dd, J = 73, 6.6 Hz, IH), 7.27 (d, 
J = 8.7 Hz, IH), 6.97 (dd, J = 8.7, 6.6 Hz, IH), 3.82 (m, 4H), 3.69 (t, J = 6.9 Hz, 2H), 
3.11 (s, 3H), 2.41 (t, J = 6.9 Hz, 2H), 2.17 (s, 6H)y 1.87 (m, 4H), 1.55 (m, 4H) ; 
M S (ESI, Pos. 20 V) : 328 (M + H)* ; 
HPLC : A ; HPLC UWmm (^) : 2.98o 

IQ 

mmm 13-120 

NMR(CaDa3) : S 7.85 (d, J = 7.2 Hz, IH), 7.47 (dd, J = 7.2, 7.2 Hz, IH), 7.25 (d, 
1^ J = 8.4 Hz, IH), 7.00 (dd, J = 8.4, 7.2 Hz, IH), 4.10 (d, J = 5.4 Hz, 2H), 3.81 (m, 4H), 
3.01 (s, 3H), 2.84 (s, 3H), 1.85 (m, 4H), 1.55 (m, 4H) ; 
MS(ESI,Pos.20V) :328(M + H)+; 
HPLC : A ; HPLC UW^m (^) : 3.12o 

?Q HJB^^fl 13-121 

4-T-i?>'t>- 1 --f ;v-N- (i-^^;i/-2-tr^yi?>- 1— r;i/3i 

mSmi4-0 l-'||SS0!|14-8 4 
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mmm 14-01 

^ NMR(DMSO-d6) : (J 7.93 (s, IH), 6.32 (m, IH), 5.44 (s, IH), 3.49 (m, 4H), 3.25 
(dt, J = 6.0, 6,3 Hz, 2H), 2.34 (t, J = 6.3 Hz, 2H), 2.15 (s, 6H), 1.65 (m, 4H), 1.44 (m, 
4H); 

M S(ESI, Pos. 20 V) : 264 (M + H)*, 219, 132.5 (M + 7Hf* ; 

T L C : R f 0.38 (GHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

^^?!I14-02 

^> 

1^ NMR(DMSO-d<i) : 6 1.47 (m, 4H), 1.67 (m, 4H), 1.85 (m, 2H), 2.18 (s, 6H), 2.39 
(t, J = 6.90 Hz, 2H), 2.86 (m, 2H), 3.27 (m, 4H), 3.61 (t, J = 6.00 Hz, 4H), 5.95 (m, 
IH); 

M S(ESI, Pos. 20 V) : 304 (M + H)*, 152.5 (M + 2H)^ ; 

T L C : R f 0.31 (CHCL3 MeOH : NH40H= 8 0 : 1 0 : l)o 

mm 14-03 

N^- (4-T-1f>'l>- l-'<;i/-5, 6, 7, 8-7^h^b Ko^:^yU> 
-2-'r;W -NS N2-$^^^;vx.^>- 1, 2-$^T^> 
NM R(DMSO-dfi) : 6 1.49 (m, 4H), 1.58 (m, 2H), 1.70 (m, 6H), 2.18 (s, 6H), 2.41 
2^ (m, 4H), 3.26 (m, 4H), 3.51 (m, 4H), 5.97 (m, IH) ; 

M S(ESI, Pos. 20 V) : 318 (M + H)*, 159.5 (M + 2Hf* ; 
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T L C : R f 0.31 (CH.CL3 : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 14-04 

NMR(CDCl3) : 6 1^5 (m, 4H), 1.78 (m, 4H), 2.28 (s, 6H), 2.51 (t, J = 6.30 Hz, 

2H), 3.46 (m, 6H), 5.33 (m, IH), 5.79 (s, IH) ; 

MS(ESI,Pos.20V) : 300, 298 (M + H)* ; 

T L C : R f 0.45 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

^«?!114-05 

S N2--:;p<5^;i/ji^57>- 1, 2—yr^> 

NMR(CDa3) : 1.69 (m, 4H), 1.97 (m, 4H), 2.27 (s, 6H), 2.53 (t, J = 6.50 Hz, 2H), 
3.56 (m, 2H), 3.85 (m, 4H), 3.82 (s, 3H), 5.40 (m, IH), 7.21 (m, 2H), 7.45 (d, J = 
9.60 Hz, IH) ; 

MS(ESI,Pos.20V) : 344 (M + H)*, 172.5 (M + 2H)^ ; 

T L C : R f 0.43 (CHas : MeOH : NH40H= 8 0 : 1 0 : l)o 

2q ||JI6^J14-0 6 

N^- (4-7'"if>'i>- l--r;i/-6, 7, 8, g-T^h^t h'n-SH-i/ 
^7u^y'^ [d] try ^>:;>-2-'f ;v) -N^, N2-:^;?<^;i/3i^>- 1 , 

2-5^T^> 

N M R (CD3OD) : <5 1.63 (m, 8H), 1.82 (m, 6H), 2.32 (s, 6H), 2.59 (m, 4H), 2.70 (m, 
2^ 2H), 3.47 (t, J = 6.80 Hz, 2H), 3.54 (m, 4H) ; 

M S (ESI, Pos. 20 V) : 332 (M + H)*, 318, 166.5 (M + 2H)^* ; 
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T L C : R f 0.40 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 14-07 

N M R(DMSO-d6) : 6 1.46 (m, 4H), 1.69 (m, 4H), 2.16 (s, 6H), 2.41 (t, J = 6.50 Hz, 
2H), 3.44 (q, J = 6.50 Hz, 2H), 3.69 (m, 4H), 6.61 (m, IH), 8.04 (s, IH) ; 
MS(ESI,Pos.20V) : 332 (M + H)+, 166.5 (M + 2H)^* , • 
T L C : R f 0.69(CHCl3 : MeOH : NH40H= 8 0: 10: l)o 

ms&m 14-08 

N- (4-}^^Vi^>- [3, 2-d] tT'J ^ e^>- 2 --T 

NMR(CDa3) : 1.68 (m, 61^, 2.01 (m, 2H), 2.94 (m, 2H), 3.50 (q, J = 5.70 Hz, 2H), 
1^ 3.86 (t, J = 5.70 Hz, 4H), 5.05 (m, IH), 7.10 (d, J = 5.10 Hz, IH), 7.53 (d, J = 5.10 
Hz, IH) ; 

M S(EI, Pos.) : 277 (M+), 247, 235, 219, 205, 191, 179, 165, 151, 135 ; 
T L C : R f 0.15 (CH2a2 : MeOH : NH40H= 8 0 : 1 0 : l)o 

2(j mmm 14-09 

N- (4-T-e>'^>- l-^f;^^^!^ [3, 2-d] tr>;^S^>-2 — f)V) 
:/^>-l, 4-i^T^> 

NM R(CaDCl3) : 6 1.60 (m, BH), 1.86 (m, 6H), 2.74 (m, 2H), 3.42 (m, 2H), 3.87 (t, 
J = 6.00 Hz, 4H), 4.81 (m, IH), 7.07 (d, J = 5.50 Hz, IH), 7.52 (d, J = 5.50 Hz, IH) ; 
2Si MS (El, Pos.) : 319 (M+), 303, 289, 276, 261, 248, 233, 219, 205 ; 
T L C : R f 0.13 (CHzaa : MeOH : NH40H= 8 0 : 1 0 : l)o 
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mum 14-10 

^ N M R (DMSO-d«) : 6 1.34 (m, 4H), 1.54 (m, 4H), 2.18 (s, 6H), 2.30 (s, 3H), 2.41 (t, 
J = 6.90 Hz, 2H), 3.31 (m, 6H), 6.33 (m, IH), 7.15 (d, J = 8.4 Hz, 2H), 7.10 (d, J = 
8.4Hz,2H),7.52(s,lH) ; 

M S(ESI, Pos. 20 V) : 354 (M + H)\ 177.5 (M + 2H)^ ; 

T L C : R f 0.31 (CHCI3 : MeOH : NH40H= 8 0 : 1 0 : l)o 

mm 14-11 

NMR(DMSO-d6) : 1.36 (m, 4H), 1.52 (m, 4H), 2.18 (s, 6H), 2.41 (t, J = 7.10 Hz, 
2H), 3.31 (m, 6H), 3.75 (s, 3H), 6.30 (m, IH), 6.91 (d, J = 8.80 Hz, 2H), 7.14 (d, J = 
8.80 Hz, 2H), 7.51 (s, IH) ; 

M S (ESI, Pos. 20 V) : 370 (M + H)*, 185.5 (M + 2H)^+ ; 

TL C : R f 0.27 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

2Q mmm 14-12 

4-THf7l>- 1 — f;V-N- [(3 S) - l-^>i?;i/trDUt^>-3-^ 
-6, 7-i?t: Kn-5H->>^n^>^ [d] ^Z^>-2-T^ 

NMR(DMSO-d6) : (J 1.42 (m, 4H), 1.64 (m, 6H), 1.83 (m, 2H), 2.08 (m, IH), 2.25 
2^ (dd, J = 9.20, 5.50 Hz, 2H), 2.42 (m, 2H), 2.76 (m, IH), 2.85 (t, J = 7.10 Hz, 2H), 
3.52 (s, 2H), 3.57 (m, 4H), 4.23 (m, IH), 6.21 (m, IH), 7.23 (m, 5H) ; 
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M S(ESI, Pos, 20 V) : 392 (M + 302, 233 ; 

TL C : R f 0.44 (GHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 14-13 

^ 4-T4?>'1>- 1 -'r;i/-N- [(3R) -l-^>i^)V\fV2Vt^>-3--f 
-6, HD-5H-i^^D^>^ [d] \fV ^i>>-2-T^ 

> 

NMR(CaDa3) : 6 133 (m, 4H), 1.71 (m, 5H), 1.96 (m, 2H), 2.29 (m, IH), 2.42 (m, 
IH), 2.54 (m, IH), 2.69 (m, 3H), 2.91 (m, 3H), 3.61 (s, 2H), 3.66 (t, J = 6.20 Hz, 4H), 
IQ 4.44 (m, IH), 5.27 (m, IH), 7.32 (m, 5H) ; 

M S (ESI, Pos. 20 V) : 392 (M + H)*, 358, 302 ; 

T L C : R f 0.55 (AcOEt : MeOH : TEA= 2 0 : 2 : 1 )o 

mmm 14-14 

II 4-THf/i>- 1 --f;i/-N- C(3R) - 1 - (tf';i?>-2--f ;i'p<5^;i/) 
t:nU2^>-3--r;H -6, 7--;^b h-n- SH-S/^d^V^ [d] 

NM R(DMSO-d6) : 6 1.43 (m, 4H), 1.66 (m, 6H), 1.84 (m, 2H), 2.10 (m, IH), 2.33 
(m, J = 7.32, 7.32 Hz, IH), 2.57 (m, 2H), 2.84 (m, 4H), 3.58 (t, J = 6,00 Hz, 4H), 
2^ 3.66 (s, 2H), 4.20 (m, IH), 6.25 (m, 11^, 7.22 (m, IH), 7.41 (d, J = 7.90 Hz, IH), 
7.72 (td, J = 7.90, 1.70 Hz, IH), 8.45 (m, IH) ; 
MS (ESI, Pos, 20 V) : 393(M + H)*,197(M + 2H)^* ; 
T L C : R f 0.41 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

2^ 14-15 

4-T-if/i>'- l-'f;v-N- [(3 s) -1- (if';5^>-2— f;^;*^^;!/) 
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trnUS;>-3-'Y;v] -6, 7-i;b HD-5H-2/^cr^>^ [d] tf 

NMR(CX)a3) : 6 IM (m, 4H), 1.73 (m, 5H), 2.01 (m, 2H), 2.31 (m, IH), 232 
(dd, J = 9 JO, 5.50 Hz, IH), 2.68 (m, 2H), 2.75 (t, J = 8.00 Hz, 2H), 2.93 (t, J = 7.00 
^ Hz, 2H), 3.03 (dd, J = 9.50, 6.80 Hz, IH), 3.69 (t, J = 6.00 Hz, 4H), 3.76 (d, J = 
13.70 Hz, IH), 3.82 (d, J = 13.70 Hz, IH), 4.45 (m, IH), 6.94 (m, IH), 7.15 (ddd, J = 
7.70, 4.90, 0.90 Hz, IH), 7.43 (d, J = 7.70 Hz, IH), 7.65 (td, J = 7.70, 1.70 Hz, IH), 
8.54 (ddd, J = 4.90, 1.70, 0.90 Hz, IH) ; 
MS(ESI,Pos.20V) : 393 (M + H)M97 (M + 2H)^* ; 
T L C : R f 0.26(AcOEt : MeOH : TEA= 2 0:2: l)o 

14-16 

4~THf>'i>- 1— f;i/-N- [(3S) -1- (2-ji5^;i/:^^;i/) ifnu 
i^>-3 — r;v] -6, 7 -P\i}^u-5H-^^7U^>^ [d] tfU^i^ 

1^ >-2-T^> 

N M R (DMSO-dfi) : 6 0.81 (m, 6H), 1.28 (m, 4H), 1.47 (m, 4H), 1.63 (m, 6H), 1.85 
(m, 2H), 2.05 (m, IH), 2.22 (m, 2H), 2.48 (m, 5H), 2.75 (m, IH), 2.86 (m, 2H), 3.61 
(t, J = 6.00 Hz, 4H), 4.18 (m, IH), 6.19 (m, IH) ; 
M S (ESI, Pos, 20 V) : 386 (M + H)*, 233, 193.5 (M + 2H)^* ; 

2(j T L C : R f 037(CHa3 : MeOH : NH40H= 8 0 : 1 0 : l)o 

mMm 14-17 

4-T-if>''?>- 1 — r;i/-N- C(3R) -1- (2-3i^;v^^;v) i^nu 

S^>-3--f;i/] -6, 7-5^t KD-5H-$^^D^>^ [d] l^U^i^ 
N MR(CDa3) : 6 0.85 (t, J = 7.10 Hz, 6H), 1.35 (m, 5H), 1.56 (m, 4H), 1.76 (m. 
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5H), 1.99 (m, 2H), 231 (m, 4H), 2.61 (m, 2H), 2.72 (t, J = 7.80 Hz, 2H), 2.94 (m, 

3H), 3.70 (t, J = 6.00 Hz, 4H), 4.41 (m, IH), 6.42 (m, 1 H) 

M S (ESI, Pos. 20 V) ; 386 (M + H)\ 302, 233, 193.5 (M + 2Hf* ; 

T L C : R f 0.45 (AcOEt : MeOH : TEA= 2 0 : 2 : 1 )o 

mmmi4-is 

4-T-if>'i>- i-'f;i/-N- C(3 s) - i-'f v:r5^;l/tr^uy>-3- 
'f;l/3 -6, b*D-5H-$/^n^>^ [d] \fV%t^>-2-T 

^> 

iq NMR(DMSO-d«) : 6 0.84 (d, J = 6.60 Hz, 6H), 1.45 (m, 4H), 1.61 (m, 6H), 1.85 
(m, 2H), 2.08 (m, 3H), 2.24 (m, IH), 2.45 (m, 4H), 2.74 (m, IH), 2.86 (t, J = 7.10 Hz, 
2H), 3.61 (t, J = 6.00 Hz, 4H), 4.19 (m, IH), 6.17 (m, IH) ; 
M S (ESI, Pos, 20 V) : 358 (M + H)*, 233, 179.5 (M + 2Hf* ; 
T L C : R f 0.45 (CHaj : MeOH : NH40H= 8 0: 10: l)o 

mmm 14-19 

4-T'<2f>''?>-i— i';v-N- COR) - 1 v:r^)v\£uv i^>- 3 - 

-r;i/] -6, 7-S?t HD-5H-i^^D^>^ [d] l^U^i^>-2-T 
^> 

2q N M R (CaDQa) : (5 0.91 (d, J = 6.60 Hz, 6H), 1.55 (m, 4H), 1.75 (m, 6H), 1.97 (m, 
2H), 2.25 (m, 3H), 2.41 (m, IH), 2.52 (m, IH), 2.62 (m, IH), 2.69 (t, J = 7.80 Hz, 
2H), 2.87 (m, IH), 2.94 (t, J = 7.20 Hz, 2H), 3.68 (t, J = 6.00 Hz, 4H), 4.44 (m, IH), 
5.26 (m, IH) ; 

MS (ESI, Pos. 20 V) : 358 (M + H)*, 179.5 (M + 2H)^* ; 
^ T L C : R f 0.45 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 
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mm 14-20 

4-T^/^>- 1 ->f ;i/-N- [(3 S) - 1 -^>i^)]/\^u Ui^>-3 — f 

-5, 6, 7, 8-5^b^t KD^:^\;U>-2-T^> 
NMR(DMSO-d6) : 6 1.41 (m, 4H), 1.65 (m, 8H), 2.10 (m, IH), 2.24 (dd, J = 9.00, 
5i 5.60 Hz, IH), 2.45 (m, 6H), 2.78 (dd, J = 9.00, 7.10 Hz, IH), 3.34 (m, IH), 3.48 (t, J 
= 6.00 Hz, 4H), 4.03 (s, 2H), 4.23 (m, IH), 6.19 (m, IH), 7.23 (m, 5H) ; 
MS(ESI,Pos,20V) : 406(M + H)*,316 ; 
T L C : R f 0.43 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

IQ mSm 14-21 

4-rHf^1>- 1 -'T^lz-N- C(3R) - 1 -^>$?;HfnU:^>-3— r 
-5, 6, 7, 8-7^h^t b-ndp:^V/,;x^_2_7^5 > 

N M R(CDa3) : 1.54 (m, 4H), 1.66 (m, 4H), 1.75 (m, 5H), 2.27 (m, IH), 2.41 (dd, J 
= 9.50, 4.80 Hz, IH), 2.48 (m, 3H), 2.60 (m, 3H), 2.90 (dd, J = 9.50, 6.60 Hz, IH), 
1^ 3.57 (t, J = 6.20 Hz, 4H), 3.60 (s, 2H), 4.43 (m, IH), 5.12 (m, IH), 7.26 (m, 5H) ; 
MS(ESI,Pos.20V) : 406(M + H)*,316 ; 
TL C : R f 035(AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

mmm 14-22 

29 4-T^f>'i>- 1— r;i/-N- [(3 s) -1- (i^';$^>-2— r;vp{^;v) 

tfnU^;^>-3— f;v] -5, 6, 7, 8-7^h^t ^•^^p:^^/^J>-2- 

NMR(DMSO-d<5) : (5 1.45 (m, 4H), 1.59 (m, lOH), 2.09 (m, IH), 2.32 (m, 3H), 
2.48 (m, 4H), 2.84 (t, J = 7.80 Hz, IH), 3.49 (t, J = 5.80 Hz, 4H), 3.66 (s, 2H), 4.20 
2^ (m, IH), 6.23 (m, IH), 7.23 (m, IH), 7.41 (d, J = 7.90 Hz, IH), 7.72 (m, IH) ; 
MS(ESI,Pos,20V) : 407(M + H)*,204(M + 2H)^ ; 
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T L C : R f 0.36 (GHQa : MeOH : NEUOH= 8 0 : 1 0 : l)o 
llifB«?iJ14-2 3 

4-T^/^>- 1 )V-N- [(3R) - 1- (If i;$;>-2-'f;i/;>{^;i/) 
^ tfnUi^^-a—r;!/] -5, 6, 7, 8-5^b^t KnJp±yU>-2- 

NMR(CDa3) : 6 ISS (m, 4H), 1.66 (m, 3H), 1.76 (m, 61^, 230 (m, IH), 2.49 (m, 
3H), 2.64 (m, 3H), 2.73 (m, IH), 2.99 (dd, J = 9.50, 6.80 Hz, IH), 3.62 (t, J = 5.90 
Hz, 4H), 3.75(d, J = 13.70 Hz, IH), 3.81 (d, J = 13.70 Hz, IH), 4.45 (m, IH), 6.36 
IQ (m, IH), 7.15 (ddd, J = 7.60, 4.80, 1.20 Hz, IH), 7.43 (d, J = 7.60 Hz, IH), 7.65 (td, J 
= 7.60, 1.80 Hz, IH), 8.54 (ddd, J = 4.80, 1.80, 1.20 Hz, IH) ; 
M S(ESI, Pos. 20 V) : 407 (M + H)*, 204 (M + 2Hf* ; 
T L C : R f 0.45 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

If mmm 14-24 

4-T-lf/i>- l-^;i/-N- C(3S) -1- (2-3i^;i/r^;i/) i^dU 

j^^-a-^r;!/] -5, 6, 7, s-T^h^t KD:2|^:^^;';>-2-T^> 

NMR(DMSO-d6) : <5 0.80 (m, 6H), 1.28 (m, 4H), 1.48 (m, 4H), 1.63 (m, lOH), 
2.03 (m, IH), 2.22 (m, 3H), 2.49 (m, 6H), 2.79 (m, IH), 3.51 (t, J = 5.90 Hz, 4H), 
2(j 4.17 (m, IH), 6.15 (m, IH) ; 

M S(ESI, Pos, 20 V) : 400 (M + H)*, 200.5 (M + 2Hf* ; 

T L C : R f 0.40(CHa3 : MeOH : NH40H= 8 0 : 1 0 : l)o 

2^ 4-T-lf7l>-l-^;i/-N- C(3R) -1- i2-:r.^)]yy^Jl) tfD U 
e^V-a-'T;!/] -5, 6, 7, S-T^h^t Kn:3p:hV^U>-2-T^> 
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NMR(CDa3) : 6 0.85 (t, J = 6.40 Hz, 6H), 1.35 (m, 5H), 1.57 (m, 4H), 1.67 (m, 
4H), 1.78 (m, 5H), 2.27 (m, 3H), 2.35 (dd, J = 9.50, 4.90 Hz, IH), 2.49 (t, J = 5.90 
Hz, 2H), 2.58 (m, 2H), 2.64 (t, J = 6.60 Hz, 2H), 2.88 (dd, J = 9.20, 6.80 Hz, IH), 
3.63 (t, J = 5.90 Hz, 4H), 4.40 (m, IH), 5.97 (m, IH) ; 
^ MS (ESI, Pos. 20 V) : 400 (M + H)^, 316, 200.5 (M + 2H)^* ; 
T L C : R f 0.45 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

^^?yi4-26 

4-T-if/1>- 1 --f;i/-N- [(3 S) - 1 — (Vy^)]/\^UVi^>-3- 
^ -5, 6, 7, 8-5r ^^b^•^dp:^^/I;>-2-T^> 

NMR(DMSO-d6) : cy 0.84 (d, J = 6.60 Hz, 6H), 1.49 (m, 4H), 1.62 (m, lOH), 2.07 
(m, 3H), 2.23 (m, IH), 2.47 (m, 6H), 2.75 (m, IH), 3.51 (m, 4H), 4.17 (m, IH), 6.15 
(in,lH); 

MS (ESI, Pos, 20 V) : 372 (M + H)+, 186.5 (M + 2H)^ ; 
\^ T L C : R f 0.38 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

4-T-lf>'1>- 1 — r;i/-N- C(3R) - 1 — ('J-^^)V}fUVtP>-3- 
-5, 6, 7, 8-5^b^b K^^P:^^;U>-2-T^> 
2q N M R (CDQa) : ^ 0.91 (d, J = 6.60 Hz, 6H), 1.57 (m, 4H), 1.68 (m, 5H), 1.77 (m, 

6H), 2.21 (m, 2H), 2.27 (m, IH), 2.35 (dd, J = 9.30, 5.10 Hz, IH), 2.50 (t, J = 6.00 

Hz, 2H), 2.57 (m, IH), 2.64 (t, J = 6.50 Hz, 2H), 2.91 (dd, J = 9.30, 6.80 Hz, IH), 

3.63 (t, J = 6.10 Hz, 4H), 4.40 (m, IH), 6.09 (m, IH) ; 

MS (ESI, Pos. 20 V) : 372 (M + H)*, 186.5 (M + 2H)^ ; 
2^ T L C : R f 0.45 (AcOEt : MeOH : TEA= 2 0 : 2 : l)o 
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mmm 14-28 

4-T-if>'i>- i--r;v-N- [(3 s) - i-i^^n^^->;i/trD';^>- 
3— f;i/3 -6, 7-5^t l*n-5H-^'^n'>?.>^ [d] tru^i^>-2 

^ N M R (DMSO-de) : <5 1.14 (m, 6H), 1.49 (m, 4H), 1.62 (m, 6H), 1.79 (m, 4H), 1.99 
(m, 2H), 2.29 (m, IH), 2.55 (m, 5H), 2.86 (m, 3H), 3.60 (t, J = 6.00 Hz, 4H), 4.15 (m, 
IH), 6.14 (m, IH) ; 

M S (ESI, Pos, 20 V) : 384 (M + H)*, 302, 192.5 (M + 2H)^* ; 

T L C : R f 0.39 (CHCb : MeOH : ]SIH40H= 8 0 : 1 0 : l)o 

mmm 14-29 

1 — f;i/-N- [(3R) - 1 -t^^u^^iyj\^\^u V P>- 

3- -f;i/] -6, b*n-5H-J/^D^>^ [d] trU^^:^>-2 

1^ NMR(DMSO-d6) : d 1.15 (m, 6H), 1.46 (m, 4H), 1.66 (m, lOH), 1.82 (m, 2H), 
2.02 (m, 2H), 2.33 (m, IH), 2.48 (m, 2H), 2.58 (m, IH), 2.86 (m, 3H), 3.61 (t, J = 
6.00 Hz, 4H), 4.17 (m, IH), 6.12 (m, IH) ; 
M S(ESI, Pos. 20 V) : 384 (M + H)*, 302 ; 
T L C : R f 0,50(AcOEt : MeOH : TEA= 2 0 : 2 : l)o 

29 

mm 14-30 

4- T^f/1>- ;V-N- [(3 S) - l-:^^^D^dp$/;nfDi;^:^>- 
3->f;H -5, 6, 7, 8-7^b^bh-D:?F:^V^U>-2-T^> 
NMR(DMSO-d6) : 6 1.17 (m, 6H), 1.63 (m, 16H), 1.99 (m, 2H), 2.28 (m, IH), 
2.48 (m, 7H), 2.85 (t, J = 8.00 Hz, IH), 3.51 (t, J = 6.00 Hz, 4H), 4.15 (m, IH), 6.14 
(m, IH) ; 
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MS(ESI,Pos,20V) : 398 (M + H)*, 316, 199.5 (M + 2H)^ ; 

T L C : R f 0.39 (GHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 14-31 

4-T-lf>'1>- 1 -'f;V-N- [(3R) - 1 -i>'^D^d^i/;l/lf^Ui^>- 
3— r;i/] -5, 6, 7, 8-7^b^b h*D:^:hv^y>-2-T^> 
NMR(DMSO-d6) : 6 1.15 (m, 6H), 1.48 (m, 7H), 1.68 (m, IIH), 1.98 (m, 2H), 
2.29 (dd, J = 9.10, 5.80 Hz, IH), 2.45 (m, 5H), 2.85 (t, J = 8.40 Hz, IH), 3.51 (t, J = 
6.00 Hz, 4H), 4.15 (m, IH), 6.13 (m, IH) ; 
M S (ESI, Pos. 20 V) : 398 (M + H)*, 316, 199.5 (M + 2H)^ ; 
T L C : R f 0.50(AcOEt : MeOH : TEA= 2 0:2: l)o 

mmm 14-32 

G-T^j^^- 1 — r;v-N- (i-^>s^;vifD>;i?>-3-'f;i/) -9 

H-rU>-2-T^> 

N MR(DMSO-d6) : d 1.44 (m, 4H), 1.73 (m, 6H), 2.11 (m, IH), 2.30 (dd, J = 9.00, 
5.20 Hz, IH), 2.50 (m, 2H), 2.80 (dd, J = 9.00, 7.00 Hz, 11^, 3.54 (s, 2H), 3.80 (m, 
2H), 4.25 (m, 2H), 6.13 (d, J = 6.80 Hz, IH), 7.23 (m, 5H), 7.61 (s, IH), 12.15 (m, 
IH); 

M S (LC-MS, APO, Pos. 20 V) : 392 (M + H)* ; 

T L C : R f 0.40 (Cnas : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 14-33 

4-T-if>'t>- 1 -^;v-N- ( 1 D^:3!r$/;i/tr^U 3 --f ;V) 

-5, 7-^^t^•^:7D [3, 4-d] l^U 2 -T^ > 

NMR(DMSO-d6) : (5 1.08 (m, 6H), 1.45 (m, 6H), 1.72 (m, lOH), 1.99 (m, IH), 
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2.27 (m, 2H), 2.66 (m, IH), 2.97 (m, IH), 3.50 (m, 4H), 3,78 (m, IH), 4.56 (s, 2H), 
5.04 (s, 2H), 6.22 (m, IH) ; 

M S (ESI, Pos, 20 V) : 400 (M + H)*, 318, 200.5 (M + 2H)^ ; 

T L C : R f 0.59(0303 : MeOH : NH40H= 8 0 : 1 0 : l)o 

! 

mmm 14-34 

NMR(CD30D) : 6 1.23 (m, 2H), 1.39 (m, 3H), 1.63 (m, 6H), 1.86 (m, 6H), 2.13 
llj (m, 5H), 3.06 (m, IH), 3.21 (m, IH), 3.51 (m, IH), 3.72 (m, 2H), 3.79 (m, 2H), 4.01 
(m, IH), 4.06 (m, IH), 4.56 (m, IH), 6.98 (s, IH) ; 
M S (FAB, Pos., matrix = Glycerin + m-NBA) : 402 (M + H)*, 237 ; 
T L C : R f 0,25 (AcOEt : MeOH : TEA= 2 0 : 2 : 1 )o 

n mmm 14-35 

6-THf/i>- 1— r;i/-2- [(1 -^>s^;i/if^';i^>-3 — f;i/) 7^ 

NMR(CDa3) : 6 1.52 (m, 6H), 1.74 (m, 6H), 2.20 (m, IH), 2.36 (m, IH), 2.47 (m, 
IH), 2.84 (m, IH), 3.46 (d, J = 13.20 Hz, IH), 3.56 (d, J = 13.20 Hz, IH), 3.68 (m, 
2q 4H), 4.04 (m, IH), 5.04 (m, IH), 5.48 (m, IH), 6.65 (s, IH), 7.28 (m, 5H), 7.67 (m, 
IH); 

MS (ESI, Pos. 20 V) : 409 (M + H)*, 319 ; 

T L C : R f 0.60(CHa3 : MeOH= 1 0 : l)o 

^ mmm 14-36 
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N M R(CDa3) : 6 1.52 (m, 5H), 1.75 (m, 6H), 1.98 (m, IH), 2.60 (m, IH), 2.74 (m, 
IH), 2.90 (m, IH), 2.99 (m, IH), 3.36 (m, IH), 3.50 (m, 2H), 3.71 (m, 2H), 4.06 (m, 
IH), 4.96 (d, J = 730 Hz, IH), 5.71 (m, IH), 6.68 (s, IH), 7.89 (m, IH) ; 
^ MS(ESI,Pos.20V) :319(M + H)*,236, 160(M + 2H)^* ; 

T L C : R f 0.20 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 14-37 

NMR(CDa3) : 6 1.22 (m, 6H), 1.53 (m, 6H), 1.76 (m, lOH), 2.27 (m, 2H), 2.44 
(m, IH), 2.62 (m, IH), 2.98 (m, IH), 3.51 (m, 2H), 3.74 (m, 2H), 4.01 (m, IH), 5.04 
(m, IH), 5.47(m, IH), 6.66 (s, IH), 7.77 (m, IH) ; 
M S(ESI, Pos. 20 V) : 401 (M + H)*, 319, 201 (M + 2H)2* ; 
1^ T L C : R f 0.28 (GHQa : MeOH= 1 0 : l)o 

14-38 

4-T-if>''^>- 1 — r;V-N-[(3 S)- 1 -^>i^;i/T-if/1>-3--f;i/] 
-6, 7 HD- 5H-->^D^>i$' [d] l^U ^i^>-2-T^> 
2q N M R (DMSO-d6) :6 139 (m, 5H), 1.67 (m, 8H), 1.86 (m, 3H), 2.52 (m, 5H), 2.83 
(m, 3H), 3.57 (t, J = 5.90 Hz, 4H), 3.62 (s, 2H), 3.96 (m, IH), 5.83 (m, IH), 7.27 (m, 
5H); 

MS (ESI, Pos. 20 V) : 839(2M + H)*,420(M + H)* ; 
HPLC ^ : A ; HPLC (^) : 3.16 ; 

2^ T L C : R f 0.42(0103 : MeOH : NH40H= 8 0: 10: l)o 
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4-T^f/i>- 1 — r;i'-N-[(3R)- 1 -^>s^;i/T-tf>''?>-3 — r;i/] 

-6, 7-i;t KD-5H-^>^D^>^ [d] \^V^i^>-2-TK> 
N M R (DMSO-dfi) : 6 1.42 (m, 6H), 1.60 (m, 8H), 1.84 (m, 2H), 2.51 (m, 5H), 2.82 
^ (m, 3H), 3.57 (t, J = 6.00 Hz, 4H), 3.62 (s, 2H), 3.97 (m, IH), 5.86 (m, IH), 7.25 (m, 
5H); 

MS(ESI,Pos.20V) : 839(2M + H)*,420(M + H)*; 

HPLC : A ; HPLC ^i^^f^ (^) : 3.18 ; 

T L C : R f 0.50(CHa3 : MeOH : NH40H= 8 0: 10: l)o 

mmm 14-40 

N- C(3S) -T-lf>'1>-3— f;i/] -4-T-if/1>- l-'f;V-6, 7- 

Hn-SH-i'iJ^n^y^ [d] If U ^ i^>- 2 -T^ > 
NMR(DMSO-d6) : <5 1.44 (m, 5H), 1.54 (m, 4H), 1.70 (m, 5H), 1.84 (m, 2H), 2.49 
(m, 2H), 2.58 (dd, J = 13.60, 7.00 Hz, IH), 2.71 (t, J = 6.00 Hz, 2H), 2.87 (m, 3H), 
3.59 (t, J = 6.00 Hz, 4H), 3.85 (m, IH), 5.83 (m, IH) ; 
MS(ESI,Pos.20V) : 330 (M + H)*, 165.5 (M + 2H)^ ; 
HPLC : A ; HPLC U^mm (^) : 3.03 ; 
T L C : R f 0.38 (GHQa : MeOH : NH40H= 8 0: 10: l)o 

2q 

mmmi4-4 i 

N- [(3R) -T'H^^y-S — r;v3 -4-7'Hf^1>- l-'f;V-6, 7- 

Hn-5H-i^^n^>^ [d] tr»j ^i;>- 2 -T'^ > 

NMR(DMSO-d«) : 6 1.45 (m, 5H), 1.54 (m, 4H), 1.68 (m, 5H), 1.84 (m, 2H), 2.49 
P (m, 2H), 2.58 (dd, J = 13.60, 7.10 Hz, IH), 2.71 (t, J = 5.90 Hz, 2H), 2.87 (m, 3H), 
3.59 (t, J = 6.00 Hz, 4H), 3.86 (m, IH), 5.86 (m, IH) ; 
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M S (ESI. Pos. 20 V) : 330 (M + H)+, 165.5 (M + 2Hf* ; 

HPLC : A ; HPLC U^mm (^) : 3.05 ; 

TLC : Rf 0.38(CHa3 : MeOH : NH40H= 8 0:10: l)o 

5 mmm 14-42 

4-T-^J^>- 1-^ )V-N- C(3S) -1- (l^Ui?>-2— f;M^;i/) 
'r'^J^>-3-^;]/'] -6, 7-i?t h*D-5H-i/e7D^>^ [d] bfU 

;() II3S«?!1 14-43 

4-7H?^i>- 1— f;v-N- C(3R) - 1 - (tfUi^>-2— f;i/^5^;v) 
T-lfz-^V-S-^f;!/] -6, KD-5H-:^^D^>;^ [d] l^U 

^i^>-2-T^> 

1^ ll»J 14-44 

4-TH2f>'1>- 1 --r;v-N- [(3S) -1- (2-a^5^;vr5^;i/) T^^j^ 
>-3— r;i/] -6, 7-i?b KD-5H-J/^n^>^ [d] V^i;^^> 
-2-T^> 

M S(ESI, Pos. 20 V) : 414 (M + H)*, 330, 207.5 (M + 2H)^ ; 
2(| HPLCljl# : A ; HPUCUnmm i^) : 3.25o 

iyS«?iJ 14-45 

4-T'if/i>-i-^;v-N- [(3R) -1- (2-a^^;v:r^;v) r-tf/i 
>-3— f';v] -6, 7-S^t KD-5H-i/^n^>^ [d] l^y^J?> 
25 -2-T^> 

M S(ESI, Pos. 20 V) : 414 (M + H)*, 330, 2075 (M + 21^^ ; 
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HPLC 0m- : A ; HPLC m^mm (^) : 3^7o 

mMm 14-46 

4-T-\iJ'^>-l-^)]/-N- C(3S) - 1 — f vr^;i/T-lf>'^>-3->f 
5 -6, h-n-5H->>^j7n^>i$' [d] tf U ^ 2 -T^ 

M S (ESI, Pos. 20 V) : 386 (M + H)*, 330, 193^ (M + 2H)^ ; 
HPLC : A ; HPLC Ut^mm (^) : 3.14o 

;(| IIJfi«»J 14-47 

4-T^f>'1>- l--r;V-N- [(3R) - 1 -'f V>^^;VTHf>'1>-3 — T 

;v] -6, 7-^:^b h*n-5H-i^^D^>^ [d] 

> 

M S(ESI, Pos. 20 V) : 386 (M + H)*, 193.5 (M + 2Hf* ; 
15, HPLC : A ; HPLC UWmM (^) : 3.14o 

f » 

4-THf>'1>- l-'f;V-N- [(3 S) - l-i>'^n^dp>>;v:rHf/-?>-3 
—Y^l/j.-e, 7-S^ti KD-5H-$/'^n^>^ [d] bf';^i^>-2- 
2q T ^ > 

M S (ESI, Pos. 20 V) : 412 (M + H)*, 386, 330, 206.5 (M + 2H)^* ; 
HPLC : A ; HPLC «Jt^^ : 3.20o 

mmm 14-49 

2^ 4-T-€>'1>- l--i';i/-N- [(3R) - l-S^^n^dp$^;i/T-lf>'1>-3 
— f;i/] -6, 7-:^t KD-5H-i;/^n^>^ [d] tf>;5i^>-2- 
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M S (ESI, Pos. 20 V) : 412 (M + H)*, 386, 330, 206.5 (M + 2Hf* ; 
HPLC : A ; HPLC ^j^l^^ i^) : 3.20o 

^ 14-50 

4-T-if>'i>- 1— r;i/-N-[(3 s)- i-^>i^;v:p-if>'i>-3->r;i/] 

-5, 6, 7, 8-5^h^t: KD:aE^:^\/i;>-2-T^> 
N M R(DMS0-d6) : d 1.45 (m, 4H), 1.56 (m, 6H), 1.77 (m, 8H), 2.47 (m, 5H), 2.79 
(m, IH), 3.16 (d, J = 5.10 Hz, 2H), 3.48 (t, J = 6.00 Hz, 4H), 3.62 (s, 2H), 3.91 (m, 
iq IH), 5.85 (m, IH), 7.25 (m, 5H) ; 

MS (ESI, Pos. 20 V) : 434 (M + H)*, 344 ; 

HPLC : A ; HPLC ^j^^F^ i^) : 3.23 ; 

T L C : R f 0.42 (CHas : MeOH : NH40H= 8 0 : 1 0 : l)o 

1^ mmm 14-51 

4 - T42f>'i > - 1 - -r N - [( 3 R) - 1 >''^ > - 3 - -r 
-5, 6, 7, 8-7^h^b ^•^dp:^^;1;>-2-T^> 

NMR(DMSO-d6) : 6 1.45 (m, 4H), 1.56 (m, 6H), 1.75 (m, 8H), 2.47 (m, 5H), 
2.79 (dd, J = 13.10, 3.90 Hz, IH), 3.16 (d, J = 5.00 Hz, 2H), 3.47 (t, J = 6.00 Hz, 4H), 
2q 3,62 (s, 2H), 3.94 (m, IH), 5.83 (m, IH), 7.23 (m, 5H) ; 
MS (ESI, Pos. 20 V) :434(M + H)* ; 
HPLC 0ki^ : A ; HPLC ^j^B#P^ (^) : 3.23 ; 
T L C : R f 0.42 (CHas : MeOH : NH40H= 8 0:10:1) 

25 14-52 

N- [(3R) -T^f>'l>-3— f -4-TH2f>'"^>-l— <;i/-5, 6, 
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7, 8-y^h^\l\^U^i-^JV>-2-T^> 

NMR(DMSO-d6) : 6 1.46 (m, 6H), 1.56 (m, 5H), 1.69 (m, 7H), 2.39 (m, 4H), 2.56 
(m, IH), 2.71 (t, J = 5.90 Hz, 2H), 2.88 (dd, J = 13.50, 4.30 Hz, IH), 3.50 (t, J = 6.00 
Hz, 4H), 3.83 (m, IH), 5.84 (m, IH) ; 
^ M S(ESI, Pos. 20 V) : 344 (M + H)*, 172.5 (M + 2Hf* ; 
HPLC : A ; HPLC Un^m (^) : 3.11 ; 
T L C : R f 0.38 (CaCLs : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 14-53 

iq 4-THf/i>- i->f;v-N- [(3 s) - 1- (if';$^>-2--f;i/p<5=-;i/) 

TH?>'1>-3--f;V] -5, 6, 7, 8-7^b^t: b*ni|r:M/';>-2-T 
14-54 

i| 4-T^f>'i>- i->f;v-N- [(3R) - 1- (i^Ui^>-2--r;i/p<5^;i/) 

T-tf>'l>-3-'f;i/] -5, 6, 7, 8-7^h^t h'D:3p:^y»;>-2-T 

mmm 14-55 

2(| 4-T-i?>''«>- l-'f;i/-N- [(3S) -1- iZ-^i^JVzr^-)]/) T-gyl 
>-3— f;i/] -5, 6, 7, 8-7^b^t KD4p:^yi;>-2-T^> 
M S (ESI, Pos. 20 V) : 428 (M + H)*, 344, 214.5 (M + 2H)2'^ ; 
HPLC : A ; HPLC : 3.33o 

25 mmm 14-56 

4-T-^f>'i>- 1— r;v-N- [(3R) -1- i2-3L^?lzr^JV) T^n 
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>-3--f;V] -5, 6, 7, 8-7^h^hh*DdF:h\/U>-2-7'^> 
MS(ESI,Pos.20V) : 428 (M + H)*, 344, 214.5 (M + IH)^* ; 
HPLC ^{ij^ : A ; HPLC ^m^^m (^) : 3.34o 

f 14-57 

4-T-if/i>- i--y;v-n- [(3 s) - 1 — r v:r5=-;vT4f/'i>-3— r 

-5, 6, 7, 8-5^h^t HD:^:h\/i;>-2-T^> 
MS(ESI,Pos.20V) : 400 (M + H)*, 200.5 (M + 2H)^ ; 
HPLC ^{^t^ : A ; HPLC UWmm (^) : 3.23o 

mmm 1 4 - 5 s 

4-T^f/1>- l--r;V-N- [(3R) - l-'f V:/^;VT"if>'1>-3-'r 

-5, 6, 7, Kn:3e:^\;U>-2-T^> 
MS(ESI,Pos.20V) : 400 (M + H)*, 200.5 (M + 2H)^ ; 
1| HPLC mi^lA; HPLC (^9-) : 3.22o 

mmm 14-59 

4-T-if/1>- l--r;V-N- C(3 S) -l-i^^U^^i^Jl/T-^^^^-S 

-5, 6, 7, 8-7^ h^fc h'n^±yi;>-2-T^> 

2(| M S(ESI, Pos. 20 V) : 426 (M + H)*, 400, 344, 213.5 (M + 2Hf* ; 
HPLC : A ; HPLC U^mM (^) : 3.27o 

^JIE^J 14-60 

4-T'\i^^>- 1 — f;i/-N- C(3R) - l-t^'i7U^^i^JVTMJ^>-3 

2^ -'f;!/] -5, 6, 7, 8-7^h5b ^•^dF:^>7^; v-a-r^^ 

M S (ESI, POS.20V) : 426 (M + H)*, 400, 344, 213.5 (M + 2H)^ ; 
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HPLC 0m- : A ; HPLC ^^^^ (^) : 3.27o 

mmm i 4 - e i 

4-T-lf>'t>- l->f;i/-N- [(3 S) - 1 -^>5^;i/tr^U 3 -'f 
-6, 7 -i^}l}fU-5K-i^^U^>^ [d] bfU ^ 5^>- 2 -T^ 

> 

M S (ESI, POS.20V) : 811 (2M + H)*, 406 (M + H)\ 316 ; 
HPLClilff^ : A ; HPLC^j^Nf^ (^) : 3.16o 

14-62 

4-T-if>'i>- 1— f;i/-N- C(3R) - i-^>^;vtr^';e^>-3 — f 

-6, 7->:^t b*D-5H-2/'^D^>^ [d] l^U^i^>-2-T^ 

> 

M S (ESI, POS.20V) : 811 (2M + H)+, 406 (M + H)*, 316 ; 
HPLClfefsfi : A ; HPLC^Jt^^ (^) : 3.14o 

mmm 14-63 

4-T-if>'i>- 1— f;i/-N- [(3 s) - 1- (i^us^>-2-'f;i/p<^;v) 

l:f^';S^>-3 --f ;i/3 -6, h-D-5H-S/'^D^>^ [d] tf 

U ^i^>-2-T^> 

MS(ESI,Pos.20V) : 407 (M + H)*, 204 (M + ; 
HPIjC^# : A ; HPLC^if^^ (^^) : 3.05o 

^S&M 14 — 64 

4-THf>'1>- 1 — f;V-N- [(3R) - 1 - (trU5^>-2->f;i/^5=-;i/) 
tr^Ui^>-3--f - 6, 7-i?t b-D-5H-$^i'D^>^ Cd] \f 
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MS(ESI,Pos.20V) : 407(M + H)*,204(M + 2H)^ ; 
HPLC^f^ : A ; HPLC^m^ (^) : 3.05o 

Si ^MM 14-65 

4-T-lf^l>- 1 --r^lz-N- [(3S) -1- (2-3i5^;i/:r^;i/) l^^ij 
i^>-3--f;i/] -6, h'D-5H-->^D^>^ [d] bfU^i? 

>-2-T%> 

M S (ESI, POS.20V) : 799 (2M + H)+, 400 (M + H)*, 200^ (M + 2Hf* ; 

jq HPLC : A ; hplc Ul^mm i^) : 3.23o 

mmm 14-66 

4-T-tf>'i>- 1— r;i/-N- [(3R) -1- ( 2 tr^y 

e^>-3— ^'^V] -6, b-n-5H-$^^D^>t$^ [d] \^VXP 

>-2-T^> 

M S (ESI, P0S.2OV) : 799 (2M + H)*, 400 (M + H)\ 200S (M + 2Hf* ; 
HPLC0ki^ : A ; HPJjCU^mm i^) : 3.23o 

mmm 14-57 

2q 4-T-lf.'i>- 1— f ;i/-N- [(3 S) - 1— f v:/^;i/tr^ys^>-3- 
-6, 7-^t KD-5H-^i7n^>^ [d] Ki^>-2-7' 

^> 

M S (ESI, P0S.2OV) : 743 (2M + H)+, 372 (M + H)*, 316, 186.5 (M + 2H)=^+ ; 
HPLC mW:A; HPLC ^j^^F^ (^) : 3.11o 

ll»J 14-68 
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4-T-if>'i>- 1 -'r;i/-N- [(3R) - i—f v:/^;l/l^^lJi;>-3- 
-r;l/] -6, Hn-5H-^'^D^>^ [d] tru^s;>-2-T 

^> 

M S (ESI, POS.20V) : 743 (2M + H)*, 372 (M + H)*, 344, 186^ (M + ; 
HPLC : A ; HPLC : 3,llo 

||JS«?IJ 14-69 

4-T-i?>'i>- 1 — r;i/-N- [(3 s) - 1 -$/^D^:3ipi/;i/tr^i;$;>- 

3 — r;V] -6, 7-i^b KD- 5H-e^^D^>^ [d] l^>;^i^>-2 

M S (ESI, POS.20V) : 398 (M + H)\ 372, 316, 199.5 (M + 2H)^ ; 
HPLC^ : A ; HPLC^j^^^ (^) : 3.16o 

mmm 14-70 

4- T-ii^^>- 1 -'Y;i/-N- [(3R) - 1 -i^^? n^:^$^;vtr^i; 

3- -f;i/] -6, 7-S^b KD-5H-i/^n^>^ [d] tri;^i^>-2 

M S (ESI, P0S.2OV) : 795 (2M + H)+, 398 (M + H)*, 1993 (M + 7Hf* ; 
HPLC^f^ : A ; WlX^^Wmm (^) : 3.16o 

mmm 14-71 

4- T-lf>'1>- 1— f;i/-N- [(3S) -b^'Ji^>-3— f;v] -6,7 
-^t Kn-5H-i^^D^>^ [d] bU ^i^>-2-T^> 
NMR(CDa3) : 6 1.48 (m, 2H), 134 (m, 4H), 1.74 (m, 4H), 1.98 (m, 4H), 2.52 
(dd, J = 11.70, 8.20 Hz, IH), 2.62 (m, IH), 2.67 (t, J = 7.10 Hz, 2H), 2.87 (m, IH), 
2.94 (t, J = 7.10 Hz, 2H), 3.25 (dd, J = 11.70, 3.70 Hz, IH), 3.67 (t, J = 6.00 Hz, 4H), 
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3.84 (m, IH), 4.82 (d, J = 7.90 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 631 (2M + H)*, 316 (M + H)*, 158.5 (M + 2Hf* ; 
T L C : Rf 0.17 (CHaa : MeOH : NH40H= 8 0 : 1 0 : l)o 

5, mmm 14-72 

4-T-if>'i>- i->r;v-N- [(3R) -tr^y>:^>-3 — r;i/] -6, 7 

-i^t KD-5H-$^^D^>^ [d] bri; ^S^>-2-T^> 
NMR(DMS0-d6) : 5 1.33 (m, 2H), 1.45 (m, 4H), 1.56 (m, IH), 1.66 (m, 4H), 1.83 
(m, 3H), 2.31 (dd, J = 11.40, 8.70 Hz, IH), 2.41 (m, 3H), 2.73 (m, IH), 2.86 (t, J = 
iq 7.10 Hz, 2H), 2.98 (dd, J = 11.40, 3.70 Hz, IH), 3.59 (t, J = 6.00 Hz, 4H), 3.70 (m, 
IH), 5.93 (m, IH) ; 

M S (ESI, Pos. 20 V) : 316 (M + H)*, 158.5 (M + 2H)^* ; 

T L C : R f 0.17 (CHCis : MeOH : NH40H= 8 0 : 1 0 : 1 )o 

1^ 14-73 

4-T-if/1>- 1 [(3 S) - 1 -^>$^;i/tr^Ui^>-3 — f 

-5, 6, 7, 8-7^b^t H^^:^^;^;>-2-T^> 
M S (ESI, POS.20V) : 839 (2M + H)*, 420 (M + H)*, 330 ; 
HPLC^ft^ : A ; HPLC^it^^ i^) : 3.22o 

IISS^J14~74 

4-T-if>'1>- 1 -'l';i/-N- [(3R) - 1 -^>i^;i/l^^Ui^>-3--Y 

-5, 6, 7, 8-7^h^t Kn^:^yU>-2-T^> 
M S (ESI, POS.20V) ; 839 (2M + H)*, 420 (M + H)*, 330 ; 
^ HPLC : A ; HPLC ^1^^^ (^) : 3.20o 
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4-T-lf>''?>-l-'f;i/-N- [(3 S) - 1 - (l^U5^>-2-^;i/p(5^;i/) 
tf^);i?>_3_^;i.] _5, 7, 8 -7^ t: i; >- 2 - 

^ MS (ESI, P0S.2OV) : 421 (M + H)*, 402, 330, 211 (M + 2H)^ ; 
HPLC^# : A ; HPhCU^mm (^) : 3.11o 

IUIS«?lJ 14-76 

4-T-!f>'1>- 1 — r;i/-N- [(3R) - 1- (l^Ui?>-2-^;M5^;i/) 
IQ tr-^U>:^>-3— f;i/] -5, 6, 7, S-^^h^t b'Ddp:h\/i;>-2- 

M S (ESI, POS.20V) : 421 (M + H)*, 402, 330, 211 (M + 2H)2* ; 
HPLC : A ; HPLC immm i^) : 3.1U 

1^ mmm 14-77 

4-T-if>'i>- 1 — f;i/-N- [(3S) -1- (2-ji5^;i/:/^;i/) tf^y 
i?>-3->f;v] -5, 6, 7, 8-7^b^t Kp:;^^\;>;>-2-T^> 

M S (ESI, Pos^V) : 827 (2M + H)*, 414 (M + H)*, 330, 207.5 (M + 2H)^* ; 
HPLC : A ; HPLC UWmm (^) : 3.29o 

2q 

mmm 14-73 

4-T-lf>'i>- 1 ->f;i/-N- [(3R) -1- (2-3i^)]/-:r^;v) i^^u 
^>-3-'f;i/] -5, 6, 7, 8-5^h^b K^df•:^^/1J>-2-T^> 
M S (ESI, P0S.2OV) : 414 (M + H)*, 330, 207.5 (M + 2H)^ ; 
25 HPLC ^i^iA; HPLC ^j^^P^ (^) : 3,29o 
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mmm 14-79 

4-T-if/i>-l— y;i/-n- [(3S) -l-^vzr^;v}^^Vi^>-3- 

'f;!/] -5, 6, 7, 8-7^h-^fc KDdp:^V^U>-2-T^> 
M S (ESI, P0S.2OV) : 771 (2M + H)*, 386 (M + H)*, 193.5 (M + 2H)^ ; 
^ HPLC lilffi : A ; HPLC ^j^l^^ (^) : 3.16o 

14-80 

4-T^f>'1>- i-> f;i/-N- C(3R) - i->fv :r^;vtr^ 3- 

'f;!/] -5, 6, 7, 8— T^h^t KDdr:^yU>-2-T^> 
iq MS (ESI, POS.20V) : 771 (2M + H)*, 386 (M + H)\ 193.5 (M + 2H)^* ; 
HPLC : A ; HPLC Ut^mm (^) : 3.16o 

HJlB^^a 14-81 

4-T-S>'1>- 1 — f ;V-N- [(3 S) - 1 -:^^D^:3!r->;i/tr^iJS?>- 
1^ 3— f;i/] -5, 6, 7, 8-7^b5b ^•D:^:^^/^J>-2-T^> 
M S(ESI, POS.20V) : 823 (2M + H)*, 412 (M + H)% 330, 206.5 (M + 2H)^* ; 
HPLC^# : A ; HPLC^j^^^ (^) : 3.22o 

mmm 14-82 

2Q 4-T-lf>'1>-l — f;i/-N- C(3R) - 1 -t^^ U^:i(-i^)V\f^V t^>- 

3- >f;i/] -5, 6, 7, 8-7^^^bH^dp:^^^»J>-2-T^> 
M S (ESI, POS.20V) : 823 (2M + H)*, 412 (M + H)*, 330, 206.5 (M + 2H)2* ; 
HPLC mi^ : A ; HPLC (^) : 3.22o 

.25 mmm 14-33 

4- T-if>'1>- l-^;i/-N-[(3 s)-tr^u>:^>-3-^;i/]-5, 6, 
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7, 8-7^b^fc KDdp:^V^iJ>-2-T^> 

NMR(CDa3) : 6 1.47 (m, 2H), 1.56 (m, 4H), 1.67 (m, 2H), 1.76 (m, 6H), 1.99 (m, 
2H), 2.49 (t, J = 6.70 Hz, 2H), 2.53 (m, IH), 2.61 (t, J = 6.70 Hz, 2H), 2.66 (m, IH), 
2.89 (m, IH), 3.24 (dd, J = 11.50, 3.50 Hz, IH), 3.59 (t, J = 6.00 Hz, 4H), 3.81 (m, 
5 IH), 4.88 (m, IH) ; 

M S (ESI, Pos. 20 V) : 330 (M + H)*, 165.5 (M + 2Hf* ; 

T L C : R f 0.17 (CHas : MeOH : NH40H= 8 0 : 1 0 ; l)o 

msm 14-84 

4-T"€>'i>-i— r;i/-N-[(3R)-i^^>;^>-3— r;v]-5, 6, 

7, 8-7^b^bb*n:^-^l/U>-2-T^> 

N M R(DMSO-d6) : d 1.35 (m, 2H), 1.49 (m, 4H), 1.58 (m, 3H), 1.67 (m, 6H), 1.83 

(m, IH), 2.30 (dd, J = 11.80, 8.80 Hz, IH), 2.44 (m, 5H), 2.72 (m, IH), 2.97 (dd, J = 

11.80, 3.60 Hz, IH), 3.50 (t, J = 5.90 Hz, 4H), 3.63 (m, IH), 5.91 (m, IH) ; 

MS (ESI, Pos. 20 V) : 330 (M + H)\ 165.5 (M + 2H)2* ; 

T L C : R f 0.17 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

m&mi 5-0 i^mmmi 5-55 
mmm 15-01 

N2_ (^2-T^^3:.^JV) -N*-'^>>:^;i'-N'*-p<f^;i/lfU ^S^>-2, 

25 MS (ESI, P0S.2OV) : 258 (M +H) ; 

HPLC : A ; HPLC ^j^^^ (^) : 2.89o 
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mm 15-02 

N2- (2-T^y3i^;i/) -N*-p<5^;V-N^- (2-7a:-;i/j:5=-;i/) 

^ MS (ESI, P0S.2OV) : 272 (M +H) ; 

HPLC ^ii^'.A; HPLC «j^^P^ i^) : 2.95o 

15-03 

M S (ESI, Pos^OV) : 294 (M +H) ; 

HPLC ^{^ : A ; HPLC U^mm (^) : 3.24o 

USE^J 15-04 

^ N2- (2-T^>'ji5=-;v) -N*- [3- rDtr;v] - 

M S (ESI, P0S.2OV) : 253 (M +H) ; 

HPLC : B ; HPLC ^i^^^ (^) : 2.83o 

9 ^«?y 15-05 

1, 1* - (2- C(2-T^>'j^5^;i') -4-i^y ^i^-;w ^y) 

(2-7'D7l>'— 

15-06 
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M S (ESI, P0S.2OV) : 266 (M +H) ; 

HPLC ^fji : A ; HPLC ^SkW^m i^) : S.lOo 

mmm 15-07 

5 N2- (2-T^yji5^;i/) ~N*- [2- ^ ) ac5^;i/] -N* 

^i^>-2, 4~i?7^> 

15-08 

2- [2- C(2-T^y3i^;v) T^y'] try ^i^>-4-^;i/ 
iq T^y^ ;v 

M S(ESI, P0S.2OV) : 254 (M +H) ; 
HPLC A; 
HPLC^i^^F^ (^) :2.79o 

1^ IIJfB«»J 15-09 

^>-2, 4-$^T^> 

^Jg^J 15-10 

^ N2- (2-T^^a:5=-;i/) -N''-^5^;i/-N''- (2 -\^V 2 
tfi;^>:^>-2, 4-$^T5> 
M S (ESI, P0S.2OV) : 273 (M +H) ; 
HPLC : B i HPLC %nmm (^) : 2.860 

25 mmm 15-11 

N2_ (2--7>5 yj^^:.;^) _N4_^^^|^_j^4_ (i_p<5^;n^^>?.i;.:^>_ 
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M S (ESI, P0S.2OV) : 265 (M +H) ; 

HPLC ^ii^'.B; HPLC ^mP^ (^) : 2.8I0 

^ 15-12 

M S (ESI, P0S.2OV) : 324 (M +H) ; 

HPLC : B ; HPLC Unmm (^) : 3.02o 

15-13 

M S (ESI, P0S.2OV) : 226 (M +H) ; 
1^ HPLC ^^:B; HPLC U^mm (^) : 2.69o 

15-14 

N2- (2-T^yji5=-;i/) -N^-p<^;i/-N*- (4-tfUs;>-3-^;v 
tfy^i^>-2, 4->:^7'^> 
^ MS (ESI, P0S.2OV) : 301 (M +H) ; 

HPLC : B ; HPLC m^mm i^) : 3.14o 

15-15 

N2- (2-T^yai5=-;i') -N^-;><5^;i/-N*- [( 6 -^5^;i/tr»; 
2^ 2— f;v) lfU^S?>-2, 4-S^T^> 

M S (ESI, P0S.2OV) : 273 (M +H) ; 
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HPIXU ^:B; HPLC UWmm (^) : 2.92o 

mmm i 5 - i e 

M S (ESI, P0S.2OV) : 315 (M +H) ; 

HPLC Ifeft^ : A ; HPLC U^mm (^) : 2.63o 

15-17 
HJS^J 15-18 

4- [2- [(2-7'^>'3i^;i/) 7^y] t;U ^i^>-4-'f;i/ 

mmm 15-19 

N2- (a-T^^'ai^^;!/) -NS N*-br;;^ (2 -^^ h^^ix^^^;!/) tfU^ 

2q MS (ESI, P0S.2OV) : 298 (M +H) ; 

HPLC ^:A; HPLC (iS-) : 2.860 

mmm 15-20 

M S (ESI, P0S.2OV) : 236 (M ; 
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HPLC : A ; HPLC m^mm (^) : 2.88o 

mmm 15-21 
msmi 5-2 2 

N^- (2-T5y:n^;V) -N*- (2, 3 -:^t Kd- 1 H— f 

1— I';!/) ifU^i^>-2, 4-$;t^> 

1(] MS (ESI, POS.20V) : 270 (M +H) ; 

HPLC ^{-^^ : A ; HPLC Ummm i^) : 2.93o 

mmm 15-23 

lUS^J 15-24 

2q M S(ESI, P0S.2OV) : 265 (M +H) ; 

HPLC 0ki^:B; HPLC ^i^^P^ (^0-) : 2.90o 

mmm 15-25 

MS (ESI, P0S.2OV) : 244 (M +H) ; 

HPLC : A ; HPLC ^Wmm (^) : 2.79o 
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mmm 15-26 

^ MS (ESI, P0S.2OV) : 264 (M +H) ; 

1 

HPLC ^# : A ; HPLC ^i^^^ (^) : 3.02e 

15-27 

iq MS (ESI, P0S.2OV) : 238 (M +H) ; 

HPLC : A ; HPLC ^^m^ i^) : 2.99o 

HJi^aj 15-28 

N^- (2-T^>'3:^;v) -N*-p«^;i/-N*-7ain;veU ^i?>-2, 

f 

N M R(CD30D) : (5 7.66-7.44 (m, 4H), 7.41-7.32 (m, 2H), 5.82 (d, J = 73 Hz, IH), 
3.87 (t, J = 6.0 Hz, 2H), 3,60 (s, 3H), 330 (t, J = 6.0 Hz, 2H) ; 
M S (FAB, Pos., Glycerin + m-NBA) : 244 (M + H)*, 227, 201 ; 
TLC : Rf 0.20(n-BuOH: AcOH: H20=4 : 2 ; l)o 

mmm 15-29 

N 2 - ( 2 - T ^ y ;i/ ) - N - ^ > 2^ ;i/ - N * - 7 ^ ;v tr y ^ ^ > - 2 , 

N M R (CD3OD) : 6 7.67 (d, J = 7.2 Hz, IH), 7.54-7.39 (m, 3H), 7.37-7.17 (m, 7H), 
2^ 5.84 (d, J = 7.2 Hz, IH), 5.34 (s, 2H), 3.77 (t, J = 6.0 Hz, 2H), 3.10 (t, J = 6.0 Hz, 

2H); 
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M S (FAB, Pos., Glycerin + m-NBA) : 320 (M + H)*, 303, 230 ; 
TLC : Rf 0.26(n-BuOH: AcOH:H20=4 : 2 : l)o 

mmm 15-30 

N M R (DMSO-de) :6 1.39 (m, IH), 1,79 (m, 5H), 2.95 (m, 4H), 3.24 (m, 2H), 3.48 
(m, 2H), 3.71 (m, 2H), 3.94 (m, 2H), 6.17 (d, J = 730 Hz, IH), 7.74 (d, J = 730 Hz, 
IH), 8.43 (m, 4H), 9.51 (m, IH), 10.75 (m, 1 H)12.70 (m, IH) ; 
}q MS(LC-MS,APCI,Pos.20V) : 265(M + H)* ; 

T L C : R f 0.38 (CHQa : MeOH : NHtOH^ 8 0 : 2 0 : 4)o 

mmm 15-31 . 

2- [(4- [2- ii^^^?]/TK>^) T^^^try ^^>-2-'f;i/) 
T^^'] aitJ'y'— ;v 

M S (ESI, Pos, 20 V) : 240 (M + H)+ ; 

HPLC : B ; HPLC (^) : 2.72o 

mmm 15-32 

;i/7?5^;W tr»;^i^>-2, 4-i^T^> 

MS (ESI, Pos, 20 V) : 336 (M + H)* ; 

HPLC : B ; HPLC ^it^K i^) : 3.68o 

2^ mmm 15-33 

N*- [2- (i?^5^;i/T^y) -N2-^Jf-S/;i/-N2-^5^;i/l^y 
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M S(ESI, Pos, 20 V) : 280 (M + H)* ; 

HPLC : B ; HPLX: ^nmm (^) : 3.82o 

^ 1151500 15-34 

M S (ESI, Pos, 20 V) : 300 (M + H)* ; 

HPLC : B ; HPLC ^i^^^ (^) : 3.62o 

mmm 15-35 

MS (ESI, Pos, 20 V) : 286 (M + H)*; 
1^ HPLC : B ; HPLC ^^^P^ i^) : 3.45o 

' i 

HJSfi^J 15-36 

N^- [2- -N^ N^-b:;;^ (\^Vi^>-2- 

^ MS(ESI,Pos,20V) : 364(M + H)*,214 

HPLC ^ : B ; HPLC «^Kf ^ (^) : 3.05o 

mmm 15-37 

N*- [2- (i^;i^)]/T^>^) J^^;V] -N2-;;<^;v-N2- (1-^^;V 
2^ lf'^US^>-4->r;i/) l^U^S^>-2, 4-S^7'^> 
M S(ESI, Pos, 20 V) : 293 (M + H)* ; 



601 



wo 2004/052862 



PCT/JP2003/015718 



HPLC : B ; HPLC Ut^mm i^) : 2.98o 

mmm 15-38 

-2, 4-J^T^> 

MS(ESI,Pos,20V) : 267 (M + H)*; 

HPLC : B ; HPLC m^mm i-^) : 2.96o 

mmm 15-39 

MS(ESI,Pos,20V) : 300 (M + H)*; 

HPLC ^i^^iB; HPLC ^^Np^ (^9-) : 3.56o 

mm 15-40 

N*- [2- a:5^;i/] -N^- (2-:7U;M5^;i/) -n^ 

-p<^;H^U ^i?>-2, 4-S^T^> 

MS(ESI,Pos,20V) : 276 (M + H)*; 

HPLC : B ; HPLC ^nmm (^) : 3.29o 

mmm 15-41 

N*- [2- 3i5=-;i/] -n^- [2- (1H-^>k-;i/ 

MS(ESI, Pos, 20 V) : 339 (M + H)* ; 

HPLC : B ; HPLC 0kt^f^m (^) : 3.47o 
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mm 15-42 

-2, 4-i^T^> 
M S (ESI, Pos, 20 V) : 250 (M + H)+ ; 
^ HPIX: ^^:B; HPLC (^) : 3.22o 

mmm 15-43 

-2, 4-i^T^> 
%(\ MS(ESI,Pos,20V) :527(2M + H)*,264(M + H)*; 
HPLC ^ : B ; HPLC Utm^ (^) : 3.36o 

15-44 

M S(ESI, Pos, 20 V) : 555 (2M + H)*, 278 (M + H)* ; 
HPLC 0m :B; HPLC (i^) : 3.53o 

^JE^J 15-45 

2Q N*- [2- (s^^^;!/^^^) -N2- (4-p«^;i/^i;7D^:3^$^ 

;v) tru$i^>-2, 4-S^T^> 

MS (ESI, Pos, 20 V) : 555 (2M + H)+, 278 (M + H)* ; 
HPLC : B ; HPLC (^) : 3.55o 

2^ I^^J 15-46 
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MS(ESI,Pos,20V) : 555 (2M + H)*, 278 (M + H)* ; 
HPLC : B ; HPLC ^Wmm (^) : 3S3o 

mmi 5-47 

N2- (2, 3-s;'bKn-lH— r>7*>-l-^;i/) -N^- [2- (S^ 

M S (ESI, Pos, 20 V) : 595 (2M + H)*, 298 (M + H)* ; 
HPLC : B ; HPLC U^mm i^) : 3.42o 

5-48 

^S^>-2, 4-i;T^> 
MS(ESI,Pos,20V) : 278 (M + H)* ; 
HPLC : B ; HPLC U^mm i^) : 3.64o 

mmm 15-49 

-2, 4-S^T^> 

M S (ESI, Pos, 20 V) : 555 (2M + H)*, 278 (M + H)* ; 
HPLC ^{4^ : B ; HPLC UWmm i^) : 335o 



15-50 
N*- [2- (:^p?5^;i/7^^) 

tr';5i?>-2, 4-i?T^> 

MS (ESI, Pos, 20 V) : 273 (M + H)*; 
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HPLC m¥\r:B; HPLC ^^mm (^) : 2.79o 

mmm 15-51 

MS(ESI,Pos,20V) : 273 (M + H)* ; 

HPLC ^# : B ; HPLC (^) : 2.78o 

^JfS«^J 15-52 

M S(ESI, Pos, 20 V) : 543 (2M + H)\ 272 (M + H)* ; 
HPLC ^i^:B; HPLC ^^^^P^ (^) : 3.23o 

^ HJSM 15-53 

N^- [2- -N^- ( 2 -7 

M S(ESI, Pos, 20 V) : 571 (2M + H)*, 286 (M + H)* ; 
HPLC mi^iB; HPLC U^mm i^) : 3.34o 

HJfg^ 15-54 

N2-:/^;i/-N*- [2- (S^p<5^;i/T^y) \fV^i»-2, 4 

M S (ESI, Pos, 20 V) : 238 (M + H)* ; 
HPLC ^i^i.B; HPLC ^it^^ (^) : 3.20o 
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mmm 15-55 

6- (2- [(l-$^^D^:^^>;^tr^Ui;>-3-xf;v) 7^^^] i^i;^^ 

NMR(DMSO-d6) : <5 1.17 (m, 6H), 1.29 (m, 51^, 1.48 (m, 6H), 1.72 (m, 5H), 2.00 
5 (m, IH), 2.27 (m, 2H), 2.63 (m, IH), 2.91 (m, IH), 3.16 (m, 2H), 3.41 (m, 2H), 3.76 
(m, IH), 4.36 (m, IH), 5.65 (d, J = 5,70 Hz, IH), 6.03 (m, IH), 6.83 (m, IH), 7.58 (d, 
J = 5.70Hz,lH) ; 

M S (ESI, Pos, 20 V) : 376 (M + H)*, 294, 188.5 (M + 2Hf* ; 
T L C : R f 0.38 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mm 1 6 - l-HSfB^^iJ 16-3 

mmm i e - i 

N, N* -tr:^ [2- (^^p<5^;i/T^y) ^±'JV>-2, 

M S(ESI, Pos. 20 V) .: 303 (M + H)*, 168 ; 
HPLC : A ; HPLC ^j^^P^ i^) : 0.36o 

mmm i e - 2 

N, N* (2-tfnUi^>-l->f;i/x.^;v) :^:?-\/U>-2, 4- 

M S (ESI, Pos. 20 V) : 355 (M + H)*, 178 (M + 2H)^ ; 
HPLC ^:A; HPLC ^i^Nf^ (^) : 2.59o 
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mmm i e - 3 

M S (ESI, Pos. 20 V) : 383 (M + H)*, 192 (M + 2H)2* ; 

HPLc mif^iA; HPLc unmm (^) 2.680 

mm 17-01 ~^«?!| 17-12 
llJte^J 17-01 

-1, 1* -t:7ain;i,-4-;i7;i/3}?:^i^^ K 
M S(ESI, P0S.2OV) : 444 (M +H) ; 
HPLC : A ; HPLC 0mmm (^) : 3.45o 

mmm 17-02 

N- (4-T-lf/l>-l-^;i/bfU^y>-2->r;v) -N- [3- (i^^f. 
^)VTXJ) rnt^;!/] -1, 1' -\^yaL-)v-4-ij)V'!f.^^^Y 
M S (ESI, P0S.2OV) : 458 (M +H) ; 
HPIX: m^-.Ai HPLC ^j^^^ (^a-) : 3.29o 

mmm 17-03 

N- [4- (3, 4-i?fcHD-rV:^y U>-2 (1 H) — f l^U^i? 

>-2-'i';V] -N- [2- (S^p<5^;i/T^^) -1, 1' -tr7 
air:;i/-4-:!tj;V/}?:3p1^-^ K 
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M S(ESI, P0S.2OV) : 478 (M +H) ; 

HPLC : A ; HPLC ^Wmm (^) : 3.54o 

mmm 17-04 

^ N- [4- (3, 4-i^fch-D^v:3[^y u>-2 (iH) — r;v) i^u^^;^ 
>-2--r;H -N- [3- (i^^^ji/T^yf) rnif;i/] -i, i' -i^ 
7ai:z;i/-4-:^7;i/7}f:^r-9-^ K 
M S(ESI, Pt)s.20V) : 492 (M +H) ; 
HPLC ^{^t^ : A ; HPLC Ummm i^) : 3.44o 

^M^aj 17-05 

N- [2- - 4- -N- (4 

-tf^Ui?>-l-^;VtfU^t^>-2-^;i/) ^>XT^ H 
MS(ESI,Pos.20fV) : 440(M+H) ; 
HPLC : A ; HPLC m^mm i^) : 3.47o 

mmm 1 7 - 0 e 

N- [3- yu\f)V2 -4- (^>^;v:4-^5^) -N- 

(4-t^^>;$^>- 1 --r;n^>; ^s;'>-2->f;i/) b* 

2q MS (ESI, P0S.2OV) : 454 (M +H) ; 

HPLC 0ki^:A; HPLC ^it^^ (tS-) : 336o 

Il2i«?ij 17-07 

N- (4-7'-i?;i>-l— f;i/trU^i?>-2— f;i/) -N- [2- (S^^ 
M S (ESI, POS.20V) : 454 (M +H) ; 
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HPLC ^ff^ : A ; HPLC Un^m (^) : 3^2o 

mm^^i 17-08 

M S (ESI, POS.20V) : 468 (M +H) ; 
HPIX: : A ; HPLC ^j^Kfl^ dS-) : 3.39o 

IIJS^J 17-09 

N- [4- (3, 4-5^t KD-f V^ap^' U>-2 (IH) 

>-2->f;i/] -N- [2- a^^;v] 

M S (ESI, POS.20V) : 488 (M +H) ; 
HPLC : A ; HPLC U^mm i^) : 3.66o 

mmm 17-10 

N- [4- (3, 4-$^b HD-r V:¥>' U>-2 ( 1 H) — l^U^i? 
>-2— r;v] -N- [3- rDlf;i/] -4- (^>5=- 

2q MS (ESI, Pos^V) : 502 (M +H) ; 

HPLC : A ; HPLC U^mm (^) : 3.55o 

mmm 17-11 

3-i^^D^>^;i/-N- [4- (3, 4-S^t h*D-f Vdpy' »J>-2 (1 

2^ H) -'f;i/) try $>^'>-2->f;i/] -n- [2- (i?p«5^;i/T^y) 



-4- (^>^;i/ 
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M S (ESI, P0S.2OV) : 422 (M +H) ; 

HPLC Ifeff^ : A ; HPLC ^t^mM (^) : 3.46o 

USE^^IJ 17-12 

5 3-e^^D^>5=-;i/-N- [4- (3, 4 -S? t Hn-r V^^lry U >- 2 (1 
H) b^U ^i?>-2-'f -N- [3- rn 

M S(ESI, P0S.2OV) : 436 (M +H) ; 

HPLC^f^l^ : A ; HPLC^it^P^ i^) : 3.260 

1| HJfE^aj 18-1 

2- [(4-7'-if/1>-l— ^;l/:^r:^yU>-2— f;!/) :t^->] -N, N- 

MS(ESI,Pos.20V) : 315 (M + H)* ; 

HPLC ^ff^ : A ; HPLC {^}^^^ dS-) : 2.83o 

2Q 

lUE^lJ 18-2 

4-T-if/i>- 1 -'T^v-N- (l-i^^n^:^$/;i/tf^i;$^>-3-'t';i/) 
»M > - 2 - :i7 ;V7}^ 5 1^ 

NMR(CDa3) : <y 1.22 (m, 4H), lilS (m, SH^, 1.82 (m, lOH), 2.30 (m, IH), 2.43 
2^ (m, IH), 2.68 (m, 3H), 3.52 (m, 2H), 3.89 (m, 2H), 4.24 (m, IH), 6.45 (d, J = 6.21 
Hz, IH), 8.28 (d, J = 6.21 Hz, IH), 8.58 (d, J = 7.72 Hz, IH) ; 
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MS(ESI,Pos.20V) : 386 (M + H)*; 

T L C : R f 0.53 (GHQa : MeOH= 9 : l)o 

^MM 18-3 

N- (4-T-lf>'1>-l~>f;i'-l-;^dp$/HtfiJ 5s;;^_2_.f;i,) oi^ 
>-l, 2-i^T^> 

NMR(C3Xn3) : 6 1.54 (m, 4H), 1.76 (m, 4H), 1.98 (m, 2H), 2.94 (t, J = 6.00 Hz, 
2H), 3.52 (q, J = 6.00 Hz, 2H), 3.57 (m, 4H), 5.76 (d, J = 7.30 Hz, IH), 7.26 (m, IH), 
7.84 (d, J = 7.30 Hz, IH) ; 

M S (ESI, Pos. 20 V) : 503 (2M + H)*, 252 (M + H)*, 126.5 (M + 2Hf* ; 
T L C : R f 0.13 (CHCI3 : MeOH : 1SIH40H= 4 0 : 1 0 : l)o 

mmm 19-01 ^msm 19-12 
mmm 19-01 

6 -T'if>'1>- 1 --f ;v-N- (1 -S^^n^dpi<';vtf^i;i;>-3-^;v) 
1; s;; > _ 2 - ;i,7j^dlE^-th ^ 1< 

NMR(CDa3) : 6 1.22 (m, 4H), 1.68 (m, 18H), 2.28 (m, IH), 2.41 (m, IH), 2.67 
(m, 3H), 3.65 (m, 4H), 4.20 (m, IH), 6.61 (dd, J = 8.56, 0.67 Hz, IH), 7.39 (dd, J = 
7.22, 0.67 Hz, IH), 7.53 (dd, J = 8.56, 7.22 Hz, IH), 8.65 (d, J = 8.06 Hz, IH) ; 
MS (ESI, Pos. 20 V) : 385 (M + H)*, 193 (M + 2H)^ ; 
T L C : R f 0.62(CHa3 : MeOH= 9 : l)o 

mmm 19-02 
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N M R(CDa3) : 6 1.54 (m, 4H), 1.77 (m, 4H), 237 (s, 6H), 3.06 (s, 2H), 3.60 (t, J 
= 6.04 Hz, 4H), 6.23 (dd, J = 7.81, 0.84 Hz, IH), 7.38 (dd, J = 7.81, 0.84 Hz, IH), 
5i 7 A3 (t, J = 7.81 Hz, IH), 9.09 (s, IH) ; 
MS(ESI,Pos.20V) : 277 (M + H)*; 
T L C : R f 0.76 (EtOAc : MeOH= 9 : l)o 

mmm 19-03 

NMR(DMSO-d6) : 6 7.74 (d, J = 7.5 Hz, IH), 7.43-7.33 (m, 2H), 7.05 (m, IH), 
6.51 (t, J = 5.1 Hz, IH), 6,28 (s, IH), 3.43 (dt, J = 5.1, 6.3 Hz, 2H), 3.27 (m, 4H), 
2.42 (t, J = 6.3 Hz, 2H), 2.18 (s, 6H), 1.82 (m, 4H), 1.69 (m, 4H) ; 
15 MS (ESI, Pos. 20 V) : 313 (M + H)*, 157 (M + 2H)^* ; 
■ T L C : R f 0.19 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

ms&m 19-04 

N M R (DMSO-de) : (5 7.80 (d, J = 8.1 Hz, IH), 7.33 (m, 2H), 6.99 (m, IH), 6.46 (t, 
J = 5.1 Hz, IH), 5.81 (s, IH), 3.69 (t, J = 6.0 Hz, 4H), 3.31 (m, 2H), 2.53 (t, J = 6.9 
Hz, 2H), 2.21 (s, 6H), 1.74 (m, 4H), 1.47 (m, 4H) ; 
M S(ESI, Pos. 20 V) : 313 (M + E^*, 241, 157 (M + 2H)^ ; 
2q TLC : Rf 0.22 (CHaa : MeOH : 1SIH40H= 8 0 : 1 0 : l)o 
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mmm 19-05 

NMR(DMSO-d6): 6 933 (s, IH), 7.98 (d, J = 8.7 Hz, IH), 7.81 (s, IH), 7.70 (d, J 
5 = 8.4 Hz, IH), 7.54 (dd, J = 8.4, 6.6 Hz, IH), 7.33 (dd, J = 8.7, 6.6 Hz, IH), 3.65 (m, 
4H), 3.10 (s, 2H), 2.30 (s, 6H), 1.84 (m, 4H), 1.64 (m, 4H) ; 
MS(ESI,Pos,20V) : 327 (M + H)*, 242, 164 ; 
T L C : R f 0.48 (GHQa : MeOH= 1 0 : l)o 

19 mmm 1 9 - o e 

NMR(DMSO-d6) : d 7.78 (d, J = 8.4 Hz, IH), 7.37 (d, J = 7.8 Hz, IH), 7.29 (dd, J 
= 7.8, 6.6 Hz, IH), 6.95 (dd, J = 8.4, 6.6 Hz, IH), 6.00 (s, IH), 5.64 (t, J = 5.4 Hz, 
1^ IH), 3.95 (m, 4H), 3.25 (dt, J = 5.4, 6.3 Hz, 2H), 2.42 (t, J = 6.3 Hz, 2H), 2.17 (s, 
6H), 1.82 (m, 4H), 1.63 (m, 4H) ; 

M S (ESI, Pos. 20 V) : 313 (M + H)*, 157 (M + 2H)^ ; 

HPLC^# : A ; HPLC^^Nf^ : 2.85 ; 

T L C : R f 0.48 (CHas : MeOH : NH40H= 8 0 : 1 0 : l)o 

msm 19-07 

1- (4-T-lf.'l>- 1 — r;V-6-i^nn- 1, 3, 5-hVTi^>-2 

— r;i/) T-an^ 

NMR(DMSO-d6) : 6 1.46 (m, 8H), 1.65 (m, 8H), 3.61 (q, J = 5.95 Hz, 8H) ; 
^ MS (ESI, Pos. 20 V) : 312, 310 (M + H)* ,• 
T L C : R f 0.77(Hexane : AcOEt= 3 : l)o 
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mmm 1 9 - o s 

N- (4-7'-lf>'l>- 1 1, 3, 5-YVTi^>-2-^JV) oi^ 

^ NMR(DMSO-d6) : 6 1.49 (m, 4H), 1.73 (m, 4H), 3.00 (m, 2H), 3.63 (q, J = 6.00 
Hz, 2H), 3.77 (m, 4H), 8.26 (m, 2H), 8.41 (s, IH), 8.69 (m, IH) ; 
MS(ESI,Pos,20V) :237(M + H)*; 

TL C : R f 0.17 (CHaa : MeOH : NH40H= 8 0 : 1 0 : l)o 

iq mm} 19-09 

N M R (CD3OD) : d 1.60 (m, 41^, 1.80 (m, 4H), 3.21 (t, J = 5.77 Hz, 2H), 3.79 (m, 
6H); 

MS (ESI, Pos, 20 V) : 273, 271 (M + H)* ; 

T L C : R f 0.23 (CHaa : MeOH : NH40H= 8 0 : 1 0 : l)o 

msm 19-10 

N- {4-TMJi>-l--C)]y-6-?^Y^i^-l, 3, 5-hVTi^>- 
2Q 2->f;i/) 1, 2-i^T^> -nJil^Je 

N M R (CD3OD) : <y 1.62 (m, 4H), 1.85 (m, 4H), 3.22 (t, J = 6.00 Hz, 2H), 3.77 (t, J 
= 6.00 Hz, 2H), 3.87 (m, 4H), 4.11 (s, 3H) ; 
M S(ESI, Pos, 20 V) : 267 (M + H)* ; 

TL C : R f 0.27 (GHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

mmm 19-11 
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1, 2-i^T^> '-mmm. 

N M R(DMSO.d6) : 6 1.59 (m, 4H), 1.81 (m, 4H), 2.98 (m, 4H), 3.27 (m, 2H), 3.57 
(m, 2H), 4.16 (d, J = 5.10 Hz, 2H), 7.86 (m, IH), 8.22 (m, 3H), 8.61 (s, 2H), 11.22 
5 (m, IH) ; 

M S (LC-MS, APO, Pos. 20 V) : 250 (M + H)*, 151 ; 

T L C : R f 0.46 (CHaa : MeOH : NH40H= 8 0 : 2 0 : 4)o 

mmm 19-12 

2-S^T^> 

NMR(DMSO-d6) : 6 7.97 (d, J = 8.1 Hz, IH), 7.61 (m, IH), 7.42 (d, J = 6.9 Hz, 

IH), 7.17 (m, IH), 6.85 (m, IH), 3.62 (m, IH), 3.43 (dt, J = 6.0, 6.6 Hz, 2H), 2.44 (t, 

J = 6.6 Hz, 2H), 2.18 (s, 6H), 2.00-1.57 (m, 12H) ; 

MS (ESI, Pos. 20 V) : 313 (M + H)+, 157 (M + 2H)2*, 102 ; 

T L C : R f 0.46 (CHQa : MeOH : NH40H= 8 0 : 1 0 : l)o 

-Wi^ (I) *5J;t;f (n) T-^^ti^^^^H^ib-^tJC^^i^fis m^lt. 
2^ ^jebfe**:^}^:^ HIVA5CD4|iit4$fflJ}a±®S^i*:-r-^§CXCR4fe 

s v> J* c c R 5 ti^-^-r § c ^pw-r ^^b-^^©;:^ ^ y -~ > -r § 
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^©|5l?)S^V^®|ib^*^^,^ffl6<JT•f*55:V^o -;5r, TmS^mi^^ (X4) H 
I V-li:SDF-l*s^{cCXCR4j3j®-^1-SC:i:A^^„ HI Villi: S 
^ DF--liH!l^;5r©CXCR4^-&gm> 5lfeWc:CX CR 4iU© S D F- 143 

^M-r^fei^s H I V(Di^t>^lzCXCR4(Dp^m^V:ff> K-l?$>SSDF 

M^fi<Jfctts SDF-li:CXCR4 ®J^^$ia«1-^'fb-&tJ=&>^ ^ U - 
^>^ir^mtVXs m^l^s 3-h-^^;i.bfcSDF-l^CXCR4:& 

bT V^ ^ ^ ^ ^ nr V ^ § h h T $fflim i: CD«§^:&^^f S 1^ 
Rlti-^^So ^^7U^T-P (R5) HlVi:^ RANTES^ MIP-1 
%^ a^ MIP-l/?:«js^tc:CCR5K:?g'^t- ^Cl^A^e>> lRl^5&#^;&;&SRitg 

f^^mmm^ (hepes, bsa^^) X'\ihTmsmcEMmmim 
?q mh-^t'^n-sBF-i (NEN) ^mm\^4Xi'V6o^m^>^:i-^ 

— hbfeo SiiB^-^feCEM^ffllS^GF/B membrane filter plate (Packard) XM, 

mmmvxv&m^^. pbst- 3 iii^$fc#bfcm> ^m^^tt Microscint+20 

(Packard) ^iU^tco C EM^fig I;: jg-^bfeSmiB*^ Ibp Count (Packard) 
23 mmm= (Et-Ea) / (Et-Ec) XI 00 
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m^ST>F-l (PeproTech) ^»bfe^®Smig« 

5 mm^^^bfco mm,mi (41) :fe<j;tj^iij!g^j4®'fb^oi Cg 

o*t{i-eti^ti o.20vaM^ J: tJ« 0.15 //M*cafeofeo 
i^^J^J 1 

Id ^^^^w-r si^j 1 Tsm^ntco 

' 2- (2-S^^5^;i/T^y:c5^;i/T$^) -4- KDT-lflf^- 



l-'r;!/) 1 0 og 

• *;i/7j?^$^^5^;v-te;vn— :;^pfj;vixij7A (l^J^j) 2 0.0g 

'Xy^Tv>m'^^^ty^A mmm) lo.og 

il '^m'^Ji^u—:^ 8 7 0 g 

mmm 2 



id -2 - (2-i?p<^;i/T^yai5^;vr$y) -4- t HnrHftrv- 

ifu^i^> 20 Og 

.•T>rih-;i. 2kg 

• l^@7jc 5 0 L 
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^ ^ CD IS S 



1. 



-Wt^ (I) 




a) 



5 (^tfs ^A^iS^^|*^^bTV^T^)J;V^^Mmm^^^^t>U MBitm 

M 

2. ^AAseife»^^bTV'»T*)<j;v>5'-i om^^mw.mmx$>^m^ 



15 

4. 



bT V^•r J: V> 4 - 7 M^M^m^^^^t) b> Wtt7Kmil?> 



20 
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5 . -m.^ ( I - 1 ) 



m^^fe^t) U 3gB bt VNT *> J: v^ 6 - 1 1 Tc 



6. -iiS^Ji (1-2) 

15 -To) -t^^^m^omm i iB«i®'fb^«^o 

7. -iilS^(I-A) 

J ( A'^ N-^BA4^__^L.^ (I-A) 



20 l'-2M®^M^43a;ri«/*fettlM©«fEMMdF$^WbT%J;V\ 
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10 J:V^C 1^1 5T;1/^;W C2~1 5T;i/>r-;vifel^<{iC2~l 5T;1/:^ 
-;i/(m) l~5M©R3K:J:oTSiei$nT'fe<fcV>C3~8^m^, (iv) 1 

^M^*5J:t;«/^fe{±lfficDfi55||M^?&^Wf ^5~1 5McD^|g^^ (v) 
C0R5 (^1^1, R«{d:c i~i 5t;i/^;w c 2 ~ i 5 C2~ 

I 

• t 
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1 5T;i/:¥~;i/*fett7 3r-;i/^^t)-ro)s (vi) cooR» m^. 
R*»c l~i 5t;i/^;k C2-^i 5t)v^=-)w c 2 — 1 5t;i/^^;i/^ 

5 t)U 

Li*. (1)^-^^^ (2) CI — 8t;V:^L/>^ C2'-8T;V'ir^l/>%b 

>{*^n-eni-5ffl®Ri°ica:oTetfe$nT%j;v>o)> ^fettO) 

10 Q{±. (1) NR^R2 (^tfj, Ri^sitJfR^ti^n^tT^^ibTs (i) 7jc^ 
(u) l'^5M©R^°^;:«J;oTgg|$n-c^)J;v^C 1 — 1 57;1/:^;k 

C2~l 5T;V'!r^;i/ife b<{*C2 — 1 5T)V^—JV (Hi) l — SMCDR^lc 
<fc■:^Teil^nT^)J:V^C3~8;^^^, (iv) 1^5m(DR^IZ^'Z> 

Xmm^tlX'h^l^^ 1 — 2^0(0^^0^, l'-'2ffi®^ig^j3J:tJf/* 

15 rc:\itim(Dmmm^^^m'r^b^i5m(Dm.mm^mt>-to) ^tdt (2) 
?x 1-2 M®^M?43 c):ij«/*fe« 1 mcommm^^^m u-r j: 4 

-1 5S®Mm^^^fcu ^Cttl-5ffi®R3{ca:o-Cilil$ttT*>J; 

V^o) ^^t)U 

20 ^igcoR ^n^ti^ii UT ( 1 ) c 1 - 1 5 c 2 - 1 5 t;v 

-;^{*l-5^®R^nc:<fcoTa^ll$nT%J;V^o)^ (2) ;t=3f-V, Sfei* 
(3) Ri°:&^toU 
1tf!SC®R*°tts ^Mtim^LX^X (1) ORi\ (2) OCORi\ (3) O 
25 C00R13, (4) NRi*Ri6, (5) NR^ecORi^^ (6) NR^^CON 
R^*R^^ (7)NRi«C00R^\ (8)COOR^\ (9)C0Ri\ (1 
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0) CONR»*Ri«. (11) (12) S0R2\ (13) SO2 

NR2^R2«, (14) NRi^SO^Ri^^ (1 5) B (OH) 2. (16) SR 
/\ (17) ^\U^ym^. (18) -bD^ (19) t^T^s ^fctt (2 0) 
(±iB®^fs R'Ht (i) Tkmrn^?. (ii) C 1 - 1 5 T;i/:3t^;K C2 
5 '^l ST;!/-^— ;i/*)b<{*C2'^l 5T;i/de— ;i/ (^T;i/dp;K T;i/'ir:::;v 
:feJ;t>*T;Vdp-;Hil~5fficD>'Nn'5^>M^> NR^^R^^^ OR^^ SR^ 
\ COORi\ *fe^*^D^CJ;oTiB^^I$tvT%J:V^o). (iii) 31D 

R'K R'':^xv^R'^it. ^ti^tm^hx (i) 7mm^. 

iq (ii) ^D^CJ;oTMil$tlT^)J;V^C 1~1 5T;i/:3r;K C2~15T;V>r 

-;i/'feb<tiC2-'i 5t;i/#-;k *fe» (iii) ^D^^tou 

1 5 mcomms b < it=M^mmm^mt> v. 
p, *fes ^D«, ^jjiT® (1) - (2 2) tf^^Mn^Mi^smomz^-D 

(1) C 1 ~ 1 5 T;1/:3p;K 02^-1 5T;i/'^::i;i/^b<J±C 2~1 5T;1/ 

(Mt;v=3p;w T;i/'^-;i/:j3J:t;fT;i/:sp~;Hil'-5McDOR2\ o 

C0R2\ 0C00R2\ NR24R25^ NR^scOR^^, NR^^CONR^ 
2Q *R2\ NR26COOR2\ COOR^s^ COR^^ CONR^^rzs^ SO 
2R^\ S0R2\ S02NR24R25^ NR26SO2R22, B (OH) 2. S 

R2\/ND>if>M^>-bD^fc{ii^Tyi3J:oTBm$nT%J;v^o)s (2) 
:t=arVs (3) OR^K (4) 0C0R2\ (5) OCOOR^a^ (6) NR^ 
*R^\ (7) NR2«COR22, (8) NR C ONR^^r 25^ (9) nr^s 
25 C0 0R2\ (10) C00R23, (11) COR^^, (12) CONR^^rz 
^ (13) S02R'\ (14) SOR^\ (15) SOgNR^^R^^, (16) 



622 



wo 2004/052862 



PCT/JP2003/015718 



NR2«S02R2\ (1 7) B (OH) 2> (18) SR^\ (19) ^^U^y 
(2 0) -hn, (2 1) >>Ty tfett (2 2) (±IB©S4•^ 
(i) 7jcmM^. (u) COR2\ NR24R26;^^^<j^^j,j,j.^^g^ 

$nr%J;v^c 1-1 5t;i/^;k C2'-'1 5T;v>^-;v*>b<«c 2'-'1 

5 5T;V^~;V$fett (iii) ^E<fe^t)U 

R2\ R23^ R24^ R2 643J;t^•R2 6^i, ^tl^tl^jtbT ( i ) 7j<mM^s 

(ii) ^E^z:J;oT^$nT^)a;V^C 1~1 5T;V=3p;K 0 2-1 5TJV^ 

-;v%b<J*C2-'i 5t;v^-;k Sfett (m) ^E^^fcu 

^EJ±. C3-15#^. -^*)b<(iH3^i^^m^, ^fe(±l-4^(DM 

iq i'-2<i(D^M^43<fct;f/*fe«ifia>j5gMM?&^^lrl-S5-' 

^EJ*l~5fflfD (i) :7ain;i/jz:J:oTMI^^tiT'fecl:v^C 1~1 
5T;V^;K (ii)/\Dy>J!g^^ (iii)7ai-;K (iv)C l-'l 5T;Vn:3^i/s 
(v) xK^^s (vi) T^y^ (vii) (C 1-'8T;1/:^;V) 
1^ (viii) (C 1'-'8T;1/^;V) T^y'SKlJ^oTSJ^^nT^ J;V^o) 

^A^ti^ l-'5«©R*^^:J;oTS^^^nT'fea;<^ 

^B^ji, l'-5M©R^^::J;oTiS^^$nT^J:<^ 
R*:feJ:t>*R^{*. ^n^n^jiUTRn3^$n^Si:llDS^^t>'ro 
2q :fe:/2U ^JiT© (1) (6) ®lb'^<fe|^< : 

(1) N- [4- (4-^;i/5l%U-;i/) -2-^±^JV=^)V2 -1, 2-31 

(2) N, N--:^p<^;i/-N* - [2- (4-7air:;i/-l-t!^iji?-;i/) 
-4-l^>; - 1, 2-3i^Wi?T^>. 

?5 (3) N- C(3, 4-$^b Hn-2H- l-^>\/tf^>-2-<;i/) 

-N* - [2- (l-i^^u >:;-;!/) -4-tU^i;-;v] -i, 3- 
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(4) N- [(3, KD-2H- l-^>yi^^>-2-^;i/) 

-N' - [2- (l-l^^Ui^-;!/) -4_tfU 5 

5 (5) N, N-S^Ji^;i/-N* - [2- (l-lfD>Ji^~;i/) -A-^±^J 
-i, 2 -oi^ >43J;t;« 
(6) N, N-i^ai^;v-N* - [2- ( 1 -IfD U -4-:3S^:^^/ 
>Jr:;i/] -1, 2 -oi^^e^'T^ > • — Jg^^o) 

8. -jaS:^(I-B) 
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1 m(Dmmm^:^^v(/^rz\t i momnm^j^^^m ux j; v^ 5 - 

fe;/cU IXroih-^^ (1) - (7) ®^!^< ; 
;Q (1) N- [4- ('\^ithHn-lH-T-iflf>-l— [3, 

2-d] i:f'M>:^>-2— r;v] -i, 4-:r^5'>i?T^> • -Jg^Jl, 

(2) 7- [4- [4, HD- 1 H-THf l^>- 1 — f 

-1, 3, 5-hUT:2<?>-2--f;i/] TKJ-2K-ly 2, 3-h 

UTV/— ;V-2~-f;i/] -3-7jtr:;i/-2H- l-^>\/^f^>-2-:^- 
(3) 4-3ih^>>-6- Hd- 1H-T4fl^>- 1 —r;!/) - 

N- [3- ( 4 -^;v7fc u — rntr;v] -i, 3, 5-hUT$^>-2 

(4) 4- (^^-y-t HD- 1 H-THf tr>- 1 --r;i/) -6-p<5=-;i/-N 

20 - [3- ( 4 >;-;!/) rnif;i/] -1,3, 5-hyT^>-2- 

(5) 4-^DD-6- Kn- IH) -T-tfl^>- - 
N- [2- (4-^;i/7t^>;— oc^^;!/] -1, 3, 5-hU7S^>-2- 

25 (6) 4- (^:^-9-tKn-lH-r4ftr>-l->f;i/) — 

N- [3- ( 4 >;—;!/) rui^;!/-!, 3, 5-hU7'S^>-2- 
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(7) N- [4- (^:3r1tbHD-lH-THflf>-l-^;V) [3, 

5 feJi-^ti ^ CD rn K ^ V 

9. (i)N-(4-TH?>'i>- 1— r;vtru ^s^>-2-'f;v)3i^>- 1, 

(2) N^- (4-T-tf>'l>-l->f;vtrU^i^>-2-> f;i/) -NS 

iq 1, 2-^t^x 

(3) 4-T-lf/'?>- 1 ~'f;i/-N- ((3S) - 1 -S^^;7D^i^^';i/tfDy 

(4) 4-T-1f>'i>- l-^;i/-N- ((3S) -l-^>S^;i/tfnUS^>- 
3-'f;i/) tru ^$^>-2~7'^X 

15 (5) 4-T-lf>'1>-l->f;i/-N- [(3S) -1- (2-3i5=-;i/r5^;i/) 

(6) 4-T"if>'1>-l-> f;V-N- [(3S) - 1 ->><5^D^iir>>;i/t:^y 

-^>-3-^;i/] tr';^s^>--2-T^>x 

(7) 4-T4f/'?>-l-^;V-N- C(3S) - 1 -7^ h ^ t KD - 2 H- 

2q i^^>-4 — r;pt:^ui?>-3->r;v] tri; ^i^>-2-T^x 

(8) 4- (3S) -3- C(4-T'e/i>-i— r;vtr»;^^>-2— f;i/) 

(9) (3S) -N- (4-T-if>'1>-l— r;i/l^'J ^ J^>-2-'T;1/) -1' 

- (e^^D^^^';i/:i7;v7i?:=:;i/) -1, 4* - trtr^y 3 -T^ 

25 feSit^CDlSHls 7*}fe{*8|Bm0<b'&tlo 
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10. -Wi^ il) 




1 1. cxcR4i^gp^tij*e^^M^cDigffli ommou-^moo 

12. CXCR4pgi5^Rl*sCXCR4^g^r^;^JT♦$>^^^^D|5Hl IIB^CD 

10 mmm,^o 

(Om^ 1 2 §Bi%CDg^m^%o 
SI SSBigCDgl^m^^o 

1 5 . m&mmmm^-^^m^omm i oiBmcDE^mfiK^o 

1 7 . (n) 
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0 

18. CXCR4ISfi5^fiJ*sCXCR4Sin;?fUl?$»^»^CDfSHl 7|Bf8© 
Mo 



19. -jiS^(I-3) 



15 




m^. 1-2 mommm'i'is^xj^x^tcit i ^scd^mm^^^w ut* c^;v^> 
4-1 smomms =m^rcii±^m^mm^mt>v. ^B2{iii»&< i:*> i 
m<Dmmm'?^^m\^. ^^\,zi'-^3m<Dmmm^^ i--2m(Dmmm^^ 

20 J:tJ«/*fe«lj@©?5SMM^^^^bT*J:v^5~l 5M®#^s zi^^fe 
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tcit^ti ^(D^uY'py ^^m^m-^tt^ c X c R 4mmMo 

5 

2 0. CXCR4igJn;^JT'^^W^®|gHl 9 13«© C X C R 4 i^iS^Jo 

2 1 . m^comm 7 izmm<D~m^ ( i - a) xm^n^^^. ^(dm. 

10 m^^^}iir^CXCR4mmMo 

2 2. CXCR4Min;mT-^S^^CDtgH2 1 H3«(Z) C X C R 4 i^i5^Jo 
2 3 . M^cZ)|6ffl8 tc:t3«©-jil9:^ ( I -B) X^^ti^ih^. ^(DU. 

^^m^tT^cxcR4mmMo 

2 4. C X C R 4 igjnglij'^ ^ ^^©ISH 2 3 1316© C X C R 4 mmnL 

?6 2 5. i^^iffi . ^m^mm. r U';i/d[=-'f4j^M^ ^^j^. H I l < 

1 9 13«© CX C R 4iigi5^Jo 

2q 2 6. HI v^^^, b < i^^tiizm^t^mmcD^m^^iiv^y^rzi^^m 

MT-fe ^i»^©^H 2 5 13® © C X C R 4 mmMo 
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2 7. nm.mmm'^^^m^(Dm.mntirciti 9mm<DcxcR4mw^ 

Mo 

mmmmm^ yxiy^T—ammm. ccR2i^tfm. ccRsistrL^x cc 

2 9. mmmmmmmmifi. i^¥y>:^>s v^w>^\f>. 

^zr^jy^ =7X^vy^ T>''?:^jtr;K T7*7;4-tr;K i^tfJi^:3p$/';K 3i>h 
us^^b:>^ 7^>'7:^tf;K :^tr^l:^>^ 7*^tr;vi^>^ oi^TtfU'^^^js 
i5i <fct)«*r^ef^ u>^^^^^ns is*fctt2ajij;±-efe§»^cD|gH2 

3 0. roT^T— '<>-:^'^b:;K y h:Mf;Vs ^)\/y^^\f. 

2Q lSSfe{±2SJ^±T?$>:sa^®|Sffl2 SIB^Ogmo 

3 1 . -JK^ (n) 




! ' 

Celt's •r'^T(Z)|B-^tt»^CD|gffll:fecfctJ«l 7iBiK®|B-^i:l^b^l5|c^m 
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3 2 . cxcR 4mmm^mm.ir:s>tci^(D~m^ (n) 
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technical feature common to the compounds as set forth in claim 1, the 
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Similarly, the inventions as set forth in claims 2 to 30 and 32 have 
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concept . 

D. <Search on prior art doc\ament> 

The general formula of the compounds as set forth in claim 1 has no 
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GUPTA. C. M. ; BHADURI, A. P. ; KHANNA, N. M. 

Drugs acting on the central nervous system. 

Syntheses of substituted quinazolinones and. quinazolines and 

triazepino- and triazocinoquinazolinones. 

Journal of Medicinal Chemistry, 1968, Vol. 11, No. 2, 

p. 392-395 

p.393<^'fk'a^23^if^#flg„ 

GB 1113918 A(FARBENFABRIKEN BAYER AKTIENGESELLSCHAFT) 
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